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TH NMR (400MHz, CD50D): & 7.62-7.58 (2H, m) ppm.

MS (APCI): m/z 180 [M+H]™, 178 [M-H]~

000000 2-{[(3aR,6aS)5-0 0 00000000 00[3,4-c]0 000 -2(1H)-0 0 10

ooo0o0¥y-1H-0ooOooogoooao

goooooaon

10

20

30

40



(28) JP 2008-520644 A 2008.6.19

goooao
N O
\
N N
H
N
AY
CH,
gboooon

O1H-00 0000000 -2-00000 @56mgd 2.8mmoON,N-O0 00000 O0OCDOOC

5mI)J 000 (3aR,6aS)-2-0 0 0000000000 I[3,4-c]00 0 0 (322mgd 2.55mmol)
000000000 (.71ml05.11mmoD000-0 000000 -1-00 -N,N,N N -0 O
0000000000000 000000000(.16g03.06mmoD)0 00000 0O0O00O
0000000000160 0000000000000000SCX00000000000
0000000000000 0000000OC0OC0OO0INDDDOODDDODODOOOOOOOOO
0000000000000 000000C000000000000000C0OO0 8800
0000 (Q0D099:1:0.10 0 90:10:10 000 )0 000000000000 COO000O
0000000000000 000000C0000@99MgI 00000

'H NMR (400MHz, CD;0D): & 7.71-7.69 (2H, m), 7.39-7.34 (2H, m), 4.42-4.30 (2H, m
), 3.95-3.77 (2H, m), 3.15-2.98 (2H, m), 2.84-2.77 (2H, m), 2.56-2.52 (2H, m), 2
.37 (3H, s) ppm.

MS (OOODODODOOO0OO0OO): m/z 271 [M+H]", 269 [M-H]™
ooooD0o5-0000-2-{[(3aR,6a8)-5-0 00000000000 [3,4-c]OO 00O -2
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'H NMR (400MHz, CD;0D): & 7.55 (1H, d), 7.09 (1H, s), 6.95 (1H, d), 4.36-4.24 (2
H, m), 3.89-3.71 (6H, m), 3.10-2.89 (2H, m), 2.79-2.72 (2H, m), 2.49-2.46 (2H, m
), 2.32 (3H, s) ppm.

MS (APCI) m/z 301 [M+H]", 299 [M-H]~

OoDooo0o0s5-0000-2-{[(BaR,6aS)-5-0 00 000000000I[3,4-c]0 000 -2
WH-0 000000} H-000000000

oOooooo

10

20

30

40



(29) JP 2008-520644 A 2008.6.19

Ooo000ao
F N 0
\
N N
H
N
AY
" CH,
oo0oo0ogad

Os5-0000-1H-0D0000D0000-2-000000000000000O0000O0DOO
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1H NMR (400MHz, CD;0D): & 7.65 (4H, dd), 7.33 (1H, dd), 7.13-7.07 (1H, m), 4.37-

4.26 (2H, m), 3.90-3.74 (2H, m), 3.10-2.92 (2H, m), 2.79-2.71 (2H, m), 2.51-2.48
(2H, m), 2.32 (3H, s) ppm.

MS (APCI) m/z 289 [M+H]", 287 [M-H]~

OoooDD05-000-2-{[(3aR,6aS8)-5-0 00000000000 [3,4-cl]O0O0O0O-2(1

H-00J000003H-000000000

Ooo0oo00o0ooao
Ooo0o0ooao
H,C N EO
\
N N
H
N
\
Ooo0oo00ooano

Os5-000-1H-00O00C0O0DO00-2-00000000C000000O00O0OODOOODODO
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'H NMR (400MHz, CDZ0D): & 7.54 (1H, d), 7-42 (1H, s), 7.15 (1H, d), 4.35-4.23 (2
H, m), 3.89-3.72 (2H, m), 3.11-2.91 (2H, m), 2.79-2.71 (2H, m), 2.50-2.47 (2H, m
), 2.32 (3H, s) ppm.

MS (APCI) m/z 285 [M+H]", 283 [M-H]~
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'H NMR (400MHz, CD;0D): & 7.64 (1H, d), 7.60 (1H, s), 7-29 (1H, d), 4.37-4.25 (2
H, m), 3.88-3.71 (2H, m), 3.11-2.91 (2H, m), 2.78-2.70 (2H, m), 2.51-2.48 (2H, m
), 2.32 (s, 3H) ppm.

MS (APCI) m/z 305/307 [M+H]", 303/305 [M-H]~
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0o000-2H)-0 0000000 08mgd O.51mmo)D 0 OC-0 000 OODO -1-0 0 -N,N,

NN -O00000O0O0O0ODDODDOO0OO0O0O0O0ooooDDOaO0256mgd o.67mmol)d OO0 O
ocooocooooooDOooogdbi1e000o0b0goooooUooDOoo0OoOoDbDO0Onomho
ocobcomppoooooooooboooooobooooooooDbOoooDobbooDooboo
ocoOOooo0oo0ooDOoooDOoo0oDaMOHCIDODODDODOOOO@SMDODOOOOO0ODO0OODO
oole0ObOOO0O0OoooooobDbbOO0oooooooobboboooooooboooDbOoOo
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ocooocooo0ooDbDOoooobO0oooDooboboOoboOooDOooDbDOooOGomMHooooao
g

'H NMR (400MHz, CD;0D): & 7.69-7.65 (2H, m), 7.34(1H, d), 4.45-4.40 (1H, m), 4.2
4-4.20 (1H, m), 3.99-3.94 (1H, m), 3.71-3.66 (1H, m), 3.19-3.11 (2H, m), 3.09-2.
92 (2H, m), 2.83-2.79 (2H, m) ppm.

MS (APCI) m/z 291/293 [M+H]", 289/291 [M-H]~
OCoDO0o00gs-000-2-{[(BaR,6a5)-5-0 0 0 000000000[S8,4-cl0000-21
HDH-00]J0 0000 3}-1H-000 00
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00000
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\ .
N N
N
\
CH,
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O5-000-1H-00000-2-0000000000000D000ODOOOOODOOODOO
OoDOooo0Dooooooo

'H NMR (400MHz, CD;0D): & 7.67 (1H, s), 7.46 (1H, d), 7.24 (1H, dd), 6.97 (1H, s
), 4.20-3.73 (4H, m), 3.17-2.96 (2H, m), 2.82-2.75 (2H, m), 2.61-2.54 (2H, m), 2
.38 (BH, s) ppm.
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MS (APCI) m/z 304/306 [M+H]", 302/304 [M-H]~
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H NMR (400MHz, DMSO4g): & 11.77 (1H, bs), 7.69 (1H, bs), 7.45 (1H, d), 7.20 (IH
, d, 6.93 (1H, s), 4.13-3.45 (4H, m), 2.99-2.63 (6H, m), 2.52 (3H, s) ppm (O O
Ooooooooo).

MS (APCI) m/z 290/292 [M+H]", 288/290 [M-H]~
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1H NMR (400MHz, CDCl3): & 9.42 (1H, bs), 7.28 (1H, d), 6.99 (1H, s), 6.92 (1H, d
), 3.88-3.58 (7H, m), 2.91-2.78 (2H, m), 2.56-2.46 (4H, m), 2.37 (3H, s), 2.32 (
3H, s) ppm.

MS (APCI) m/z 314 [M+H]", 312 [M-H]~
ooooooos5-@@oooood)-2-{[(BaR,6aS)-5-0 00 000000-000 [3,4-c
10 000-20W)-0 0100000 1H-00 000

oOooooo
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os5-(00doooo)-3-000-1H-OO0DODD-2-000D0000O0O0O0O0OODODOOO
Ooo0oo0ooDoooDOoooDooDoooooao

1H NMR (400MHz, CDCl3): & 9.39 (1H, bs), 7.47 (2H, d), 7.39 (2H, dd), 7.30 (2H,
d), 7.13 (1H, s), 7.05 (1H, d), 6.76 (1H, s), 5.10 (2H, s), 4.15-4.03 (2H, m), 3
-83-3.72 (2H, m), 3.11-2.91 (2H, m), 2.75-2.69 (2H, m), 2.59-2.54 (2H, m), 2.38
(s, 3H) ppm.

MS (APCI) m/z 376 [M+H]™
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05-000-1H-00000-2-000000000000000000000000000
OoO0O0O00O0O0O00000

TH NMR (400MHz, CDClZ): & 9.69 (1H, bs), 7.54 (1H, d), 7.23 (1H, s), 6.98 (dH, d
). 6.81 (1H, s), 4.19-4.02 (2H, m), 3.86-3.72 (2H, m), 3.11-2.85 (2H, m), 2.68-2
.64 (2H, m), 2.57-2.55 (2H, m), 2.47 (3H, s), 2.35 (3H, s) ppm.

MS (APCI) m/z 284 [M+H]", 282 [M-H]~

00000004-0000 -2-{[(3aR,6asS)-5-0 0 0 000000000 [3,4-c]0 000
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0Doo0o00oo
0D4-0000-1H-00000-2-0000000000000000000000000
0000000000000

TH NMR (400MHz, CDCl3): & 9.38 (1H, bs), 7.21 (1H, t), 7.05 (1H, d), 6.96 (IH, s
). 6.51 (1H, s), 4.14-4.04 (2H, m), 3.97 (3H, s), 3.89-3.78 (2H, m), 3.12-3.00 (
2H, m), 2.90-2.75 (2H, m), 2.60-2.57 (2H, m), 2.42 (3H, s) ppm.

MS (APCI) m/z 300 [M+H]*, 298 [M-H]~

000000 06-000-2-{[(3aR,6aS)-5-0 000 00000000I([3,4-c]l0000-2
(AH-00]1000003-1H-0000 0

goooon
goooaod
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N N
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0de-000-1H-ODDODODOD-2-000000000000DDDOOOODODOOODODOOO
oooooDoDooooooao

1H NMR (400MHz, CDCI3): 6 10.24 (1H, bs), 7.55 (1H, d), 7.46 (1H, s), 7.06 (1H,
d), 6.81 (1H, s), 4.16-4.08 (m, 2H), 3.83-3.76 (m, 2H), 3.14-2.91 (m, 2H), 2.68-
2.59 (4H, m), 2.36 (s, 3H) ppm.

MS (APCI) m/z 304/306 [M+H]", 302/304 [M-H]~
ooooooos5-0000-2-{[(BaR,6aS)-5-0 00000000000 [3,4-c]O0O OO
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1H NMR (400MHz, CDClg): & 9.68 (dH, bs), 7.34 (1H, d), 7.06 (1H, s), 6.96 (1H, d
d), 6.77 (1H, s), 4.15-4.02 (2H, m), 3.85 (3H, s), 3.83-3.75 (2H, m), 3.11-2.91
(2H, m), 2.71-2.65 (2H, m), 2.59-2.53 (2H, m), 2.35 (3H, s) ppm.

MS (APCI) m/z 300 [M+H]*, 298 [M-H]~

0000000 2-{[(3aR,6aS)-5-0 00000000000 [3,4-c]0000-2(1H)-0 O
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'H NMR (400MHz, CD;0D): & 7.33 (1H, d), 7.02 (1H, d), 6.86 (1H, dd), 6.83 (1H, s
), 4.20-3.72 (4H, m), 3.17-2.95 (2H, m), 2.83-2.79 (2H, m), 2.57-2.54 (2H, m), 2
-39 (s, 3H) ppm.

MS (APCI) m/z 286 [M+H]", 284 [M-H]~
oooooD0oo05-0000-=-2-{[(BaR,6aS)-5-00 0000000000 [3,4-c]ODO 00O
2(AH)-0 0100000 1H-000 0 0

oooooag
gooooao
F O
N\
N N
H
N
\
CH,
oooooag

os-0000-1H-0D0O00D0-2-00000000O0000DOO0OODOODOODOOODO
ocooooooooopooao

'H NMR (400MHz, CDCl3z): & 7.37 (1H, dd), 7.28 (1H, dd), 7.08-7.02 (1H, m), 6.81
(1H, s), 4.14-4.02 (2H, m), 3.84-3.74 (2H, m), 3.09-2.95 (2H, m), 2.74-2.70 (2H,
m), 2.59-2.56 (2H, m), 2.37 (3H, s) ppm.

MS (APCI) m/z 288 [M+H]", 286 [M-H]~

OCoO000g0o0s5-000 -2-{[(BaR,6a5)-5-0 00 000000000[3,4-c]0D000-2
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TH NMR (400MHz, CDCl3): & 7.43 (1H, s), 7.33 (1H, d), 7.12 (1H, d), 6.77 (1H, s)
, 4.15-4.03 (2H, m), 3.84-3.74 (2H, m), 3.09-2.94 (2H, m), 2.80-2.71 (2H, m), 2.
60-2.55 (2H, m), 2.44 (3H, s), 2.38 (3H, s) ppm.

MS (APCI) m/z 284 [M+H]", 282 [M-H]~
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IH NMR (400MHz, CD50D): & 7.32 (1H, s), 7.23 (dH, d), 7.03 (1H, d), 3.79-3.74 (2
H, m), 3.65-3.50 (2H, m), 2.95-2.90 (2H, m), 2.79-2.67 (2H, m), 2.41-2.33 (11H,
m) ppm.

MS (APCI) m/z 298 [M+H]*, 296 [M-H]~
0O0D0000D05-000-3-000-2-{[(3aR,6aS)-5-0 000 00000-000I[3,4-c]
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'H NMR (400MHz, CD;0D): & 7.53 (1H, s), 7.32 (1H, d), 7.15 (1H, d), 3.82-3.46 (4
H, m), 2.98-2.89 (m, 2H), 2.76-2.66 (2H, m), 2.43-2.34 (2H, m), 2.33 (3H, s), 2.
32 (3H, s) ppm.

MS (APCI) m/z 318/320 [M+H]", 316/318 [M-H]~

OCoDoooo01-000 -2-{[(BaR,6aS)-5-0 0 0 0 00 000000O0I[3,4-c]0 000 -2
(H-0 0100000 3-1H-000 00
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'H NMR (400MHz, CD;0D): & 7.60 (1H, d), 7.42 (1H, d), 7.28 (1H, t), 7.10 (1H, b)
, 6.76 (1H, s), 3.89-3.83 (5H, m), 3.73-59 (2H, m), 2.96-2.89 (2H, m), 2.79-2.56
(2H, m), 2.55-2.33 (2H, m), 2.32 (3H, m) ppm.
MS (APCI) m/z 284 [M+H]™
ooooDoD0o05-000-2-{[(3aR,6a8)-5-0 0 0000000000 [3,4-clj]OO0 00O -2
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'H NMR (400MHz, CDZ0D): & 7.79 (1H, s), 7.37 (1H, d), 7.31 (1H, dd), 6.92 (1H, s
), 4.18-3.72 (4H, m), 3.15-2.96 (2H, m), 2.86-2.78 (2H, m), 2.62-2.54 (2H, m), 2
-39 (BH, s) ppm.

MS (APCI) m/z 348/350 [M+H]", 346/348 [M-H]~
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TH NMR (400MHz, CD50D): & 7.47 (1H, d), 7.08-6.97 (3H, m), 4.18-3.68 (4H, m), 3.
16-2.92 (2H, m), 2.79-2.75 (2H, m), 2.57-2.53 (2H, m), 2.38 (3H, s) ppm.

MS (APCI) m/z 288 [M+H]", 286 [M-H]~
00000005,6-00000-2-{[(3aR,6aS)-5-0 00000000 -000 [3,4-c]O
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1H NMR (400MHz, CD;0D): & 7.16 (1H, s), 7.04 (1H, s), 6.91 (1H, s), 4.20-3.93 (2
H, m), 3.92 (3H, s), 3.89 (3H, s), 3.86-3.77 (2H, m), 3.15-2.98 (2H, m), 2.83-2.
79 (2H, m), 2.57-2.53 (2H, m), 2.38 (s, 3H) ppm.

MS (APCI) m/z 330 [M+H]", 328 [M-H]~
oooooo0oe,7-0000-2-{[(BaR,6aS)-5-0 0 0000000000 [3,4-c]O 00O
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(48mg)0 00000

'H NMR (400MHz, CDZ0D): & 7.43-7.35 (1H, m), 7.17 (1H, d), 4.43-4.27 (2H, m), 3.
94-3.76 (2H, m), 3.15-2.98 (2H, m), 2.86-2.78 (2H, m), 2.56 (3H, s), 2.54-2.49 (
2H, m), 2.43 (3H, s), 2.37 (3H, s) ppm.

MS (DO0O0OO0DOO0ODOOO): m/z 299 [M+H]™, 297 [M-H]~
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1H NMR (400MHz, CD;0D): & 7.43-7.39 (1H, m), 7.32-7.25 (1H, m), 4.45-4.33 (2H, m
), 3.95-3.76 (2H, m), 3.15-2.98 (2H, m), 2.83-2.76 (2H, m), 2.58-2.53 (2H, m), 2
.37 (3H, s) ppm.

MS (COODOOOO0OO): m/z 307 [M+H]", 305 [M-H]~
oooooDo0ov7-000-2-{[(3aR,6aS8)-5-00 0000000000 [3,4-clj]O0O0 00O -2
AWH-0 000000 1H-000000000
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'H NMR (400MHz, CDZ0D): & 7.45 (1H, d), 7.20 (1H, t), 7.09 (1H, d), 4.37-4.24 (2
H, m), 3.90-3.71 (2H, m), 3.09-2.91 (2H, m), 2.79-2.71 (2H, m), 2.59 (3H, s), 2.
49-2.44 (2H, m), 2.32 (3H, s) ppm.

MS (APCI1): m/z 285 [M+H]", 283 [M-H]~
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1H NMR (400MHz, DMSO,g): & 13.29 (4H, bs), 7.74-7.58 (2H, m), 4.34-4.29 (1H, m),
4.15-4.11 (1H, m), 3.83-3.78 (1H, m), 3.55-3.50 (1H, m), 2.95-2.87 (1H, m), 2.8
3-2.75 (1H, m), 2.49-2.38 (4H, m), 2.18 (3H, s) ppm.

MS (APCI): m/z 307 [M+H]", 305 [M-H]~
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TH NMR (400MHz, CD50D): & 7.15-7.12 (1H, m), 6.93-6.88 (1H, m), 4.40-4.29 (2H, m
), 3.90-3.71 (2H, m), 3.12-2.94 (2H, m), 2.79-2.72 (2H, m), 2.53-2.49 (2H, m), 2
.33 (3H, s) ppm.

MS (APCI): m/z 307 [M+H]™

0D0000005-000-7-000 -2-{[(3aR,6aS)-5-0 00000000000 [3,4-c]
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'H NMR (400MHz, CD50D): & 7.44 (1H, s), 7.10 (1H, s), 4.39-4.27 (2H, m), 3.90-3.
71 (2H, m), 3.10-2.94 (2H, m), 2.80-2.73 (2H, m), 2.58 (3H, m), 2.51-2.47 (m, 2H
), 2.33 (3H, s) ppm.

MS (APCI1): m/z 319/321 [M+H]*", 317/319 [M-H]~
oooooo0ov7-000-5-000-2-{[(BaR,6aS)-5-00 0000000000 [3,4-c]
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1H NMR (400MHz, CD50D): & 7.31 (1H, s), 7.19 (s, 1H), 4.42-4.26 (2H, m), 3.92-3.
71 (2H, m), 3.15-3.03 (2H, m), 2.82-2.72 (2H, m), 2.55-2.44 (2H, m), 2.35 (3H, s
) ppm.

MS (APC1): m/z 319/321 [M+H]*, 317/319 [M-H]~
00000005-000-2-{[(BaR,6aS)-5-0 0 00 00000000I[3,4-cl0000O-2
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1H NMR (400MHz, CD;0D): & 8.07 (1H, s), 7.65 (1H, d), 7.51 (1H, d), 4.42-4.31 (2
H, m), 3.95-3.76 (2H, m), 3.17-2.98 (2H, m), 2.84-2.77 (2H, m), 2.58-2.54 (2H, m
), 2.38 (3H, s) ppm.

MS (APC1): m/z 397 [M+H]", 395 [M-H]™

ocoooooooon 2-{[(BaR,6aS)-5-0 0 0 000000000 I[3,4-cl0 000 -2(1
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H NMR (400MHz, CD50D): & 8.41 (1H, s), 8.03 (1H, d), 7.73 (1H, d), 4.44-4.34 (2
H, m), 3.97 (3H, s), 3.96-3.77 (2H, m), 3.18-3.00 (2H, m), 2.87-2.80 (2H, m), 2.
62-2.59 (2H, m), 2.37 (3H, s) ppm.

MS (APCI1): m/z 329 [M+H]", 327 [M-H]™
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IH NMR (400MHz, CD50D): & 7.76 (1H, d), 7.48 (1H, d), 4.38-4.28 (2H, m), 3.90-3.
71 (2H, m), 3.10-2.93 (2H, m), 2.78-2.71 (2H, m), 2.53-2.49 (2H, m), 2.33 (3H, s
) ppm.

MS (APC1): m/z 323 [M+H]™, 321 [M-H]~
0O0D0D0000S5,6-0000-2-{[(3aR,6aS)-5-0 00000000000 I[3,4-c]0 00
0-2(H)-0 00 00003-1H-000000000

0Do0o000o
Doooo
H,C N 0
H,C H N
N
\
CH,
Doo0oo0ao

000000000000 0000000O00000000O0000O000000000
001.5000000000000000000000000

TH NMR (400MHz, CD50D): & 7.41 (2H, s), 4.34-4.21 (2H, m), 3.88-3.70 (2H, m), 3.
08-2.92 (2H, m), 2.79-2.72 (2H, m), 2.49-2.45 (2H, m), 2.37 (6H, s), 2.32 (3H, s
) ppm.

MS (APCI1): m/z 297 [M+H]", 299 [M-H]~
00000005,6-0000-2-{[(3aR,6aS)-5-0 00000000000 ([3,4-c]00 0O
0-2(1H)-00]0000031H-000000000
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'H NMR (400MHz, CD;0D): & 7.81 (2H, s), 4.39-4.28 (2H, m), 3.92-3.72 (2H, m), 3.
15-2.94 (2H, m), 2.79-2.70 (2H, m), 2.56-2.48 (2H, m), 2.35 (3H, s) ppm.

MS (APC1): m/z 339/341 [M+H]", 337/339 [M-H]~
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'H NMR (400MHz, CD;0D): & 8.00 (1H, s), 7-80 (1H, d), 7.59 (1H, d), 4.42-4.30 (2
H, m), 3.93-3.74 (2H, m), 3.14-2.95 (2H, m), 2.79-2.72 (2H, m), 2.55-2.51 (2H, m
), 2.34 (3H, s) ppm.

MS (APCI): m/z 339 [M+H]", 337 [M-H]~
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'H NMR (400MHz, CD;0D): & 8.33 (1H, bs), 7.98 (1H, d), 7.64-7.60 (1H, m), 3.50-3

-41 (2H, m), 3.20-3.12 (4H, m), 2.90-2.88 (2H, m), 2.68-2.60 (2H, m), 2.48 (3H,

sS) ppm. 20
MS (APCI): m/z 315 [M+H]™, 313 [M-H]~
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'H NMR (400MHz, CD50D): & 7.32-7.29 (1H, dd), 7.24-7.22 (1H, dd), 4.45-4.33 (2H,

m), 3.94-3.75 (2H, m), 3.16-2.99 (2H, m), 2.84-2.77 (2H, m), 2.57-2.54 (2H, m),

2.37 (3H, s) ppm. 40
MS (APCI1): m/z 323/325 [M+H]", 321/323 [M-H]~
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1H NMR (400MHz, CD50D): & 7.60 (1H, s), 7.38 (1H, s), 4.44-4.32 (2H, m), 3.95-3.

75 (2H, m), 3.17-2.99 (2H, m), 2.84-2.77 (2H, m), 2.58-2.54 (2H, m), 2.37 (3H, s

) ppm.

MS (APC1): m/z 339/341 [M+H]*, 337/339 [M-H]~
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TH NMR (400MHz, CD50D): & 7.88 (1H, s), 7.75 (1H, d), 7.69-7.67 (2H, m), 7.63-7.
61 (1H, m), 7.49-7.45 (2H, m), 7.38-7.34 (1H, m), 4.43-4.31 (2H, m), 3.94-3.76 (
2H, m), 3.13-2.97 (2H, m), 2.82-2.75 (2H, m), 2.55-2.51 (2H, m), 2.36 (3H, S) pp
m.

MS (APCI): m/z 347 [M+H]", 345 [M-H]~
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H NMR (400MHz, CD;0D): & 7.49-7.46 (1H, m), 7.13-7.08 (1H, m), 4.43-4.31 (2H, m
), 3.95-3.76 (2H, m), 3.15-2.98 (2H, m), 2.85-2.77 (2H, m), 2.53 (3H, s), 2.37 (
3H, s) ppm.

MS (APCI): m/z 303 [M+H]™", 301 [M-H]~
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H NMR (400MHz, CD50D): & 7.67 (1H, s), 7.46 (1H, d), 7.23 (1H, dd), 6.97 (1H, d
), 4.19-3.74 (4H, bm), 3.19-2.97 (2H, m), 2.92-2.85 (2H, m), 2.58-2.51 (4H, m),

1.16 (3H, t) ppm.

MS (APCI1): m/z 318/320 [M+H]", 316/318 [M-H]™
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TH NMR (400MHz, DMSO4g): & 11.75 (dH, s), 7.69 (1H, s), 7.46 (1H, dd), 7.21 (1H,
dd), 6.93 (1H, dd), 4.16-4.01 (1H, m), 3.94-3.84 (1H, m), 3.73-3.64 (1H, m), 3.
59-3.50 (1H, m), 2.98-2.77 (2H, m), 2.63-2.53 (4H, m), 2.34 (1H, m), 1.02 (6H, d
) ppm.

MS (APCI1): m/z 332/334 [M+H]*, 330/332 [M-H]~
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TH NMR (400MHz, CDZOD): & 7.70-7.68 (dH, m), 7.66 (1H, s), 7.30 (1H, d), 4.42-4.
33 (2H, m), 3.93-3.79 (2H, m), 3.13-2.90 (4H, m), 2.61-2.53 (4H, m), 1.17 (3H, t
) ppm.

MS (APCI): m/z 319/321 [M+H]", 317/319 [M-H]~
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TH NMR (400MHz, CD50D): & 7.70-7.67 (2H, m), 7.36-7.34 (1H, m), 4.43-4.31 (2H, m
). 3.92-3.80 (2H, m), 3.13-2.98 (4H, m), 2.56-2.46 (3H, m), 1.17 (6H, d) ppm.

MS (APC1): m/z 333/335 [M+H]*, 331/333 [M-H]~
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TH NMR (400MHz, CD5OD): & 7.70-7.65 (2H, m), 7.36-7.33 (1H, m), 4.38-4.36 (2H, m
). 3.94-3.78 (2H, m), 3.70 (2H, t), 3.13-2.92 (4H, m), 2.73-2.65 (4H, m) ppm.
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'H NMR (400MHz, CD;0D): & 7.19 (1H, s), 6.87-6.84 (1H, d), 4.39-4.27 (2H, m), 3.
90-3.84 (1H, m), 3.75-3.71 (1H, m), 3.09-2.95 (2H, m), 2.79-2.72 (2H, m), 2.51-2
.40 (2H, m), 2.46 (3H, s), 2.33 (3H, s) ppm.

MS (APCI): m/z 303 [M+H]™", 301 [M-H]~

OoDo0oo0oo0s5-000 -4-000 -2-{[(BaR,6aS)-5-0 00000000000 I[3,4-c]
Oo0Do00-20H)-0 0100000 ¥-1H-00000000O0

ooooQon
Oo0oooo
CH,
Cl N O
N N
H
N
AN
CH,
oooooao

godooboboooobooooooboooo o bbb oD oo o oD boboooooooodao
ogooooao

1H NMR (400MHz, CD;0D): & 7.43 (4H, d), 7.30 (4H, d), 4.40-4.29 (2H, m), 3.90-3.
85 (1H, m), 3.76-3.72 (1H, m), 3.08-2.95 (2H, m), 2.80-2.73 (2H, m), 2.62 (3H, s
), 2.51-2.47 (2H, m), 2.33 (3H, s) ppm.

MS (APCI): m/z 319 [M+H]™, 317 [M-H]~
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TH NMR (400MHz, CD50D): & 7.41 (1H, d), 7.31-7.26 (1H, m), 7.03-6.98 (1H, m), 4.
40-4.28 (2H, m), 3.91-3.85 (1H, m), 3.77-3.73 (1H, m), 3.11-2.95 (2H, m), 2.80-2
.73 (m, 2H), 2.52-2.49 (m, 2H), 2.33 (3H, s) ppm.

MS (APCI1): m/z 289 [M+H]™, 287 [M-H]~
00O000004,6-0000-2-{[(3aR,6aS)-5-0 0 0000000000 ([3,4-c]00 0O
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1H NMR (400MHz, CD;0D): & 7.22 (1H, s), 6.94 (1H, s), 4.37-4.24 (2H, m), 3.89-3.
84 (1H, m), 3.76-3.71 (1H, m), 3.09-2.92 (2H, m), 2.81-2.73 (2H, m), 2.55 (3H, s
), 2.49-2.44 (2H, m), 2.42 (3H, s), 2.33 (3H, s) ppm.

MS (APCI): m/z 299 [M+H]™, 297 [M-H]~
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TH NMR (400MHz, DMSO,g): & 4.22-4.17 (1H, m), 4.05-4_.01 (1H, m), 3.79-3.74 (1H,
m), 3.58-3.54 (1H, m), 2.93-2.83 (2H, m), 2.64-2.53 (4H, m), 2.28 (3H, s) ppm.
MS (APCI): m/z 343 [M+H]™, 341 [M-H]~

000000 06-0000-2-{[(3aR,6aS)-5-0 0 0000000000 I[3,4-c] 000
0-2(1H)-00]0 0000340 00000000)-1H-000000000
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1H NMR (400MHz, CD50D): & 7.57 (1H, d), 7.42 (1H, d), 4.39-4.33 (2H, m), 3.91-3.
72 (2H, m), 3.10-2.97 (2H, m), 2.80-2.73 (2H, m), 2.54-2.50 (2H, m), 2.34 (3H, s
) ppm.

MS (APC1): m/z 357 [M+H]*, 355 [M-H]~
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1H NMR (400MHz, CD50D): &6 7.53 (1H, d), 7.31-7.28 (1H, m), 4.44-4.35 (2H, m), 3.
90-3.85 (1H, m), 3.76-3.71 (1H, m), 3.12-2.96 (2H, m), 2.80-2.74 (2H, m), 2.54-2
.50 (2H, m), 2.34 (3H, s) ppm.

MS (APC1): m/z 415 [M+H]", 413 [M-H]™
ooooODbDDb0e-000-4-0000-2-{[(BaR,6aS)-5-0 00000000000 [3,4-c
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'H NMR (400MHz, CD;0D): & 7.76 (1H, d), 7.50-7.48 (1H, m), 4.38-4.28 (2H, m), 3.
90-3.83 (1H, m), 3.75-3.71 (1H, m), 3.12-2.96 (2H, m), 2.78-2.71 (2H, m), 2.52-2
.49 (2H, m), 2.33 (3H, s) ppm.

MS (APCI): m/z 323 [M+H]™", 321 [M-H]~
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1H NMR (400MHz, CD;0D): & 7.67 (4H, s), 7.55 (dH, s), 4.37-4.25 (2H, m), 3.90-3.
84 (1H, m), 3.75-3.71 (1H, m), 3.09-2.95 (2H, m), 2.79-2.72 (2H, m), 2.51-2.49 (
2H, m), 2.47 (3H, s), 2.33 (3H, s) ppm.

MS (APCI): m/z 319 [M+H]™, 317 [M-H]~
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1H NMR (400MHz, CD50D): & 8.09 (1H, s), 7.78-7.76 (1H, d), 7.62-7.59 (1H, d), 4.
40-4.29 (2H, m), 3.92-3.86 (1H, m), 3.77-3.73 (1H, m), 3.13-2.94 (2H, m), 2.79-2
.72 (2H, m), 2.55-2.51 (2H, m), 2.34 (3H, s) ppm.

MS (APCI1): m/z 296 [M+H]", 294 [M-H]™
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'H NMR (400MHz, CD50D): & 8.01-8.00 (1H, d), 7.54-7.51 (1H, d), 4.41-4.30 (2H, m
), 3.92-3.86 (1H, m), 3.77-3.72 (1H, m), 3.10-2.96 (2H, m), 2.79-2.72 (2H, m), 2
.55-2.51 (2H, m), 2.34 (3H, s) ppm.

MS (APC1): m/z 357 [M+H]*, 355 [M-H]~
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1H NMR (400MHz, CDZ0OD): & 7.33-7.30 (1H, m), 4.40-4.30 (2H, m), 3.90-3.71 (2H, m
). 3.11-2.95 (2H, m), 2.79-2.73 (2H, m), 2.55-2.50 (2H, m), 2.34 (3H, s) ppm.

MS (APCI): m/z 325 [M+H]™, 323 [M-H]~
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TH NMR (400MHz, CDS0D): & 7.37 (2H, t), 4.26-4.10 (2H, bm), 3.96-3.78 (2H, m), 3
.13-3.06 (2H, m), 2.68-2.59 (4H, m), 2.34 (3H, s) ppm.
MS (APCI1): m/z 306 [M+H]™, 304 [M-H]~
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H NMR (400MHz, CD50D): & 7.58-7.54 (1H, dd), 7.25-7.22 (1H, dd), 6.93-6.88 (1H,

m), 4.15 (2H, bs), 3.85 (2H, bs), 3.14-3.07 (2H, m), 2.70-2.59 (4H, m), 2.35 (3

H, s) ppm.
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C[ >~ miz 306 | {(1H, m), 4.27-4.05 (2H, bm),
N BLEM 10 | [M+H]', 304 | 3.95-3.77 (2H, bm), 3.14-3.04
Q} (M-HT (2H, bm), 2.70-2.57 (4H, m),
\cna 2.32 (3H, s) ppm.
62 1-(-AFNL-H-_A XA T HT—N-2-1 JL)-1-[ (3R, 6aS)-5-AFN~FH4 b FAE
QO[3 4-<cl¥O—L-2(IH-A NI AZ A3
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o % BEMI | MHT, 282 | 3.08.3.06 (2H, m),
Non, M 2.73-7.68 (2H, m), 2.61-2.57
{6H, m), 2.35 (3H, s) ppm.
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] N 57.14-7.11 (1H, m), 6.73-6.67
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F Q} SLER 13 [M::L_';BG 3.19-3.10 (2H, bm), 2.73-2.63
cH, (4H, m), 2.38 (3H, s) ppm.
1=(6-Z0FB-1-A FIL-H-R2V XL 2 HJT—L-2-14 V)-1-[(3aR, 6a8)-5-A FN~F
54 He Forfoolld d-clto—nA-2(lH -1 ] A2 L3
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N (1H, m), 4.16-4.08 (2H, m),
F’©: HHN mz +302 3.85-3.75 (2H, m), 3.12-3.06
s % BER 25 [M;:}_F’l]:_m (2H, m), 2.71-2.67 (2H, m),
o, 2.60-2.56 (2H, m), 2.48 (3H,
s), 2.34 (3H, s) ppm.
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Foa[3 4clEo—L-20H-A LI AR L2
8 7.45 (1H, d), 7.10-7.04 (1H,
N NH
y—4 m), 6.84-6.79 (1H, m),
N\ " NH, miz 306 ) ( )
N ) 4.31-4.13 (2H, m), 3.97-3.83 20
F N [M+H]", 304
! ; M (2H, m), 3.20-3.11 (2H, m),
“on, 2.75.2.63 (4H, m), 2.39 (3H,
S) ppm.
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DI2LAO-IH-Ro XL EHFT—N-2-CI)AF A2
F N NH
> §7.24-7.20 (1H, m), 4.47-3.44
F N oM F NH, | miz 324
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. . | [MHHT, 322
N 2 2.69-2.60 (4H, m), 2.34 (3H,
‘on, i [M-HT
s) ppm.
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5 7.57 (1H,d), 7.54 (1H, s),
cl N H iz (1H.,d) { )
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b o NH 304/306
U 2 M+HT' 3.86 (2H, m), 3.11 (2H, m), 40
+
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cH 302/304
3 m.
IMHT pp
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