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Pending Claims
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1. A compound of
formula (I):

&1

E* ;—"K

R | N ,{\

P,
or a pharmaceutically
acceptable salt, solvate,
tautomer, N-oxide,
stereoisomer,
metabolite, polymorph
or prodrug thereof,
wherein
R1 and R2 are each
independently selected
from hydrogen, C1-6
alkyl, C1-6 haloalkyl,
C2-6 alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
C8 heterocycloalkyl,
C4-C14
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl,
said C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-6 haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
C8 heterocycloalkyl,
C4-C14
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each

1. Int’l Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:
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wherein:
L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;
Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;
R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;
R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;
R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-Cé6 alkyl)piperidinyl;
R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-C6
hydroxyalkyl, or C1-C6 alkoxy;
subscript p is an integer from 0 to 3;
subscript q is an integer from 0 to 3; and
subscript r is an integer from 1 to 3.

2. Int’l Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-htld receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:
2
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wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4

R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure




being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R4,
C(O)N(R4)2, OR4,
N(R4)2, NO2, SR4 and
SO2R4,

said C3-8 cycloalkyl,
C4-14
alkylenecycloalkyl, C3-
C8 heterocycloalkyl,
C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being further optionally
substituted with a
substituent
independently selected
from (0O), C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(0),
SO2 and NR4;
alternatively R1 and R2
are combined with the
atoms to which they are
attached to form a C3-8
heterocycloalkyl
including 1 or 2
additional ring
heteromoieties selected
from O, S, S(O), SO2,
N and NR4,

said C3-8
heterocycloalkyl being
further optionally
substituted with a

R2 is selected from CRSR8CH2NR7RS...

R3 is selected from H and benzoyl

R5 and R8 are independently selected from H...

R7 and R8 are independently selected from H and loweralkyl or R7 and
R8 form an alkylene bridge which, together with the nitrogen atom to
which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:
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wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSbD, -
OC(O)R8b, -OC(O)ORSD, -

S(0)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, RS, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula




substituent selected
from halogen, (O), CN,
C1-8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R4,
C(O)N(R4)2, OR4,
N(R4)2, NO2, SR4,
SO2R4, C1-6 alkyl,
C1-6 haloalkyl, C2-
6alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C1-8
alkylamino, C1-8
alkylsulfonyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(0),
SO2 and NR4;

R3 is selected from
hydrogen, C1-6 alkyl,
C3-8 cycloalkyl, or C4-
14 alkylenecycloalkyl;
alternatively R3 and
one of R1 and R2 are
combined with the
atoms to which they are
attached to form a C3-
12 heterocycloalkyl,
said C3-12
heterocycloalkyl being
further optionally
substituted with a
substituent selected
from halogen, (O), CN,
C1-8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R4,
C(O)N(R4)2, OR4,
N(R4)2, NO2, SR4,
SO2R4, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS5 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (IIT) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.




heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(0),
SO2 and NR4;

each R4 is
independently selected
from hydrogen, C1-6
alkyl, C1-6 haloalkyl,
C2-6 alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-7
cycloalkyl, and C3-7
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N and NRS,

said C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-6 haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-7
cycloalkyl and C3-7
heterocycloalkyl each
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2RS5,
C(O)N(R5)2, ORS,
N(R5)2, NO2, SRS and
SO2RS,

said C3-C7 cycloalkyl
and C3-7
heterocycloalkyl each
being further optionally
substituted with a
substituent
independently selected
from (O), C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6




haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N and NRS5;

each RS is
independently selected
from hydrogen, C1-6
alkyl, C2-6 alkenyl,
C2-6 alkynyl, C1-6
haloalkyl, C3-8
cycloalkyl, C5-10
heterocycloalkyl, C6-12
aryl and C5-10
heteroaryl,

said C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl,
C1-6 haloalkyl, C3-8
cycloalkyl, C5-10
heterocycloalkyl, C6-12
aryl and C5-10
heteroaryl each being
optionally substituted
with one or more
substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCH3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected




from O, S, S(0), SO2,
N, NH and NCH3;

L is selected from C1-4
alkylene, C2-C4
alkenylene and C2-C4
alkynylene;

R6 is selected from
hydrogen, C1-6 alkyl,
C2-6 alkenyl, C2-6
alkynyl, C1-6
alkyleneP(O)(OR12)2,
C(O)R12, CO2R12,
C(O)N(R12)2,
S(O)R12 and SO2R 12,
C3-6 cycloalkyl, C6-9
alkylenecycloalkyl, C3-
6 heterocyclyl, C6-9
alkyleneheterocycloalk
yl, C4-7 heterocyclyl,
C7-10
alkyneneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl,
said C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl,
C3-6 cycloalkyl, C6-9
alkylenecycloalkyl, C3-
6 heterocyclyl, C6-9
alkyleneheterocycloalk
yl, C4-7 heterocyclyl,
C7-10
alkyneneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R12,
C(O)N(R12)2, OR12,
N(R12)2, NO2, SR12
and SO2R12,




said C3-6 cycloalkyl,
C6-9
alkylenecycloalkyl, C3-
6 heterocyclyl, C6-9
alkyleneheterocycloalk
yl, C4-7 heterocyclyl,
C7-10
alkyneneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being further optionally
substituted with a
substituent
independently selected
from (O), C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(O),
SO2 and NR12;

each R12 is
independently selected
from hydrogen, C1-6
alkyl, C2-6 alkenyl,
C2-6 alkynyl, C1-6
haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl,
said C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl,
C1-6 haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,




C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCHS3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N, NH and NCH3;
wherein one of (B) and
(C) apply:

(B)

(i) one of R7, R8, RY,
R10 and R11 is selected
from OR13, N(R13)2,
SR13, C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-C6 haloalkenyl, C2-
6 alkynyl, C2-6
haloalkynyl, C1-6
alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, CO2R13,
C(O)R13,
C(O)N(R13)2,
C(O)C(O)N(R13)2,




OC(O)R13,
OC(O)OR13,
OC(O)N(R13)2,
OS(O)R13,
OS(O)N(R13)2,
OSO2R13,
OP(0O)(OR13)2, OC1-
6alkyleneP(O)(OR13)2,
S(O)R13,
S(O)N(R13)2,
SO2R13, N(R13)2,
N(R13)C(O)R13,
N(R13)C(O)OR13,
N(R13)C(O)N(R13)2,
NO2, C3-8 cycloalkyl,
C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, C4-16
alkyleneheteroaryl,
said C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-C6 haloalkenyl, C2-
6 alkynyl, C2-6
haloalkynyl, C1-6
alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, C3-8
cycloalkyl, C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R13,




C(O)N(R13)2, OR13,
N(R13)2, NO2, SR13
and SO2R13,

said C3-8 cycloalkyl,
C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl each
being further optionally
substituted with a
substituent selected
from (O), C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-
6¢cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoeities selected
from O, S, S(0), SO2,
N, and NR13;

each R13 is
independently selected
from hydrogen, C1-6
alkyl, C2-6 alkenyl,
C2-6 alkynyl, C1-6
haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl,
said C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl,
C1-6 haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,




C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-
8alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCHS3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N, NH and NCH3; and
(i1) the other of R7, RS,
R9, R10 and R11 are
each hydrogen,
alternatively, R6 and
R7 are combined with
the atoms to which they
are each attached to
form a C4-10
heterocycloalkyl or a
C5-10 heteroaryl,

said C4-10
heterocycloalkyl and
C5-10 heteroaryl each
being further optionally
substituted with a
substituent selected
from halogen, (O), CN,




C1-8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R 14,
C(O)N(R14)2, OR14,
N(R14)2, NO2, SR14,
SO2R14, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(O),
SO2 and NR14;
alternatively, R7 and
one of R1, R2, or R3
are combined with the
atoms to which they are
attached to form a C5-8
heterocycloalkyl,

said C5-8
heterocyclyalkyl being
further optionally
substituted with one or
more substituents
selected from halogen,
(0), CN, C1-8 alkoxy,
C1-8 alkylamino, C1-8
alkylsulfonyl, CO2R 14,
C(O)N(R14)2, OR14,
N(R14)2, NO2, SR14,
SO2R14, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(O),
SO2 and NR14;

each R14 is
independently selected
from hydrogen, C1-6




alkyl, C2-C6 alkenyl,
C2-C6 alkynyl, C1-C6
haloalkyl, C3-
C7cycloalkyl, C3-10
heterocycloalkyl, C6-12
aryl and C5-10
heteroaryl;

said C1-6 alkyl, C2-C6
alkenyl, C2-C6 alkynyl,
C1-C6 haloalkyl, C3-
C7cycloalkyl, C3-10
heterocycloalkyl, C6-12
aryl and C5-10
heteroaryl each being
optionally substituted
with one or more
substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCH3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(O), SO2,
N, NH and NCH3,
wherein:

when R1 and R2 are
each methyl, and R3
and R6 are each
hydrogen, then RS is
not OH or OCH3 and
R9 is not OH;

when R1 and R2 are
each ethyl, isobutyl or




(sec)butyl, and R3 and
R6 are each hydrogen,
then R8 is not OH;
when R1 and R2 are
each isopropyl, and R3
and R6 are each
hydrogen, then R9 is
not OH;

when R1 and R2
together with the
nitrogen to which they
are attached form

IE PN
ST T

v andnans

and R3 and R6 are each
hydrogen, then R9 is
not OCH3;

when R1 and R2
together with the
nitrogen to which they
are attached form

BN
de el [
and R3 and R6 are each
hydrogen, then R8 is
not OH;

when R1 and R2
together with the
nitrogen to which they
are attached form

Y

N

A |./vu e

and R3 and R6 are each
hydrogen, then RS is
not OH, R9 is not CH3
or OCH3, and R10 is
not OCH3;
when R1 and R2
together with the
nitrogen to which they
are attached form

~ T P

moechnn S - .
and R3 and R6 are each
hydrogen, then R7, RS,
R9, R10 and R11 are




not selected from OH,
OCH3, OC(O)CH3,
OP(O)(OH)2, NH2,
halogen, CH3, CN and
CF3;

when R1 and R2
together with the
nitrogen to which they
are attached form any
one of

A A
IR S

S Nar, TN

N

e VL -
SN i Nenr,
R M v

R3 is hydrogen, and R6
is methyl, then R8 is
not OH or OBn;

when R1 and R2 are
each methyl, R3 is
hydrogen, and R6 is
selected from ethyl,
CH2CHEF2, propyl,
isopropyl, butyl,
cyclopropyl,
methylenecyclopropyl,
cyclobutyl, oxetanyl
and butenyl, then RS is
not OH or OBn;

when R1 and R2 are
each methyl, R3 is
hydrogen, and R6 is
hydrogen or
CH2P(O)(OH)2, then
RS is not selected from
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and OC(O)N(CH3)2;
and

when R1, R2 and R3
together with the atoms
to which they are
attached form

,%

%

and R6 is hydrogen or
CH2P(O)(OH)2, then
R8 is not selected from

LN \)\

NM

" g

S S B

WOU
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o JGPN

and O(O)N(CH3)2;
(C)R7,R8,R9, R10
and R11 are each
hydrogen,

wherein:

when R3 and R6 are
each hydrogen, then R1




and R2 are not each
methyl, ethyl,
propyl, isopropyl,
cyclopropyl or

_ﬁl{‘_ﬂwﬁ;{
?u

and R1 and R2 together
with the nitrogen to
which they are attached
do not form pyrrolidyl,
piperidyl or 2,5-
dimethylpyrrolyl;
when R6 is hydrogen,
and R3 is methyl, then
R1 and R2 are not each
hydrogen;
when R3 and R6 are
each hydrogen, and one
of R1 and R2 is methyl,
then the other of R1
and R2 is not propyl,
isopropyl, cyclopropyl,
methylenecyclopropyl,

>?1t,/"x P 'k;}{/,.\ j.
when R3 and R6 are
each hydrogen, and one
of R1 and R2 is ethyl or
propyl, then the other
of R1 and R2 is not
isopropyl, cyclopropyl,
methylenecyclopropyl,

YN e

T T

when R3 and R6 are
each hydrogen, and one
of R1 and R2 is
isopropyl, then the
other of R1 and R2 is
not propyl, cyclopropyl,

methylenecyclopropyl,
"‘zL{/\\/z o "rli/-\f—r—
E L

2. The compound of
claim 1, wherein:

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)




R7,R8, R9, R10 and
R11 are each
independently selected
from hydrogen,
halogen, CN, OR13,
N(R13)2, SR13, C1-6
alkyl, C1-6 haloalkyl,
C2-6 alkenyl, C2-C6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C1-6
alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, CO2R13,
C(O)R13,
C(O)N(R13)2,
C(O)C(O)N(R13)2,
OC(O)R13,
OC(O)OR13,
OC(O)N(R13)2,
OS(O)R13,
OS(O)N(R13)2,
OSO2R13,
OP(O)(OR13)2, OC1-
6alkyleneP(O)(OR13)2,
S(O)R13,
S(O)N(R13)2,
SO2R13, N(R13)2,
N(R13)C(O)R13,
N(R13)C(O)OR13,
N(R13)C(O)N(R13)2,
NO2, C3-8 cycloalkyl,
C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, C4-16
alkyleneheteroaryl,
said C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-C6 haloalkenyl, C2-
6 alkynyl, C2-6
haloalkynyl, C1-6
alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, C3-8

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

F:' R11

R'®

R? (lla)
wherein:
L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;
Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;
R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;
R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;
R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;
R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-C6
hydroxyalkyl, or C1-C6 alkoxy;
subscript p is an integer from 0 to 3;
subscript q is an integer from 0 to 3; and
subscript r is an integer from 1 to 3.

2. Int’l Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-ht1d receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:

R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
RS and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
RS8 form an alkylene bridge which, together with the nitrogen atom to




cycloalkyl, C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R13,
C(O)N(R13)2, OR13,
N(R13)2, NO2, SR13
and SO2R13,

said C3-8 cycloalkyl,
C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl each
being further optionally
substituted with a
substituent selected
from (0O), C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-
6¢ycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoeities selected
from O, S, S(O), SO2,
N, and NR13;

each R13 is
independently selected
from hydrogen, C1-6
alkyl, C2-6 alkenyl,

which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

Raax )
RS R-li N_ H 3b
Hﬁ |||L R:'IG
W R
"R 1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSbD, -
OC(O)R8b, -OC(O)ORSD, -

S(0)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-I8 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, R5 and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c¢...are each independently H, C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl




C2-6 alkynyl, C1-6
haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl,
said C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl,
C1-6 haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCH3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(O), SO2,
N, NH and NCH3;

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.




alternatively, R6 and
R7 are combined with
the atoms to which they
are each attached to
form a C4-10
heterocycloalkyl or a
C5-10 heteroaryl,

said C4-10
heterocycloalkyl and
C5-10 heteroaryl each
being further optionally
substituted with a
substituent selected
from halogen, (O), CN,
C1-8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R 14,
C(O)N(R14)2, OR14,
N(R14)2, NO2, SR14,
SO2R14, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(0O),
SO2 and NR14;
alternatively, R7 and
one of R1, R2, or R3
are combined with the
atoms to which they are
attached to form a C5-8
heterocycloalkyl,

said C5-8
heterocyclyalkyl being
further optionally
substituted with one or
more substituents
selected from halogen,
(0), CN, C1-8 alkoxy,
C1-8 alkylamino, C1-8
alkylsulfonyl, CO2R 14,
C(O)N(R14)2, OR14,
N(R14)2, NO2, SR14,
SO2R14, C1-6 alkyl,




C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(0),
SO2 and NR14;

each R14 is
independently selected
from hydrogen, C1-6
alkyl, C2-C6 alkenyl,
C2-C6 alkynyl, C1-C6
haloalkyl, C3-
C7cycloalkyl, C3-10
heterocycloalkyl, C6-12
aryl and C5-10
heteroaryl,

said C1-6 alkyl, C2-C6
alkenyl, C2-C6 alkynyl,
C1-C6 haloalkyl, C3-
CT7cycloalkyl, C3-10
heterocycloalkyl, C6-12
aryl and C5-10
heteroaryl each being
optionally substituted
with one or more
substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCH3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6




heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N, NH and NCH3;
wherein at least two or
more of R7, R8, R9,
R10 and R11 are not
hydrogen; and
wherein:

when R1 and R2 are
each methyl, R3 is
hydrogen, R6 is
selected from
hydrogen, methyl, ethyl
and propyl, and one of
R9, R10 or R11 is
fluoro and the other of
R9, R10 or R11 are
hydrogen, then RS is
not selected from OH,
OCH3, OCH2CH3,
OCH2CH2CH3 and
OBn; and

when R1 and R2 are
each methyl, R3 is
hydrogen, R6 is
selected from
hydrogen, methyl, ethyl
and propyl, R9 is
fluoro, and R11 is
hydrogen, then R10 is
not selected from OH,
OCH3, OCH2CH3,
OCH2CH2CH3 and
OBn.

3. The compound of
claim 2, wherein:
R7,R8 R9, R10 and
R11 are each
independently selected
from hydrogen,
halogen, CN, OR13,
N(R13)2, SR13, C1-6
alkyl, C1-6 haloalkyl,
C2-6 alkenyl, C2-C6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C1-6

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

wherein:




alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, CO2R13,
C(O)N(R13)2,
OC(O)R13, OSO2R13,
OP(O)(OR13)2, OC1-
6alkyleneP(O)(OR13)2,
S(O)R13, SO2R13,
N(R13)2,NO2, C3-8
cycloalkyl, C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, C4-16
alkyleneheteroaryl,
said C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-C6 haloalkenyl, C2-
6 alkynyl, C2-6
haloalkynyl, C1-6
alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, C3-8
cycloalkyl, C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2, NO2,
NHCH3, SH, SCH3,
SO2CH3, and SOCH3,

L3 is a bond, -C(O)NRb-, -NRbC(O)-,-NHC(O)NRb-, -C(0)O-, -OC(O)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-Cé6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

2. Int’l Pat. App. Pub. No. W0O/1998/023587 “5-cyclo indole compounds as
5-htld receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:

R3

wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4

R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure

R2 is selected from CRSR8CH2NR7RS...

R3 is selected from H and benzoyl

R5 and R8 are independently selected from H...

R7 and R8 are independently selected from H and loweralkyl or R7 and
R8 form an alkylene bridge which, together with the nitrogen atom to
which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’l Pat. App. Pub. No. W0/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:




said C3-8 cycloalkyl,
C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl each
being further optionally
substituted with a
substituent selected
from (0O), C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-
6¢cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoeities selected
from O, S, S(O), SO2,
N, NH and NCH3;
wherein R13 is as
defined in claim 2;
wherein at least two or
more of R7, R8, R9,
R10 and R11 are not
hydrogen; and
wherein:

when R1 and R2 are
each methyl, R3 is
hydrogen, R6 is
selected from
hydrogen, methyl, ethyl
and propyl, and when
one of R9, R10 and
R11 is fluoro and the
other of R9, R10 and
R11 are hydrogen, then
R8 is not selected from
OH, OCH3,
OCH2CH3,
OCH2CH2CH3 or
OBn; and

when R1 and R2 are
each methyl, R3 is

R3a
RS R N—RP
RS § R
N TR
VR (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-C6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl




hydrogen, R6 is
selected from
hydrogen, methyl, ethyl
and propyl, R9 is
fluoro, and R11 is
hydrogen, then R10 is
not selected from OH,
OCH3, OCH2CH3,
OCH2CH2CH3 and
OBn.

RS of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

4. The compound of
claim 3, wherein R7,
R8, R9, R10 and R11
are each independently
selected from
hydrogen, halogen, C1-
6 alkyl, C1-6 haloalkyl
and OR13 wherein R13
is selected from
hydrogen, C1-6 alkyl
and C1-6 haloalkyl.

1. Int’1 Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

wherein:

L3 is a bond...-O-...

R8 is hydrogen, halogen, C1-C6 alkyl...C1-C6 haloalkyl...

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen...C1-C6 alkyl, C1-C6 haloalkyl...or C1-C6
alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

3. Int’1 Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

Raa\ )
RS R-li N_ H 3b
RS § R
W R
R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;




R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6
alkyl...halogen...-OR8a...

R8a, R8b, R8¢...are each independently...C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November §, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

R4 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (ITI) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

5. The compound of
claim 4, wherein RS is
selected from halogen,
C1-6 alkyl and OR13
wherein R13 is selected
from hydrogen, C1-6
alkyl and C1-6
haloalkyl.

1. Int’1 Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:




wherein:

L3 is a bond...-O-...

R8 is hydrogen...C1-C6 alkyl...C1-C6 haloalkyl...

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is...halogen...C1-C6 alkyl, C1-C6 haloalkyl...or C1-C6 alkoxy;
subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

Raa\
RS R* N—R"®
i { Ric
N7 R
R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl...-
ORS8a...

R8a...are each independently H, C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula




In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

R4 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS5 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl)...

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

6. The compound of
claim 4, wherein R9 is
selected from halogen,
C1-6 alkyl and OR13
wherein R13 is selected
from hydrogen, C1-6
alkyl and C1-6
haloalkyl.

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

(Lla)

wherein:

L3 is a bond...-O-...

R8 is hydrogen, halogen, C1-C6 alkyl...C1-C6 haloalkyl...

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-Cé6 alkylamino, di-(C1-Cé6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is...halogen...C1-C6 alkyl, C1-C6 haloalkyl...or C1-C6 alkoxy;
subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

3. Int’1 Pat. App. Pub. No. W0/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

Raa\ .
S N—R??

R
RS \




wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6
alkyl...halogen...-OR8a...

R8a, R8b, R8c...are each independently...C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

R4 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS of formula (III) can be...C1-Cé6-alkyl...O-(C1-C6-alkyl), halogen...
R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

7. The compound of
claim 1, wherein:

(i) one of R7, R8, R9,
R10 and R11 is selected
from OR13, N(R13)2,
SR13, C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-C6 haloalkenyl, C2-
6 alkynyl, C2-6
haloalkynyl, C1-6

1. Int’l Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:




alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, CO2R13,
C(O)R13,
C(O)N(R13)2,
C(O)C(O)N(R13)2,
OC(O)R13,
OC(O)OR13,
OC(O)N(R13)2,
OS(O)R13,
OS(O)N(R13)2,
OSO2R13,
OP(0O)(OR13)2, OC1-
6alkyleneP(O)(OR13)2,
S(O)R13,
S(O)N(R13)2,
SO2R13, N(R13)2,
N(R13)C(O)R13,
N(R13)C(O)OR13,
N(R13)C(O)N(R13)2,
NO2, C3-8 cycloalkyl,
C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, C4-16
alkyleneheteroaryl,
said C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-C6 haloalkenyl, C2-
6 alkynyl, C2-6
haloalkynyl, C1-6
alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, C3-8
cycloalkyl, C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl
being optionally
substituted with one or

(Lla})

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)0O-, -OC(0)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is...halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6 haloalkyl;

R11 is C1-Cé6 alkylamino, di-(C1-Cé alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-C6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

2. Int’l Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-htld receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:

( R K

A
\
— A
N

wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4

R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure

R2 is selected from CRSR8CH2NR7RS...

R3 is selected from H and benzoyl

RS5 and R8 are independently selected from H...

R7 and R8 are independently selected from H and loweralkyl or R7 and
R8 form an alkylene bridge which, together with the nitrogen atom to
which they are attached, creates an optionally substituted 3- to 6-
membered ring...




more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R13,
C(O)N(R13)2, OR13,
N(R13)2,NO2, SR13
and SO2R13,

said C3-8 cycloalkyl,
C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl each
being further optionally
substituted with a
substituent selected
from (O), C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-
6¢cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoeities selected
from O, S, S(O), SO2,
N, and NR13;

each R13 is
independently selected
from hydrogen, C1-6
alkyl, C2-6 alkenyl,
C2-6 alkynyl, C1-6
haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl,

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:
REa

A )
Rﬁ R-Ii N_ R b
RE '||L REG
N R
©OR (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, RS, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8¢...are each independently H, C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl




said C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl,
C1-6 haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-
8alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCHS3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N, NH and NCH3; and
(i1) the other of R7, RS,
R9, R10 and R11 are
each hydrogen,
alternatively, R6 and
R7 are combined with
the atoms to which they
are each attached to
form a C4-10
heterocycloalkyl or a
C5-10 heteroaryl,

Ra of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.




said C4-10
heterocycloalkyl and
C5-10 heteroaryl each
being further optionally
substituted with a
substituent selected
from halogen, (O), CN,
C1-8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R14,
C(O)N(R14)2, OR14,
N(R14)2, NO2, SR14,
SO2R14, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(0),
SO2 and NR14;
alternatively, R7 and
one of R1, R2, or R3
are combined with the
atoms to which they are
attached to form a C5-8
heterocycloalkyl,

said C5-8
heterocyclyalkyl being
further optionally
substituted with one or
more substituents
selected from halogen,
(0), CN, C1-8 alkoxy,
C1-8 alkylamino, C1-8
alkylsulfonyl, CO2R 14,
C(O)N(R14)2, OR14,
N(R14)2, NO2, SR14,
SO2R14, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl




including 1 or 2 ring
heteromoieties selected
from O, S, N, S(O),
SO2 and NR14;

each R14 is
independently selected
from hydrogen, C1-6
alkyl, C2-C6 alkenyl,
C2-Céalkynyl, C1-C6
haloalkyl, C3-
C7cycloalkyl, C3-10
heterocycloalkyl, C6-12
aryl and C5-10
heteroaryl;

said C1-6 alkyl, C2-C6
alkenyl, C2-C6 alkynyl,
C1-C6 haloalkyl, C3-
C7cycloalkyl, C3-10
heterocycloalkyl, C6-12
aryl and C5-10
heteroaryl each being
optionally substituted
with one or more
substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCH3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N, NH and NCH3;
wherein:




when R1 and R2 are
each methyl, and R3
and R6 are each
hydrogen, then R8 is
not OH or OCH3, and
R9 is not OH;

when R1 and R2 are
each ethyl, isobutyl or
(sec)butyl, and R3 and
R6 are each hydrogen,
then R8 is not OH,;
when R1 and R2 are
each isopropyl, and R3
and R6 are each
hydrogen, then R9 is
not OH;

when R1 and R2
together with the
nitrogen to which they
are attached form

||\’J\ \"\J\\,/ or /"\\/I\\

and R3 and R6 are each
hydrogen, then R9 is
not OCH3;

when R1 and R2
together with the
nitrogen to which they
are attached form

\N)v ~y
A
and R3 and R6 are each

hydrogen, then RS is
not OH;

when R1 and R2
together with the
nitrogen to which they
are attached form

NN
P

and R3 and R6 are each
hydrogen, then RS is
not OH, R9 is not CH3




or OCH3, and R10 is
not OCH3;
when R1 and R2
together with the
nitrogen to which they
are attached form
NN N N
and R3 and R6 are each
hydrogen, then R7, RS,
R9, R10 and R11 are
not selected from OH,
OCH3, OC(O)CH3,
OP(O)(OH)2, NH2,
halogen, CH3, CN and
CF3;
when R1 and R2
together with the
nitrogen to which they
are attached form any

EaD
R3 is hydrogen, and R6
is methyl, then R8 is
not OH or OBn;
when R1 and R2 are
each methyl, R3 is
hydrogen, and R6 is
selected from ethyl,
CH2CHEF2, propyl,
isopropyl, butyl,
cyclopropyl,
methylenecyclopropyl,
cyclobutyl, oxetanyl
and butenyl, then RS is
not OH or OBn;
when R1 and R2 are
each methyl, R3 is
hydrogen, and R6 is
hydrogen or
CH2P(O)(OH)2, then
R8 is not selected from




and OC(O)N(CH3)2;
and

when R1, R2 and R3
together with the atoms
to which they are
attached form

HN ™~ N
or .

and R6 is hydrogen or
CH2P(O)(OH)2, then
R8 is not selected from

and OC(O)N(CH3)2.

8. The compound of
claim 7, wherein:

(i) one of R7, R8, R9,
R10 and R11 is selected
from OR13, N(R13)2,
SR13, C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-C6 haloalkenyl, C2-
6 alkynyl, C2-6
haloalkynyl, C1-6
alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, CO2R13,
C(O)R13,
C(O)N(R13)2,
C(O)C(O)N(R13)2,
OC(O)R13,

1. Int’l Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

(Hla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;




OC(O)OR13,
OC(O)N(R13)2,
OS(O)R13,
OS(O)N(R13)2,
OSO2R13,
OP(O)(OR13)2, OC1-
6alkyleneP(O)(OR13)2,
S(O)R13,
S(O)N(R13)2,
SO2R13, N(R13)2,
N(R13)C(O)R13,
N(R13)C(O)OR13,
N(R13)C(O)N(R13)2,
NO2, C3-8 cycloalkyl,
C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, C4-16
alkyleneheteroaryl,
said C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-C6 haloalkenyl, C2-
6 alkynyl, C2-6
haloalkynyl, C1-6
alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, C3-8
cycloalkyl, C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R13,
C(O)N(R13)2, OR13,

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is...halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6 haloalkyl;
R11 is C1-Cé6 alkylamino, di-(C1-Cé alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-Cé6 haloalkyl, C1-C6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

2. Int’1 Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-htld receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:

R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
RS5 and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
R8 form an alkylene bridge which, together with the nitrogen atom to
which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’1 Pat. App. Pub. No. W0/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

REEX
RS R* N—R"
RS iy
N R
"R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;




N(R13)2, NO2, SR13
and SO2R13,

said C3-8 cycloalkyl,
C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl each
being further optionally
substituted with a
substituent selected
from (O), C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-
6¢cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoeities selected
from O, S, S(0), SO2,
N, and NR13;

each R13 is
independently selected
from hydrogen, C1-6
alkyl, C2-6 alkenyl,
C2-6 alkynyl, C1-6
haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl,
said C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl,
C1-6 haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, RS, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.




alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-
8alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCH3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N, NH and NCH3; and
(i1) the other of R7, R8,
R9, R10 and R11 are
each hydrogen;
wherein:

when R1 and R2 are
each methyl, and R3
and R6 are each
hydrogen, then RS is
not OH or OCH3 and
R9 is not OH;

when R1 and R2 are
each ethyl, isobutyl or
(sec)butyl, and R3 and
R6 are each hydrogen,
then R8 is not OH;
when R1 and R2 are
each isopropyl, and R3
and R6 are each




hydrogen, then R9 is
not OH;
when R1 and R2
together with the
nitrogen to which they
are attached form
u/l\ ™ x"l‘*u/ o NN

U SV oo
and R3 and R6 are each
hydrogen, then R9 is
not OCH3;
when R1 and R2
together with the
nitrogen to which they
are attached form

‘\_\/L,/ or Sy

oo oo

and R3 and R6 are each
hydrogen, then RS is
not OH;

when R1 and R2
together with the
nitrogen to which they
are attached form

NN
oo

and R3 and R6 are each
hydrogen, then RS is
not OH, R9 is not CH3
or OCH3, and R10 is
not OCH3;
when R1 and R2
together with the
nitrogen to which they
are attached form
NN NN
and R3 and R6 are each
hydrogen, then R7, RS,
R9, R10 and R11 are
not selected from OH,
OCH3, OC(O)CH3,
OP(O)(OH)2, NH2,




halogen, CH3, CN and
CF3;
when R1 and R2

together with the
nitrogen to which they
are attached form any
one of

e 00

RAY
R3 is hydrogen, and R6
is methyl, then RS is
not OH;
when R1 and R2 are
each methyl, R3 is
hydrogen, and R6 is
selected from ethyl,
CH2CHF2, propyl,
isopropyl, butyl,
cyclopropyl,
methylenecyclopropyl,
cyclobutyl, oxetanyl
and butenyl, then R8 is
not OH;
when R1 and R2 are
each methyl, R3 is
hydrogen, and R6 is
hydrogen or
CH2P(O)(OH)2, then
R8 is not selected from

and OC(O)N(CH3)2;
and

when R1, R2 and R3
together with the atoms




to which they are
attached form

HN Sy
or N

.,
and R6 is hydrogen or

CH2P(O)(OH)2, then
R8 is not selected from

and IO.C(O)N(CH3)2.

9. The compound of
claim 8, wherein:
(i) one of R7, R8, R9,
R10 and R11 is selected
from C1-6 haloalkyl
and OC1-6 haloalkyl,
wherein the C1-6
haloalkyl is not CF3
when R1 and R2
together with the
nitrogen to which they
are attached form
TN T TN
WJ_,_U_\_M or M_,_\_J_,MM .
and R3 and R6 are each
hydrogen; and
(i1) the other of R7, RS,
R9, R10 and R11 are
each hydrogen.

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

F' R11

R'®

R? (1la)
wherein:
L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)0O-, -OC(0)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;
Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-Cé6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;
R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;
R10 is...halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6 haloalkyl;
R11 is C1-Cé6 alkylamino, di-(C1-Cé6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-Cé6 alkyl)piperidinyl;
R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;
subscript p is an integer from 0 to 3;
subscript q is an integer from 0 to 3; and
subscript r is an integer from 1 to 3.

2. Int’l Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-htld receptor ligands” (Published June 4, 1998)




From Claim 1: A compound according to Formula I:

R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
R5 and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
R8 form an alkylene bridge which, together with the nitrogen atom to
which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

Raa’\
RS R* N—R="
i { Ric
N TR
"R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSbD, -
OC(O)R8b, -OC(O)ORSD, -

S(0)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-I8 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, R5 and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;




4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS5 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

10. The compound of
claim 1, wherein:
R7,R8, R9, R10 and
R11 are each hydrogen,
wherein:

when R3 and R6 are
each hydrogen, then R1
and R2 are not each
methyl, ethyl, propyl,
isopropyl, cyclopropyl
or

W,

and R1 and R2 together
with the nitrogen to

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

(Hla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(O)-,-NHC(O)NRb-, -C(0)O-, -OC(O)-
, -NHC(O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;




which they are attached
do not form pyrrolidyl,
piperidyl or 2,5-
dimethylpyrrolyl;

when R6 is hydrogen,
and R3 is methyl, then
R1 and R2 are not each
hydrogen;

when R3 and R6 are
each hydrogen, and one
of R1 and R2 is methyl,
then the other of R1
and R2 is not propyl,
isopropyl, cyclopropyl,
methylenecyclopropyl,

e

when R3 and R6 are
each hydrogen, and one
of R1 and R2 is ethyl or
propyl, then the other
of R1 and R2 is not

isopropyl, cyclopropyl,

methylenecyclopropyl
”1{\( o W;
and

when R3 and R6 are
each hydrogen, and one
of R1 and R2 is
isopropyl, then the
other of R1 and R2 is
not propyl, cyclopropyl,
methylenecyclopropyl,

T

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is...halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6 haloalkyl;
R11 is C1-Cé6 alkylamino, di-(C1-Cé alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-Cé6 haloalkyl, C1-C6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

2. Int’1 Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-htld receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:

R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
RS5 and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
R8 form an alkylene bridge which, together with the nitrogen atom to
which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’1 Pat. App. Pub. No. W0/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

REEX
RS R* N—R"
RS iy
N R
"R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;




R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, RS, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

11. The compound of
any one of claims 1 to

1. Int’1 Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)




10, wherein R1 and R2
are each independently
selected from C1-6
alkyl, C1-6 haloalkyl,
C2-6 alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-8
cycloalkyl and C4-14
alkylenecycloalkyl.

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

F' R11

R? (Lla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is...halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6 haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-C6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

2. Int’l Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-ht1d receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:

R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
RS and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
R8 form an alkylene bridge which, together with the nitrogen atom to




which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

Raax )
RS R-li N_ H 3b
Hﬁ |||L R:'IG
W R
"R 1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSbD, -
OC(O)R8b, -OC(O)ORSD, -

S(0)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-I8 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, R5 and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl




RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

12. The compound of
claim 11, wherein R1
and R2 are each
independently selected
from C1-4 alkyl.

1. Int’l Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

F' R"

R? (lla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-Cé6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is...halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6 haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-Cé6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

2. Int’l Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-ht1d receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:




R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
RS5 and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
RS8 form an alkylene bridge which, together with the nitrogen atom to
which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’l Pat. App. Pub. No. WO/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

R3a
RS R N—R?
RS § R
N TR
NOR (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;




4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS5 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

13. The compound of
claim 12, wherein R1
and R2, together with
the nitrogen to which
they are attached, form
any one of the
following:

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

(Hla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(O)-,-NHC(O)NRb-, -C(0)O-, -OC(O)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;




Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is...halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6 haloalkyl;
R11 is C1-Cé6 alkylamino, di-(C1-Cé alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-Cé6 haloalkyl, C1-C6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

2. Int’1 Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-htld receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:

R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
RS5 and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
R8 form an alkylene bridge which, together with the nitrogen atom to
which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’1 Pat. App. Pub. No. W0/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

REEX
RS R* N—R"
RS iy
N R
"R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;




R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, RS, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

14. The compound of
any one of claims 1 to

1. Int’1 Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)




13, wherein R3 is
hydrogen

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

F' R11

R? (Lla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is...halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6 haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-C6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

2. Int’l Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-ht1d receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:

R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
RS and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
R8 form an alkylene bridge which, together with the nitrogen atom to




which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

Raax )
RS R-li N_ H 3b
Hﬁ |||L R:'IG
W R
"R 1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSbD, -
OC(O)R8b, -OC(O)ORSD, -

S(0)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-I8 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, R5 and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl




RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

15. The compound of
any one of claims 1 to
14, wherein L is C1-4
alkylene.

1. Int’l Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

F' R"

R? (lla)
wherein:
L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;
Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-Cé6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;
R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;
R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;
R11 is C1-Cé6 alkylamino, di-(C1-Cé6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;
R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-C6
hydroxyalkyl, or C1-C6 alkoxy;
subscript p is an integer from 0 to 3;
subscript q is an integer from 0 to 3; and
subscript r is an integer from 1 to 3.

2. Int’1 Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-htld receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:




R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
RS5 and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
RS8 form an alkylene bridge which, together with the nitrogen atom to
which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’l Pat. App. Pub. No. WO/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

R3a
RS R N—R?
RS § R
N TR
NOR (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;




4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS5 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

16. The compound of
claim 15, wherein L is
methylene.

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

(Hla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(O)-,-NHC(O)NRb-, -C(0)O-, -OC(O)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;




Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-Cé6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

2. Int’l Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-ht1d receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:

R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
R5 and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
R8 form an alkylene bridge which, together with the nitrogen atom to
which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

Raa‘\
rs R N—R3P
RS § R
N7 R?
R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;




R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, RS, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

17. The compound of
any one of claims 1 to

1. Int’1 Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)




16, wherein R6 is
selected from hydrogen
and C1-6 alkyl.

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

F' R11

R? (Lla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

2. Int’l Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-ht1d receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:

R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
RS and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
R8 form an alkylene bridge which, together with the nitrogen atom to




which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

Raax )
RS R-li N_ H 3b
Hﬁ |||L R:'IG
W R
"R 1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSbD, -
OC(O)R8b, -OC(O)ORSD, -

S(0)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-I8 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, R5 and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl




RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

18. The compound of
claim 17, wherein R6 is
hydrogen.

1. Int’l Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

F' R"

R? (lla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-Cé6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-Cé6 alkylamino, di-(C1-Cé6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-C6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

2. Int’1 Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-htld receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:




R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
RS5 and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
RS8 form an alkylene bridge which, together with the nitrogen atom to
which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’l Pat. App. Pub. No. WO/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

R3a
RS R N—R?
RS § R
N TR
NOR (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;




4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS5 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

19. The compound of
claim 1 selected from
any one of the
compounds of Table 1
or a pharmaceutically
acceptable salt, solvate,
tautomer, N-oxide,
stereoisomer,
metabolite, polymorph
or prodrug thereof.

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

(Hla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(O)-,-NHC(O)NRb-, -C(0)O-, -OC(O)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;




Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-Cé6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

2. Int’l Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-ht1d receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:

R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
R5 and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
R8 form an alkylene bridge which, together with the nitrogen atom to
which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

Raa‘\
rs R N—R3P
RS § R
N7 R?
R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;




R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, RS, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

20. A medicament
comprising a compound

1. Int’1 Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)




of any one of claims 1
to19,ora
pharmaceutically
acceptable salt, solvate,
tautomer, N-oxide,
stereoisomer,
metabolite, polymorph
or prodrug thereof.

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

F' R11

R? (Lla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

2. Int’l Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-ht1d receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:

R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
RS and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
R8 form an alkylene bridge which, together with the nitrogen atom to




which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

Raax )
RS R-li N_ H 3b
Hﬁ |||L R:'IG
W R
"R 1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSbD, -
OC(O)R8b, -OC(O)ORSD, -

S(0)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-I8 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, R5 and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl




RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

21. A pharmaceutical
composition
comprising a compound
of any one of claims 1
to 19, ora
pharmaceutically
acceptable salt, solvate,
tautomer, N-oxide,
stereoisomer,
metabolite, polymorph
or prodrug thereof, and
a pharmaceutically
acceptable excipient.

1. Int’l Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

F' R"

R? (lla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-Cé6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-Cé6 alkylamino, di-(C1-Cé6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-C6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

2. Int’1 Pat. App. Pub. No. WO/1998/023587 “5-cyclo indole compounds as
5-htld receptor ligands” (Published June 4, 1998)

From Claim 1: A compound according to Formula I:




R3
wherein A is selected from a six-membered, non-aromatic, optionally
substituted carbocycle and a six-membered, non-aromatic, optionally
substituted heterocycle having one or two heteroatoms selected from O,
S, SO, SO2 and NR4
R1 is selected from H and OH; n is 0 or 1 as permitted by chemical
structure
R2 is selected from CRSR8CH2NR7RS...
R3 is selected from H and benzoyl
RS5 and R8 are independently selected from H...
R7 and R8 are independently selected from H and loweralkyl or R7 and
RS8 form an alkylene bridge which, together with the nitrogen atom to
which they are attached, creates an optionally substituted 3- to 6-
membered ring...

3. Int’l Pat. App. Pub. No. WO/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

R3a
RS R N—R?
RS § R
N TR
NOR (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;




4. Int’1 Pat. App. Pub. No W0/2018/204359 “Compositions and methods for
treating ocular pathologies” (Published November 8, 2018)

From Page 21 Line 5: In embodiments, the composition comprises a
compound having the following chemical formula

In some embodiments, RN1 of formula (IIT) can be H, C1-Cé6-alkyl...O-
(C1-Cé6-alkyl), halogen, or C1-C4-haloalkyl

RN2 of formula (III) can be H, C1-Cé6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4- haloalkyl

Ra of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or Ci-C4-haloalkyl

R4 of formula (III) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C1-C4-haloalkyl

RS5 of formula (IIT) can be H, C1-C6-alkyl...O-(C1-Cé6-alkyl), halogen,
or C,-C4-haloalkyl

R6 of formula (III) can be H, C1-C6- alkyl...O-(C1-C6-alkyl), halogen,
or C1-C4-hatoalkyl

and R7 of formula (III) can be H, C1-C6-alkyl...O-(C1-C6-alkyl),
halogen, or C1-C4-haloalkyl.

22. A method of
treating a disease,
disorder or condition by
activation of a
serotonin receptor, the
method comprising
administering to a
subject in need thereof
a compound of formula

(D:

or a pharmaceutically
acceptable salt, solvate,
tautomer, N-oxide,

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

(Hla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(O)-,-NHC(O)NRb-, -C(0)O-, -OC(O)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;




stereoisomer,
metabolite, polymorph
or prodrug thereof,
wherein

R1 and R2 are each
independently selected
from hydrogen, C1-6
alkyl, C1-6 haloalkyl,
C2-6 alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
C8 heterocycloalkyl,
C4-Cl14
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl,
said C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-6 haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
C8 heterocycloalkyl,
C4-Cl14
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R4,
C(O)N(R4)2, OR4,
N(R4)2, NO2, SR4 and
SO2R4,

said C3-8 cycloalkyl,
C4-14
alkylenecycloalkyl, C3-

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-Cé6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’l Pat. App. Pub. No. W0/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

Raa\
RS R* N—R3P
i { Ric
N R
R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSD, -
OC(O)R8b, -OC(O)ORSD, -

S(0)2N(R8bR8c), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, RS, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,




CS8 heterocycloalkyl,
C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being further optionally
substituted with a
substituent
independently selected
from (O), C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(0),
SO2 and NR4;
alternatively R1 and R2
are combined with the
atoms to which they are
attached to form a C3-8
heterocycloalkyl
including 1 or 2
additional ring
heteromoieties selected
from O, S, S(0), SO2,
N and NR4,

said C3-8
heterocycloalkyl being
further optionally
substituted with a
substituent selected
from halogen, (O), CN,
C1-8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R4,
C(O)N(R4)2, OR4,
N(R4)2, NO2, SR4,
SO2R4, C1-6 alkyl,
C1-6 haloalkyl, C2-
6alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C1-8
alkylamino, C1-8

but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.




alkylsulfonyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(0O),
SO2 and NR4;

R3 is selected from
hydrogen, C1-6 alkyl,
C3-8 cycloalkyl, or C4-
14 alkylenecycloalkyl;
alternatively R3 and
one of R1 and R2 are
combined with the
atoms to which they are
attached to form a C3-
12 heterocycloalkyl,
said C3-12
heterocycloalkyl being
further optionally
substituted with a
substituent selected
from halogen, (O), CN,
C1-8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R4,
C(O)N(R4)2, OR4,
N(R4)2, NO2, SR4,
SO2R4, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(0O),
SO2 and NR4;

each R4 is
independently selected
from hydrogen, C1-6
alkyl, C1-6 haloalkyl,
C2-6 alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-7
cycloalkyl, and C3-7




heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(O), SO2,
N and NRS,

said C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl
C2-6 haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-7
cycloalkyl and C3-7
heterocycloalkyl each
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2RS,
C(O)N(R5)2, ORS,
N(R5)2, NO2, SRS and
SO2RS,

said C3-C7 cycloalkyl
and C3-7
heterocycloalkyl each
being further optionally
substituted with a
substituent
independently selected
from (O), C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N and NRS;

each RS is
independently selected
from hydrogen, C1-6
alkyl, C2-6 alkenyl,
C2-6 alkynyl, C1-6
haloalkyl, C3-8
cycloalkyl, C5-10

2




heterocycloalkyl, C6-12
aryl and C5-10
heteroaryl,

said C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl,
C1-6 haloalkyl, C3-8
cycloalkyl, C5-10
heterocycloalkyl, C6-12
aryl and C5-10
heteroaryl each being
optionally substituted
with one or more
substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCH3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N, NH and NCH3;

L is selected from C1-4
alkylene, C2-C4
alkenylene and C2-C4
alkynylene;

R6 is selected from
hydrogen, C1-6 alkyl,
C2-6 alkenyl, C2-6
alkynyl, C1-6
alkyleneP(O)(OR12)2,
C(O)R12, CO2R12,
C(O)N(R12)2,
S(O)R12 and SO2R 12,
C3-6 cycloalkyl, C6-9




alkylenecycloalkyl, C3-
6 heterocyclyl, C6-9
alkyleneheterocycloalk
yl, C4-7 heterocyclyl,
C7-10
alkyneneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl,
said C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl,
C3-6 cycloalkyl, C6-9
alkylenecycloalkyl, C3-
6 heterocyclyl, C6-9
alkyleneheterocycloalk
yl, C4-7 heterocyclyl,
C7-10
alkyneneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R12,
C(O)N(R12)2, ORI12,
N(R12)2,NO2, SR12
and SO2R12,

said C3-6 cycloalkyl,
C6-9
alkylenecycloalkyl, C3-
6 heterocyclyl, C6-9
alkyleneheterocycloalk
yl, C4-7 heterocyclyl,
C7-10
alkyneneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being further optionally
substituted with a
substituent




independently selected
from (O), C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(O),
SO2 and NR12;

each R12 is
independently selected
from hydrogen, C1-6
alkyl, C2-6 alkenyl,
C2-6 alkynyl, C1-6
haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl,
said C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl,
C1-6 haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,




C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCHS3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N, NH and NCH3;
wherein one of (B) and
(C) apply:

(B)

(i) one of R7, R8, RY,
R10 and R11 is selected
from OR13, N(R13)2,
SR13, C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-C6 haloalkenyl, C2-
6 alkynyl, C2-6
haloalkynyl, C1-6
alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, CO2R13,
C(O)R13,
C(O)N(R13)2,
C(O)C(O)N(R13)2,
OC(O)R13,
OC(O)OR13,
OC(O)N(R13)2,
OS(O)R13,
OS(O)N(R13)2,
OSO2R13,
OP(0O)(OR13)2, OC1-
6alkyleneP(O)(OR13)2,
S(O)R13,
S(O)N(R13)2,
SO2R13, N(R13)2,
N(R13)C(O)R13,
N(R13)C(O)OR13,
N(R13)C(O)N(R13)2,
NO2, C3-8 cycloalkyl,




C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, C4-16
alkyleneheteroaryl,
said C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-C6 haloalkenyl, C2-
6 alkynyl, C2-6
haloalkynyl, C1-6
alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, C3-8
cycloalkyl, C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R13,
C(O)N(R13)2, OR13,
N(R13)2,NO2, SR13
and SO2R13,

said C3-8 cycloalkyl,
C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl each
being further optionally
substituted with a




substituent selected
from (O), C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-
6¢cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoeities selected
from O, S, S(0), SO2,
N, and NR13;

each R13 is
independently selected
from hydrogen, C1-6
alkyl, C2-6 alkenyl,
C2-6 alkynyl, C1-6
haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl,
said C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl,
C1-6 haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-
8alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,




C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCHS3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N, NH and NCH3; and
(i1) the other of R7, R8,
R9, R10 and R11 are
each hydrogen,
alternatively, R6 and
R7 are combined with
the atoms to which they
are each attached to
form a C4-10
heterocycloalkyl or a
C5-10 heteroaryl,

said C4-10
heterocycloalkyl and
C5-10 heteroaryl each
being further optionally
substituted with a
substituent selected
from halogen, (O), CN,
C1-8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R 14,
C(O)N(R14)2, OR14,
N(R14)2, NO2, SR14,
SO2R14, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected




from O, S, N, S(0O),
SO2 and NR14;
alternatively, R7 and
one of R1, R2, or R3
are combined with the
atoms to which they are
attached to form a C5-8
heterocycloalkyl,

said C5-8
heterocyclyalkyl being
further optionally
substituted with one or
more substituents
selected from halogen,
(0), CN, C1-8 alkoxy,
C1-8 alkylamino, C1-8
alkylsulfonyl, CO2R 14,
C(O)N(R14)2, OR14,
N(R14)2, NO2, SR14,
SO2R14, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(0O),
SO2 and NR14;

each R14 is
independently selected
from hydrogen, C1-6
alkyl, C2-C6 alkenyl,
C2-Cé6alkynyl, C1-C6
haloalkyl, C3-C7
cycloalkyl, C3-10
heterocycloalkyl, C6-12
aryl and C5-10
heteroaryl,

said C1-6 alkyl, C2-C6
alkenyl, C2-C6 alkynyl,
C1-C6 haloalkyl, C3-
C7 cycloalkyl, C3-10
heterocycloalkyl, C6-12
aryl and C5-10
heteroaryl each being
optionally substituted




with one or more
substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCH3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(O), SO2,
N, NH and NCH3;
wherein:

when R1 and R2 are
each methyl, and R3
and R6 are each
hydrogen, then RS is
not OH or OCH3 and
R9 is not OH;

when R1 and R2 are
each ethyl, isobutyl or
(sec)butyl, and R3 and
R6 are each hydrogen,
then R8 is not OH;
when R1 and R2 are
each isopropyl, and R3
and R6 are each
hydrogen, then R9 is
not OH;

when R1 and R2
together with the
nitrogen to which they
are attached form




”\)\ \\,i\_,/ e
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and R3 and R6 are each
hydrogen, then R9 is
not OCH3;
when R1 and R2
together with the
nitrogen to which they
are attached form

~ \J\/ o Sy _
seodn o

and R3 and R6 are each
hydrogen, then R8 is
not OH;
when R1 and R2
together with the
nitrogen to which they
are attached form

A
oo

and R3 and R6 are each
hydrogen, then RS is
not OH, R9 is not CH3
or OCH3, and R10 is
not OCH3;

when R1 and R2
together with the
nitrogen to which they
are attached form any
one of

b 1)
is hydrogen, and R6 is
methyl, then R8 is not
OH;
when R1 and R2 are
each methyl, R3 is




hydrogen, and R6 is
selected from ethyl,
CH2CHF2, propyl,
isopropyl, butyl,
cyclopropyl,
methylenecyclopropyl,
cyclobutyl, oxetanyl
and butenyl, then RS is
not OH;

when R1 and R2 are
each methyl, R3 is
hydrogen, and R6 is
hydrogen or
CH2P(O)(OH)2, then
R8 is not selected from

and OC(O)N(CH3)2;
and

when R1, R2 and R3
together with the atoms
to which they are
attached form

Ji Q}
or s

and R6 is hydrogen or
CH2P(O)(OH)2, then
R8 is not selected from

and OC(O)N(CH3)2;
(C)R7,R8,R9, R10
and R11 are each
hydrogen,




wherein:
when R6 and R3 are
each hydrogen, then R1
and R2 are not each
methyl, and R1 and R2
together with the
nitrogen to which they
are attached do not
form

SN N \J
OO0 OO VU
pyrrolidyl, piperidyl or
2,5-dimethylpyrrolyl;
and
when R6 is hydrogen,
and R3 is methyl, then
R1 and R2 are not each
hydrogen.

23. The method of
claim 22, wherein:

(i) one of R7, R8, R9,
R10 and R11 is selected
from OR13, N(R13)2,
SR13, C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-C6 haloalkenyl, C2-
6 alkynyl, C2-6
haloalkynyl, C1-6
alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, CO2R13,
C(O)R13,
C(O)N(R13)2,
C(O)C(O)N(R13)2,
OC(O)R13,
OC(O)OR13,
OC(O)N(R13)2,
OS(O)R13,
OS(O)N(R13)2,
OSO2R13,
OP(O)(OR13)2, OC1-
6alkyleneP(O)(OR13)2,
S(O)R13,
S(O)N(R13)2,

SO2R13, N(R13)2,
N(R13)C(O)R13,
N(R13)C(O)OR13,

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

(Lla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.




N(R13)C(O)N(R13)2,
NO2, C3-8 cycloalkyl,
C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, C4-16
alkyleneheteroaryl,
said C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-C6 haloalkenyl, C2-
6 alkynyl, C2-6
haloalkynyl, C1-6
alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, C3-8
cycloalkyl, C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R13,
C(O)N(R13)2, OR13,
N(R13)2, NO2, SR13
and SO2R13,

said C3-8 cycloalkyl,
C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl each

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’1 Pat. App. Pub. No. W0/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

R3a
RS R* N—R>"
RS § R
N R
"R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.




being further optionally
substituted with a
substituent selected
from (O), C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-
6¢cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoeities selected
from O, S, S(O), SO2,
N, and NR13;

each R13 is
independently selected
from hydrogen, C1-6
alkyl, C2-6 alkenyl,
C2-6 alkynyl, C1-6
haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl,
said C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl,
C1-6 haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-




8alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCHS3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N, NH and NCH3; and
(i1) the other of R7, RS,
R9, R10 and R11 are
each hydrogen,
alternatively, R6 and
R7 are combined with
the atoms to which they
are each attached to
form a C4-10
heterocycloalkyl or a
C5-10 heteroaryl,

said C4-10
heterocycloalkyl and
C5-10 heteroaryl each
being further optionally
substituted with a
substituent selected
from halogen, (O), CN,
C1-8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R 14,
C(O)N(R14)2, OR14,
N(R14)2, NO2, SR14,
SO2R14, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl




including 1 or 2 ring
heteromoieties selected
from O, S, N, S(O),
SO2 and NR14;
alternatively, R7 and
one of R1, R2, or R3
are combined with the
atoms to which they are
attached to form a C5-8
heterocycloalkyl,

said C5-8
heterocyclyalkyl being
further optionally
substituted with one or
more substituents
selected from halogen,
(0), CN, C1-8 alkoxy,
C1-8 alkylamino, C1-8
alkylsulfonyl, CO2R14,
C(O)N(R14)2, OR14,
N(R14)2, NO2, SR14,
SO2R14, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, N, S(O),
SO2 and NR14;

each R14 is
independently selected
from hydrogen, C1-6
alkyl, C2-C6 alkenyl,
C2-Coalkynyl, C1-C6
haloalkyl, C3-
C7cycloalkyl, C3-10
heterocycloalkyl, C6-12
aryl and C5-10
heteroaryl;

said C1-6 alkyl, C2-C6
alkenyl, C2-C6 alkynyl,
C1-C6 haloalkyl, C3-
C7cycloalkyl, C3-10
heterocycloalkyl, C6-12
aryl and C5-10




heteroaryl each being
optionally substituted
with one or more
substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCH3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N, NH and NCH3;
wherein:

when R1 and R2 are
each methyl, and R3
and R6 are each
hydrogen, then RS is
not OH or OCH3 and
R9 is not OH;

when R1 and R2 are
each ethyl, isobutyl or
(sec)butyl, and R3 and
R6 are each hydrogen,
then R8 is not OH;
when R1 and R2 are
each isopropyl, and R3
and R6 are each
hydrogen, then R9 is
not OH;

when R1 and R2
together with the
nitrogen to which they
are attached form




NN §
U0 A
and R3 and R6 are each
hydrogen, then R9 is
not OCH3;

when R1 and R2
together with the
nitrogen to which they
are attached form

\,J\/ ~y
LT

and R3 and R6 are each
hydrogen, then RS is
not OH;

when R1 and R2
together with the
nitrogen to which they
are attached form

e
e

and R3 and R6 are each
hydrogen, then RS is
not OH, R9 is not CH3
or OCH3, and R10 is
not OCH3;
when R1 and R2
together with the
nitrogen to which they
are attached form any
one of

L~

is hydrogen, and R6 is
methyl, then RS is not
OH;

when R1 and R2 are
each methyl, R3 is




hydrogen, and R6 is
selected from ethyl,
CH2CHF2, propyl,
isopropyl, butyl,
cyclopropyl,
methylenecyclopropyl,
cyclobutyl, oxetanyl
and butenyl, then RS is
not OH;

when R1 and R2 are
each methyl, R3 is
hydrogen, and R6 is
hydrogen or
CH2P(O)(OH)2, then
R8 is not selected from

and OC(O)N(CH3)2;
and

when R1, R2 and R3
together with the atoms
to which they are
attached form

~
Ji ';%N‘D
or s

and R6 is hydrogen or
CH2P(O)(OH)2, then
R8 is not selected from

and.O.C(O)N(CH3)2.

24. The method of
claim 23, wherein:

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)




(i) one of R7, R8, RY,
R10 and R11 is selected
from OR13, N(R13)2,
SR13, C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-C6 haloalkenyl, C2-
6 alkynyl, C2-6
haloalkynyl, C1-6
alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, CO2R13,
C(O)R13,
C(O)N(R13)2,
C(O)C(O)N(R13)2,
OC(O)R13,
OC(O)OR13,
OC(O)N(R13)2,
OS(O)R13,
OS(O)N(R13)2,
OSO2R13,
OP(0O)(OR13)2, OC1-
6alkyleneP(O)(OR13)2,
S(O)R13,
S(O)N(R13)2,
SO2R13, N(R13)2,
N(R13)C(O)R13,
N(R13)C(O)OR13,
N(R13)C(O)N(R13)2,
NO2, C3-8 cycloalkyl,
C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, C4-16
alkyleneheteroaryl,

said C1-6 alkyl, C1-6
haloalkyl, C2-6 alkenyl,
C2-C6 haloalkenyl, C2-
6 alkynyl, C2-6
haloalkynyl, C1-6
alkylamine, C1-6
alkoxy, C1-6
haloalkoxy, C3-8
cycloalkyl, C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

p R
R'®

R? (lla)
wherein:
L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;
Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;
R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;
R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;
R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;
R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-C6
hydroxyalkyl, or C1-C6 alkoxy;
subscript p is an integer from 0 to 3;
subscript q is an integer from 0 to 3; and
subscript r is an integer from 1 to 3.

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’l Pat. App. Pub. No. WO/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

R3a
RS R* N—R"P
RS § R
TN R
R (1
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;




C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-8
alkylsulfonyl, CO2R13,
C(O)N(R13)2, OR13,
N(R13)2,NO2, SR13
and SO2R13,

said C3-8 cycloalkyl,
C3-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C4-16
alkyleneheteroaryl each
being further optionally
substituted with a
substituent selected
from (O), C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-
6¢cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoeities selected
from O, S, S(0), SO2,
N, and NR13;

each R13 is
independently selected
from hydrogen, C1-6
alkyl, C2-6 alkenyl,
C2-6 alkynyl, C1-6
haloalkyl, C3-8
cycloalkyl, C4-14

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.




alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl,
said C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl,
C1-6 haloalkyl, C3-8
cycloalkyl, C4-14
alkylenecycloalkyl, C3-
10 heterocycloalkyl,
C4-16
alkyleneheterocycloalk
yl, C6-12 aryl, C7-18
alkylenearyl, C5-10
heteroaryl, and C6-16
alkyleneheteroaryl each
being optionally
substituted with one or
more substituents
independently selected
from halogen, CN, C1-
8 alkoxy, C1-8
alkylamino, C1-
8alkylsulfonyl, CO2H,
CO2CH3, C(O)NH2,
C(O)N(CH3)2,
C(O)NHCH3, OH,
NH2, N(CH3)2,
NHCH3, NO2, SH,
SCH3, SO2CH3,
SOCHS3, C1-6 alkyl,
C1-6 haloalkyl, C2-6
alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-6
cycloalkyl and C3-6
heterocycloalkyl
including 1 or 2 ring
heteromoieties selected
from O, S, S(0), SO2,
N, NH and NCH3; and
(i1) the other of R7, RS,
R9, R10 and R11 are
each hydrogen;




wherein:

when R1 and R2 are
each methyl, and R3
and R6 are each
hydrogen, then RS is
not OH or OCH3 and
R9 is not OH;

when R1 and R2 are
each ethyl, isobutyl or
(sec)butyl, and R3 and
R6 are each hydrogen,
then R8 is not OH;
when R1 and R2 are
each isopropyl, and R3
and R6 are each
hydrogen, then R9 is
not OH;

when R1 and R2
together with the
nitrogen to which they
are attached form

and R3 and R6 are each
hydrogen, then R9 is
not OCH3;

when R1 and R2
together with the
nitrogen to which they
are attached form

Ao

- MNL;\(
and R3 and R6 are each
hydrogen, then RS is
not OH;
when R1 and R2
together with the

nitrogen to which they
are attached form

NP

-




and R3 and R6 are each
hydrogen, then RS is
not OH, R9 is not CH3
or OCH3, and R10 is
not OCH3;

when R1 and R2
together with the
nitrogen to which they
are attached form any
one of

L

R3 is hydrogen, and R6
is methyl, then R8 is
not OH;

when R1 and R2 are
each methyl, R3 is
hydrogen, and R6 is
selected from ethyl,
CH2CHEF2, propyl,
isopropyl, butyl,
cyclopropyl,
methylenecyclopropyl,
cyclobutyl, oxetanyl
and butenyl, then RS is
not OH;

when R1 and R2 are
each methyl, R3 is
hydrogen, and R6 is
hydrogen or
CH2P(O)(OH)2, then
R8 is not selected from

and OC(O)N(CH3)2;
and




when R1, R2 and R3
together with the atoms
to which they are
attached form

~
Ji L_%ND
or B

and R6 is hydrogen or
CH2P(O)(OH)2, then
R8 is not

and OC(O)N(CH3)2.

25. The method of
claim 24, wherein:

(i) one of R7, R8, R9,
R10 and R11 is selected
from C1-6 haloalkyl
and OC1-6 haloalkyl,
and

(i) the other of R7, RS,
R9, R10 and R11 are
each hydrogen.

1. Int’1 Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

F' R11

R? (Lla)

wherein:

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen...C1-C6 haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen...C1-C6 haloalkyl...

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

26. The method of
claim 22, wherein:

1. Int’1 Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)




R7,R8, R9, R10 and
R11 are each hydrogen,
wherein:

when R6 and R3 are
each hydrogen, then R1
and R2 are not each
methyl, and R1 and R2
together with the
nitrogen to which they
are attached do not
form

pyrrolidyl, piperidyl or
2,5-dimethylpyrrolyl;
and

when R6 is hydrogen,
and R3 is methyl, then
R1 and R2 are not each
hydrogen.

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

(Mla)
wherein:
L3 is a bond...
R8 is hydrogen...
R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;
R10 is hydrogen...

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

REa\
s R N-R3®
RS § R
N7 R?
Y (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSD, -
OC(O)R8b, -OC(O)ORSD, -

S(0)2N(R8bR8c), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, RS, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or




R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.

27. The method of any
one of claims 22 to 26,
wherein R1 and R2 are
each independently
selected from C1-6
alkyl, C1-6 haloalkyl,
C2-6 alkenyl, C2-6
haloalkenyl, C2-6
alkynyl, C2-6
haloalkynyl, C3-8
cycloalkyl and C4-14
alkylenecycloalkyl.

1. Int’l Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

(Hla)
wherein:
L3 is a bond...
R8 is hydrogen...
R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;
R10 is hydrogen...

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-Cé6 alkyl)piperidinyl;

R12 is hydrogen

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’l Pat. App. Pub. No. WO/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:




% )
Rﬁ R-Ii N_ R b
RS § R
N R
©OR (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.

28. The method of
claim 27, wherein R1
and R2 are each
independently selected
from C1-4 alkyl.

1. Int’1 Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

(Hla)

wherein:

L3 is a bond...

R8 is hydrogen...

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;
R10 is hydrogen...




R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’1 Pat. App. Pub. No. W0/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

Raa\
RS R* N—R*P
o { R
N R
"R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSbD, -

S(O)2N(R8bRS8c), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.




29. The method of
claim 28, wherein R1
and R2, together with
the nitrogen to which
they are attached, form
any one of the

following:
SN
e LT T
LY
PN

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

(Hla)
wherein:
L3 is a bond...
R8 is hydrogen...
R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;
R10 is hydrogen...

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

R
g5 R N—RP
RS § R
N TR
¥R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-




aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and R5, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.

30. The method of any
one of claims 22 to 29,
wherein R3 is
hydrogen.

1. Int’1 Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

(Ha)
wherein:
L3 is a bond...
R8 is hydrogen...
R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;
R10 is hydrogen...

R11 is C1-Cé6 alkylamino, di-(C1-Cé6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’1 Pat. App. Pub. No. W0/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:




% )
Rﬁ R-Ii N_ R b
RS § R
N R
©OR (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.

32. The method of
claim 31, wherein L is
methylene.

1. Int’1 Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

(Hla)

wherein:

L3 is a bond...

R8 is hydrogen...

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;
R10 is hydrogen...




R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’1 Pat. App. Pub. No. W0/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

Raa\
RS R* N—R*P
o { R
N R
"R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSbD, -

S(O)2N(R8bRS8c), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.




33. The method of any

one of claims 22 to 32,

wherein R6 is selected

from hydrogen and C1-
6 alkyl.

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

(Mla)
wherein:
L3 is a bond...
R8 is hydrogen...
R9 is hydrogen, C1-C6 alkyl....
R10 is hydrogen...

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

R
g5 R N—RP
RS § R
N TR
¥R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-




aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and R5, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.

34. The method of
claim 33, wherein R6 is
hydrogen.

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

(Lla)

wherein:

L3 is a bond...

R8 is hydrogen...

R9 is hydrogen...

R10 is hydrogen...

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-Cé6 alkyl)piperidinyl;

R12 is hydrogen

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’l Pat. App. Pub. No. WO/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:




% )
Rﬁ R-Ii N_ R b
RS § R
N R
©OR (1)
wherein:

R1 is hydrogen...

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.

35. The method of
claim 22, wherein the
compound of formula
(D is selected from any
one of compounds 4-5,
15-61 and 119-164 or a
pharmaceutically
acceptable salt, solvate,
tautomer, N-oxide,
stereoisomer,
metabolite, polymorph
or prodrug thereof.

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

(Lla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-




C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’l Pat. App. Pub. No. WO/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

H 33\
RS R N—R"
RS § R
N TR
"R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;




From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.

36. A method of
treating a disease,
disorder or condition by
activation of a
serotonin receptor, the
method comprising
administering to a
subject in need thereof
a compound of formula
(I) as defined in any
one of claims 22 to 36,
or a pharmaceutically
acceptable salt, solvate,
tautomer, N-oxide,
stereoisomer,
metabolite, polymorph
or prodrug thereof, in
combination with
another known agent
useful for treatment of a
disease, disorder or
condition by activation
of a serotonin receptor.

1. Int’l Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1lIb:

(Hla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)0O-, -OC(0)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-Cé6 alkylamino, di-(C1-Cé6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-Cé6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’1 Pat. App. Pub. No. W0/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:




% )
Rﬁ R-Ii N_ R b
RS § R
N R
©OR (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.

37. A method of
treating a mental
illness, the method
comprising
administering to a
subject in need thereof
a compound of formula
(D as defined in any
one of claims 22 to 36,
or a pharmaceutically
acceptable salt, solvate,
tautomer, N-oxide,
stereoisomer,
metabolite, polymorph
or prodrug thereof.

1. Int’1 Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

(Hla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)0-, -OC(0)-
, -NHC(0)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-




C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’l Pat. App. Pub. No. WO/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

H 33\
RS R N—R"
RS § R
N TR
"R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;




From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.

38. The method of
claim 37, wherein the
mental illness is
selected from anxiety
disorders; depression;
mood disorders;
psychotic disorders;
impulse control and
addiction disorders;
drug addiction;
obsessive-compulsive
disorder (OCD); post-
traumatic stress
disorder (PTSD); stress
response syndromes;
dissociative disorders;
depersonalization
disorder; factitious
disorders; sexual and
gender disorders;
somatic symptom
disorders;
hallucinations;
delusions; psychosis;
and combinations
thereof.

1. Int’l Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or lIb:

(Hla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)0O-, -OC(0)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-Cé6 alkylamino, di-(C1-Cé6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-Cé6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’1 Pat. App. Pub. No. W0/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:




% )
RS R* MN—RE
RS § R
N R
©OR (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to...psychological disorder, depression, treatment
resistant depression, addiction, anxiety, post-traumatic stress disorder,
suicidal ideation, major depressive disorder, bipolar disorder,
schizophrenia...and substance use disorder.

39. A method for
treating a central
nervous system (CNS)
disease, disorder or
condition and/or a
neurological disease,
disorder or condition,
the method comprising
administering to a
subject in need thereof
a compound of formula
(D as defined in any
one of claims 22 to 36,
or a pharmaceutically
acceptable salt, solvate,
tautomer, N-oxide,

1. Int’l Pat. App. Pub. No. WO/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

(Lla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-




stereoisomer,
metabolite, polymorph
or prodrug thereof.

C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’l Pat. App. Pub. No. WO/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:

REEX
RS R N—R"
RS § R
N TR
"R (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;




From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.

40. The method of
claim 39, wherein the
CNS disease, disorder
or condition and/or
neurological disease,
disorder or condition is
selected from
neurological diseases
including
neurodevelopmental
diseases and
neurodegenerative
diseases such as
Alzheimer's disease;
presenile dementia;
senile dementia;
vascular dementia;
Lewy body dementia;
cognitive impairment,
Parkinson's disease and
Parkinsonian related
disorders such as
Parkinson dementia,
corticobasal
degeneration, and
supranuclear palsy;
epilepsy; CNS trauma;
CNS infections; CNS
inflammation; stroke;
multiple sclerosis;
Huntington's disease;
mitochondrial
disorders; Fragile X
syndrome; Angelman
syndrome; hereditary
ataxias; neuro-
otological and eye
movement disorders;
neurodegenerative
diseases of the retina
amyotrophic lateral
sclerosis; tardive

1. Int’1 Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

(Lla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)O-, -OC(0)-
, -NHC(0O)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-
C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-Cé6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

3. Int’1 Pat. App. Pub. No. W0/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:




dyskinesias;
hyperkinetic disorders;
attention deficit
hyperactivity disorder
and attention deficit
disorders; restless leg
syndrome; Tourette's
syndrome;
schizophrenia; autism
spectrum disorders;
tuberous sclerosis; Rett
syndrome; cerebral
palsy; disorders of the
reward system
including eating
disorders such as
anorexia nervosa and
bulimia nervosa; binge
eating disorder,
trichotillomania,
dermotillomania, nail
biting; migraine;
fibromyalgia; and
peripheral neuropathy
of any etiology, and
combinations thereof.

R3a
RS R N—RP
RS § R
N TR
VR (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, RS, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSb, -
OC(O)R8b, -OC(O)ORSD, -

S(O)2N(R8bRS8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-
aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and RS, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.

41. A method for
increasing neuronal
plasticity and/or
increasing dendritic
spine density, the
method comprising
contacting a neuronal
cell with a compound
of formula (I) as
defined in any one of
claims 22 to 36, or a
pharmaceutically
acceptable salt, solvate,
tautomer, N-oxide,
stereoisomer,
metabolite, polymorph

1. Int’1 Pat. App. Pub. No. W0O/2018/064465 “Compounds for increasing
neural plasticity” (Published April 5, 2018)

From Claim 16: The method of claim 1, wherein the non-hallucinogenic
analog of a psychedelic compound is a compound of Formula Ila or 1Ib:

(Hla)

wherein:

L3 is a bond, -C(O)NRb-, -NRbC(0)-,-NHC(O)NRb-, -C(0)0-, -OC(0)-
, -NHC(0)O-, -SO2NRb-, -NHSO2-, -SO2-, -O-, -S-, or -NRb-; R8 is
hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-




or prodrug thereof, in
an amount sufficient to
increase neuronal
plasticity and/or
increase dendritic spine
density of the neuronal
cell.

C6 haloalkyl, C1-C6 hydroxyalkyl, C1-C6 alkoxy, C1-C6 aminoalkyl,
heterocycloalkyl, aryl, or heteroaryl;

Rb is hydrogen, C1-C6 alkyl, C2-C6 alkenyl, C3-C8 cycloalkyl, C1-C6
haloalkyl, C1-C6 hydroxyalkyl, or C1-C6 alkoxy;

R9 is hydrogen, C1-C6 alkyl, or C2-C6 alkenyl;

R10 is hydrogen, halogen, C1-C6 alkyl, C2-C6 alkenyl, or C1-C6
haloalkyl;

R11 is C1-C6 alkylamino, di-(C1-C6 alkyl)amino, N-(C1-C6
alkyl)pyrrolidinyl, or N-(C1-C6 alkyl)piperidinyl;

R12 is hydrogen, halogen, -OH, C1-C6 alkyl, C1-C6 haloalkyl, C1-Cé6
hydroxyalkyl, or C1-C6 alkoxy;

subscript p is an integer from 0 to 3;

subscript q is an integer from 0 to 3; and

subscript r is an integer from 1 to 3.

From [0016]: The present invention provides a method of using non-
hallucinogenic analogs of psychedelic compounds for treatment of a
brain disorder. The brain disorder can be a psychiatric disorder

including depression, anxiety, and/or post-traumatic stress disorder.

From [0069]: In one aspect, provided herein is a method of increasing
neural plasticity. The method includes contacting a neuronal cell with a
non-hallucinogenic analog of a psychedelic compound, in an amount
sufficient to increase neural plasticity of the neuronal cell, wherein the
non- hallucinogenic analog of a psychedelic compound produces a
maximum number of dendritic crossings...

3. Int’l Pat. App. Pub. No. W0O/2020/176599 “Azepino-indoles and other
heterocycles for treating brain disorders” (Published September 3, 2020)

From Claim 1: A compound of Formula I:
R3a

%\ )
Rﬁ R-Ii N_ R b
RE '||L REG
N R
©OR (1)
wherein:

R1 is hydrogen or C1-6 alkyl;

R3a and R3b are each independently hydrogen, C1-6 alkyl, C3-8
cycloalkyl, or C4-14 alkyl-cycloalkyl;

R3c is hydrogen or C1-6 alkyl;

R4, R5, R6 and R7 are each independently hydrogen, C1-6 alkyl, C2-6
alkenyl, C2-6 alkynyl, halogen, C1-6 haloalkyl, C1-6 alkylamine, C1-6
alkoxy, C1-6 haloalkoxy, -OR8a, -NO2, -CN, -C(O)R8b, -C(O)ORSbD, -
OC(O)R8b, -OC(O)ORSD, -

S(0)2N(R8bR8c¢), C3-8 cycloalkyl, C3-14 alkyl-cycloalkyl, C4-10
heterocycloalkyl, C4-16 alkyl-heterocycloalkyl, C6-12 aryl, C7-18 alkyl-




aryl, C5-10 heteroaryl, or C4- 16 alkyl-heteroaryl, wherein at least one
of R4, R5, R6 and R7 is not H; alternatively, R4 and R5, RS and R6, or
R6 and R7 are combined with the atoms to which they are each
attached to form a C3-6 cycloalkyl, C3-6 heterocycloalkyl, C6-12 aryl or
C5-10 heteroaryl;

R8a, R8b, R8c...are each independently H, C1-6 alkyl;

From [0068]: “Brain disorder” refers to a neurological disorder which
affects the brain’s structure and function. Brain disorders can include,
but are not limited to, Alzheimer’s, Parkinson’s disease, psychological
disorder, depression, treatment resistant depression, addiction, anxiety,
post-traumatic stress disorder, suicidal ideation, major depressive
disorder, bipolar disorder, schizophrenia, stroke, traumatic brain
injury, and substance use disorder.

From [0153]: In some embodiments, promotion of neural plasticity
includes, for example, increased dendritic spine growth, increased
synthesis of synaptic proteins, strengthened synaptic responses,
increased dendritic arbor complexity...
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