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O (xii)d O 1SCOoO O O 1Scod O 4700 superior street Lincoln, NE, USAO O OO DO OGO
O0DO0o00o0oo0D00DbD012gand 40g0 00000000 DO0DODOOOODOOODOO
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O (xiii)O O Gilson HPLCO O O YMC-AQC18O O HPLCO O O DO O O O 20 mm/1000 O O 50 mm
/2500 O /MeCNO 0 0 0.1% TFAO O OO DO OQODODOOOOOO
OxivyJParrUODOODODODOOParrf D 00D DODOOCODOOODODODODOODOGOSODO (60 psig
yYogou o ooooDoDoooooooooDoDoDoDoooooooooao
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05-000-2-000-N-0000-3-00000000 (0068060 mg, 0.264 mmol)O 3-
00000000 (41 mg, 0.290 mmol)O O O DIEA(115u L, 0.66 mmol)d DMF(1.5 ml)O
0 O O HATU(120 mg, 0.3168 mmol)J 0000 0000000000200 000000
D001 mOO0OO000O0O000C0O000C0O0000O0000000000010mI00O0 0O
00000700 00000000000000000000061.2mg00000000¢(
66%)0

NMR (300 MHz): 10.59 (s, 1H), 10.43 (s, 1H), 8.87 (s, 1H), 8.30 (d, 1H), 8.18 (d
, 1H), 7.92 (s, 1H), 7.75-7.84 (m, 3H), 7.55-7.63 (m, 1H), 7.37-7.48 (m, 2H), 7.
31 (d, 1H), 2.35 (s, 3H); m/z 3490
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0o0o0o0o0ao0

£y, 30 (7=t NMR n/z SN

2 a-Zono-§-{4-A [ 10.83 (s, 10, 10.62 (s, 1H), 367 |4-rpooBEy
FN-3-L(EY Y 8.90 (s, 1H), 8.72 (d, I1H), 8.30 DAk
=3 N7 /) | d, 1H), 8.14-8.21 (m, 2H), 8.09 v
ANVEZN] 7= | (s, 1M, 7.83-7.95 (m, 2H), 7.29~
=B D -2- | 7.41 (m, 2H), 2.35 (s, 3
HNEFHIR

3 2= AF-5-{[4- 10.59 (s, 10, 10.52 (s, 1), 414 4- A F)-3-
AFN-3-(F1J 7 |[8.88 (s, 1H), 8.25-8.32 (m, 2H), (FUZNAD
NATAFI) X | 8.17 (d, 20, 7.83-7.94 (m, 2H), AF IV ELE
AN]TZ 7.63 (d, 1), 7.30-7.41 (m, 20, i3
JY-N-EU T~ 2.52 (s, 3H), 2.35 (s, 3H)

- NRAXT =2
S

4 N-{4-AF)-3- 11.48 (s, 1H), 10.58 (s, 1D, 371 IH-A1 > F—
[(EUP-3-1 10.28 (s, 1H), 8.89 (s, 1H), 8.3l N=6-F1 ViR
VT2 IYANE (d, 1H), 8.19 (d, 1H), 8.08 (s, (74
=] 7x=)V- [ 1B, T7.98 (s, 1), 7.87 (d, 1H),
1H--f > K—)-6- | 7.65 (s, 2H), 7.55 (t, 1H), 7.39
JIVHRFHFIR (dd, 1), 7.29 (d, 1), 6.52 (s,

1M, 2.35 (s, 3H0)

5 5-((3-7 /R | 10.58 (d, 2D, 8.88 (s, IH), 8.42 | 357 3I-VTFIERE
AN 7271 | (s, 1), 8.24-8.32 (m, ZH), 8.18 i
2-AFI-N-EV (d, 1, 8.07 (d, 1), 7.91 (s,

v ke (V) N 1H), 7.73-7.85 (m, 2H), 7.30-7.42
A7IR (m, 2H), 2.36 (s, 3H)
0o0o0o0o0ao0
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(37) JP 2008-525406 A 2008.

oooooao

e300 L& NMR n/z SM

6 1,3-PAFJ-N- | 10.55 (s, 1H), 10.05 (s, 1H), 350 | 1,3-URAF)-
{4-AF)-3-[( |8.88 (s, 1), 8.30 (d, 1K), 8.18 H-¥ 35/
JPr-3-N7 | (@ 1D, 8.00 (s, 1D, 7.83 @, N-5-H IR
I OHNKRZAT (I, 7.39 (dd, 10, 7.24 (4, 10, B
7z} -H-¥ [ 6.55 (s, 1H), 3.82 (s, 3W), 2.3I
Z—h-5-H) | @ B
RFHI R

T 5-[(4-7)Ao- | 10.59 (s, 1H), 10.35 (s, 1H), 364 | 4-7)FD-3-
-AFNRJAL | 8.88 (s, 1H), 8.30 (4, IH), 8.18 AFNERE
V) 73 /1-2-A | @, 1B, 7.81-7.95 (n, 40), 7.26- 3
FN-N-EY T~ | 7.41 (n, 3H), 2.33 (d, 6H)
- NRIXT 2
K

8 -[(4-A RF- [10.57 (s, 1B, 10.14 (s, 1H), 376 | 4-A RF-3-
3-AFNA/A | 8.88 (s, 1), 8.30 (d, 1H), 8.18 AFNVEREE
V) T /1-2-A | (@, 1D, 7.81 (s, IH), 7.80-7.88 ik
FN-N-EUZ- | (@ 3D, 7.39 @d, 1), 7.28 @,
A NARZX7I | 1W), 7.06 (4, IH), 3.79-3.88 (m,
K SH), 2.34 (s, 3, 2.21 (s, 30

9 N—{4- X F)L-3- 10.58 (s, 1H), 9.84 (s, 1H), 8.89 [374 |2,3-PkRo-
[(BUP2-3—1 | (s, 1B, 8.31 (d, 1D, 8.18 (d, 1-R2S7 5
VT ) AR |1, 7.86 (s, 1D, 7.77 d, 10, >=T-ANR
=7z [ 1.60 (d, 1), T7.37-7.46 (n, 2H), B
2,3-Pk Ro-1- | 7.29 (d, 1B, 6.98 (1, 1D, 4.74
RV T750-1- |, ), 3.27 (1, 2H), 2.34 (s,
ANFFHIR 3H)
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(38) JP 2008-525406 A 2008.
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ey, 1) A=g NMR n/z SN

10 N-{4- A F ) -3- 11.45 (s, 1H), 10.59 (s, 1H), 371 | IH- > R—
[((BEVP>-3-1 |10.25 (s, 1H), 8.90 (s, 1W), N=5-H )R>
VT2 7)Y AR | 8.26-8.32 (m, 2H), 8.20 (d, 1H), i
W7V [ 8.00 (s, 1H), 7.87 (d, 1), 7.75
H- > F—=)l-5- | (d, 1), 7.37-7.50 (m, 3H), 7.28
ANEFHI R (d, 1H), 6.58 (s, 1H), 2.35 (s,

30

11 8-AFIN-N-{4-A [10.58 (s, 1H), 10.14 (s, 1H), 386 [ B-AFI-1 3
FI-3-H(E) Y 8.89 (s, IHY, 8.44-8.52 (m, ZH), (1, 2-al ¥
>3-MNF /) |8.31 d, IH), 8.19 (d, 1H), 8.07 J¥ -
ANHRZN] 7x | (5, 1H), 7.94 (d, 1), 7.39 (dd, g
ey RS AV 10, 7.30 (d, W), 7.17 (d, 10,
[1,2-a]EV >~ [6.91 (t, 1H), 2.57 (s, 3H), 2.35
-HNEFHIR | G, 3D

12 - AFI-N-{4-A [ 10.53 (s, 1H), 10.46 (s, 1), 346 | -AFI)=O
FN-3-[(¥UP |8.86, (d, 1D, 8.23 (d, 1M, FoB
-3-ANT R /) |8.585 (s, 1D, 8.24 (d, 1D, 8.12
ANRZN] 7z | d, 1B, 8.06 (s, 1), 7.85 (d,
N} ZaFyy (1D, .75 @ 10, 7.33 @ 1),
IR 7.25 (m, 1), 2.33 (s, 30, 2.30

(s, 3

13 - A FI-N-{4-A | 10.46 (s, 1H), 10.39 (s, 1H), 346 | 6-AFILE
FN-3-[((EUP |8.74 d, 1), 8.14 (d, 1H), 8.02 T MR
3ANTI/) | (G, I, 7.90 (d, 1), 7.7-7.8 Vg
ANEZN] 7z | @ 3D, 7.37 (m, 1D, 7.23 (m,
SN UT - |10, .15 d, 1), 2.46 (s, 3B),
ANKRFHFIR 2.20 (s, 30
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(39) JP 2008-525406 A 2008.
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ey 17 L&% NMR n/z SM

14 5-{[4-A ¥~ [10.65 (s, 1), 10.59 (5, 1H), 429 [4-AhF-3-
-(hUZLAD [9.00 G5, 10, 8.39 (s, 3B), 8.26 (R 7D
AFIY K2V | G, 1D, 8.02 (s, 10, 7.93 G, AFI)-RE
MTI I -4 |1, 7.49 (5, W), 7.37 (5, 10, Gt
FN-F-EV T~ | 4.06 (s, 30, 2.43 (5, 31
B~ NRYRT 3
K

(5 2-AF)L-5-{[2- [ 10.61 (s, 2H), 8.89 (s, 1H), 8.32 | 413 | 2-AFJL-5-
AFN-5-(hY 7 | (d, 1), 8.19 d, 1K), 7.88 G, (FU7NA0
NATAFN) X |1, .77 @ 31, 7.58 d, 10, AFIV)-LH
AT R .40 (@ 1H), 7.32 (d, 1H), 3.39 E
J}-NEU T~ |, ), 2.47 (s, 3H), 2.36 (s,
A NRIXTR |30
K

16 2-7 O0-F-{4-X | 10.73 (s, 1H), 10.57 (s, 10, 13¢ | 2-roo-5-
F-3-[(EVY |8.83 (5, 10, 8.26 (d, 1H), 8.13 (R 74D
P3N TR/) | W, 1D, .97 (s, 1D, T.74-7.89 AFI)-KE
ANKEZI] Tz | @ 30, 7.68 (4, W), 7.24-7.39 i
= -5-(hU7 - | @ 2H), 3.28 (s, 4B), 2.45 s,
NATAFIL) X |30, 2.31 (s, 3H)
AXTIER

17 2-7) A D-F-(4- | 10.95 (s, 1D, 10.84 (s, 1B, 47 | -7 nFD-5-
AFN-3-[(2Y  [9.10 (s, 1H), 8.53 (d, 1H), 8.4 (MU 7)AD
T3ANTI | @ 10, 8.28 (4, 1B, 8.23 (dd, AF IV -LE
DANEZN] | 1D, 8.06 (s, 1D, 7.97 (d, 10, i
7xZhb-5-(k | 7.85 (t, IH), 7.63 (dd, 1M, 7.55
U7NADAF | @ 1D, 2.58 (s, 30
Wy RX7 IR
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Eiisi L&y NMR n/z SM
18 5-{[3-7NA1- | 10.60 (s, 2H), 10.58 (s, 2H), 417 | 3-7 )b #n-5-
5-(hUZADT [8.85 (s, 1H), 8.27 (d, 1H), 8.14 (U7 4n
AFR) RS [ (s, 2H), 8.09 (d, 1H), 7.93 (d, AF I -EE
VT Y-2-A4 |1, 7.85 (s, 1H), 7.80 (d, 1H), &=
FI-N-EPYP- | 1.37 (@d, W), 7.29 (d, 1D, 2.31
ANRIATI | (s, 3D,
K
19 -{[4-70Ano- |10.53 (s, 2H), 8.80 (s, 1), 417 | 4T NAB-3-
$-(hUZAn  |8.20-8.36 (n, 30, 8.10 (d, 1), (FUZo
AFI) R/ (1.8 (s, 1H), 7.76 (d, 1H), 7.64 AF V) -EE
V73 -4 | ¢, 1D, 7.32 (d, 10, 7.24 @, s
FN-N-EYT- 110, 2.28 (s, 3D
A NRIZXT 3
]\‘“
20 AT Al-X |10.61 G, 10, 10.5¢ G, 10, 103 | 1-AF-3-
F-3-[(¥U |8.88 (s, 1M, 8.32 (s, 1H), 8.18 (bY 74
V-3 ANTI ) | (s, 1D, 7.88 (s, 1H), 7.78 (s, AF ) -1H-¥
HIVRZN] 7z | 1D, 7.58 (s, 1H), 7.37 (s, 2H), 53— )-5-H
Z-3-(hU T 14018 (s, 30, 2.36 (s, 3H) JVih
Ao AFIV)-
1H-¥ 5/ —)-5-
ANHRFHI R
21 2-AF-5-({3- | 10.61 (s, 1), 10.43 (s, 1), 424 | 3-[(XAFN A
[(AFINAIHRZ | 10.02 (s, 1H), 8.91 (s, 1H), 8.32 NEZIW T2
) 71N> | @ 1B, 8.20 (d, 1H), 7.90-7.99 J I REER
JANY 7I/)- | (@, 1B, 7.70-7.85 (m, 3D, 7.38-
N-BUT-3-1 | 7.54 (m 30, 7.32 (d, 1H), 3.05
WRXT7 IR (s, 3M, 2.37 (s, 30
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=y, 70 L&Y NMR /z SN
22 -(1-7 /-1-A | 11.09 (s, IH), 10.29 (s, IH), 405 | A 1D
FINLTF ) -N- 9.21 (s, 1H), 8.55 (d, 1W), 8.47
{4-AF)N-3-[(E | @, 1D, 8.37 (s, W), 7.97 (d,
J2y-3-407 | 1H), 7.84 @ 2, 7.72 (d, 1D,
IR ZN] [7.33 d, 1D, 2.36 (s, 3, 1.79
7 TFFT (s, &I
T -3 MR
S
23 5-(1-27 /J-1-A [ 11.01 (s, 1D, 10.46 (s, 1H), 404 | K109
FINIZFNM)-N- | 9.16 (s, 1), 8.51 (d, 1), 8.46
{4-AF)L-3-[(¥ | W, 1D, 7.96 (dd, 2H), 7.78 (dd,
DI -3-4 N7 | IH), 7.34-7.30 (m, 2H), 2.36 (s,
THOANKFZN] [ 3D, 1.78 (s, 6H)
7y FAT
z >=2-1 ViR
H+3I R
24 5-{[4-7oo-3- |11.04 (s, 1), 10.58 (s, 1H), 433 | Hik 16
(1-37 /-1-AF | 9.17 (d, 1D, 8.53 (d, 1), 8.45
o TFAR | (d, 1H), 8.03-7.94 (m, 3H), 7.82-
AN] 7 /1-2- | .73 (o 3D, 7.35 (d, 1), 2.37
AFIN-N-EUT | (s, 30D, 1.86 (s, 6H)
3R R
TIFR
25 2-(1-7 /-1-A [11.21 (s, 1), 10.81 (s, I, 400 | Ak 112
FILTF V) -N- 9.28 (s, 1D, 8.8 (d, 1H), 8.62-
{4-AFN-3-1(F |8.53 (@, 20), 8.03 (d, 2, 7.99-
JI-3-1)L7 |7.82 (m 3W), 7.37 (d, 1W), 2.39
TOANEZN] | G, 30, 1.76 (s, 6
= ] 7 B (Y et
JF>7 IR
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(42) JP 2008-525406 A 2008.
000000
ey, 3] =g NMR n/z SM
26 -[(B-tert-7F 10.97 (s, 1H), 10.36 (s, 1H), 388 Hik 113
b RS0 T | 9.15 (s, 1H), 8.50 (d, 1H), 8.42
3 /]-2-AF)- (d, 1D, 8.00 (d, 1H), 7.94 (s,
N-EN) P -3-1 10, 7.84-7.73 (m, 3, 7.62 (d,
NRAXT IR 1M, 7.45 (1, 1), 7.32 (d, 1D,
2.37 (s, 3H0), 1.33 (s, 9H)
21 5-{3-(rtEF 10.66 (s, 1H), 10.58 (s, 1H), 451 HHE121
>=1-1 )V AR 8.87 (d, 1M, 8.35 (m, 2H), 8.30
R0 | dd, 1, 8.17 (m, 1H), 8.02 (m,
TR A F 1H), 7.88 (m, 3H), 7.39 (dd, 1H,
J-N-EUT-3- | 7.33 d, 1B, 3.71 (t, 2H), 2.68
ANRXTIE | (s, 3D, 2.36 (bs, 2H), 2.00 {(m,
pA3Y,
28 2- A F )N -5-{[3- 11.19 (s, 1H, 10.80 (s, 1H), 409 3-(AFNWAJV
(AFIANEZ 9.25 (s, 1H), 8.56 (m, 3H), 8.3l R -ZE
Wy XA N] (m, 1H), 8.13 (m, 1H), 8.03 (d, i
FI)-N-EUY | D), 7.86 @ 30, 7.35 (d, 11,
3 ANRZE [ 2.49 G, 3, 2.38 (5, 3D
73R
29 5-({3-[(=»a” | 11.16 (s, 1), 10.74 (s, 1H), 450 Hik 122
OvITI /)R 9.24 (s, 1H), 8.58 (d, 1H), 8.53
WRZIIRS (d, 1D, 8.42 (bs, 1H}, 8.27 (d,
A}y 73 /)-2- | 11D, 8.08 (d, 1H), 8.03 (d, 1H),
AFI-N-E T 8.01 (d, 1H), 7.86 (m, 2H), 7.79
=3-A NN K {t, 10, 7.35 (d, 1H), 2.38 (s,
7IR ), 2.12 (m, 1H), 0.47 (m, 2H),
0.37 (m, 2H)
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(43) JP 2008-525406 A 2008.
goooon
K A= NMR n/z SM
30 S-{-[(ZAFN | 11.25 G, 1D, 10.82 (s, 1D, 156 | Ak 23
Y3 /) AFN]- [9.20-9.35 (@, 1), 8.52-8.65 (m,
3-(hU7nAT | 2H), 8.37-8.48 (m, 21, 8.05 (s,
AFI) ReA | 1H), 7.83-7.98 (m, 2H), T.31-7.45
M732/3-2-% | (@ ), 458 (s, 20, 2.73-2.85
FN-N-EUP- | (0 60, 2.40 (s, 31
3-ANAR KT 3
K
31 5-{[4-[-TF) [11.33 G, 1D, 10.78 (s, 1), 505 | B2
BRSUS-1-1  |9.32 (s, 1H), 8.58-8.72 (n, 20),
V) AFNI-3-(+ | 8.29-8.43 (, 2H), 8.06 (s, 2H),
UZbADAF | 8.00 (dd, 1H), 7.88 (d, 1B, 7.37
Wy RVAN | @, 1B, 3.9 (s, 2H), 3.43-3.58
FI--AF | @ 3, 3.12 (4, SO, 2.85 G,
N-FEU T -3~ | 1H), 2.40 . 30)
ANRAT IR
31 5 ((3-(->7 /- | 11.12 (s, 1B, 10.70 (5, 1B, 455 | Hk 28
FAFNIFN)- [9.20 G, 18, 8.45-8.60 (m, 21D,
5-[(ZAFNTI |8.18 (d, 2, 8.04 (d, 2], 7.78-
Y AFNINRS [1.92 @ ), .37 @, 1), 4.43
VAWM TI- | G, MW, .74 G, 6, 2.32-2.44
-AFN-F-EY |, 3D, 1.79 (s, 60)
D=3 R
AT7IF
33 5-13-G-ErO | 10.38 (s, 1B, 10.25 (s, 1H), 13 | hiE 26
F3-AFINT | 8.68 (s, 1H), 8.11 (d, 1), 7.98
F-1-A>-1-1 | (d, 1), .80 (s, 1B, 7.73 G,
WRLNT | W), 1.64 (d, 1K), T.29-7.42 (n,
I/} AFN- W, 719 @d, 1D, 7.1 @ 1B,
N-EUTL-3-1 | 2.16 (s, 3, 1.28 (s, 68
AP o
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3,3 L&% NMR n/z SM
34 5-{[3-(3,3-U A | 11.07 (s, 1D, 10.47 (s, IH), 411 | Ak 24
FNT&-1-A - [9.20 (s, 1H), 8.55 (d, 1H), 8.47
-1 R | d, 1D, 8.02 (, 1H), 7.95 (s,
WVITI7)-2-A | 1H), 7.89 (d, 1H), 7.84-7.80 (m,
FN-N-BUT - | W), 7.58-7.47 (m, 21, 7.33 (d,
A NAX7I |1, 2.36 (s, 30, 1.30 (s, 9H)
]-:‘
35 5-((3-U->7 /- [10.92 (s, 1D, 10.60 (s, 1D, 510 | ik 2T
1-AFILTFI)- | 9.09 (s, 1H), 8.34-8.49 (m, 2,
5-[(4-AFIER [8.09 (s, 2H), 7.99 (s, 1M, 7.89
SPL-1-A A | @, WD), T.67 dd, 1B, 7.35 (d,
FNIRASANY | 1), 4.15 (br. s, 2H), 3.2- 3.6
T I /)-2-AF (br. m, 8H), 2.78 (s, 3H), 2.39
-N-EV -3 | (s, 3D, 1.69-1.82 (n, 6H)
ANWRCXT IR
36 5-[(3,5-C AF)I | 10.58 (s, 1D, 10.26 (s, 1H), 359 | 3,5-TAFI
RSN T2 O 8.87 (s, 1H), 8.30 (d, 1H), 8.18 9L
J1--AFN-N- | @, 1D, 7.91 (s, 1), 7.83 (d,
BUP-3-1JL |10, 7.56 (s, 20), 7.39 (dd, 1H),
RYZXFIR 7.29 (d, 1D, 7.22 (s, 1), 2.34
(s, 90
37 5-0(3,5- 7)1 | 10.60 (s, 1H), 10.47 (s, 1H), 367 |3,5-YINA
ORIV 7 | 8.88 (s, 1H), 8.31 (d, 1H), 8.18 N EER
3 /1--AFN- | @, 1), 7.90 (s, 1H), 7.81 (d,
N-BUD-3-1 |1, 7.69 (d, 20, 7.55 (s, 1D,
IR AT IR 7.30-7.42 (m, 2H), 2.36 (s, 30
38 5-[(3-3— R~ | 10.59 (s, 1H), 10.42 (s, 1H), 457 [ 3-I—RER
JAIWTI1- [8.88 (s, 1H), 8.31 (s, 2H), 8.18 ik
2-AFI-N-EY | (d, 1H), 7.89-7.98 (n, 3H), 7.83
D3NN |, 1D, 7.29-7.41 (m, 3H), 2.35
X7 IR (s, 3H)
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39 5-[(3,5- A bF [ 10.58 (s, 1H), 10.28 (s, 1W), 391 [3,5-UAbRF
RN T | 8.88 (s, 1H), 8.30 (d, 1H), 8.17 R EER
I21--AFN- | @ 1B, 7.90 (s, 1H), 7.83 (,
N-E) P31 |0, 7.39 (dd, 1D, 7.30 (d, 1),
IR XTI R 7.10 (s, 2H), 6.71 (s, 1H), 3.80-
3.83 (m, 6H), 2.35 (s, 30
40 2-AF)N-5-13- [ 10.58 (s, 1), 10.31 (s, 1B, 345 | 3-AFIER
AFNARN A 8.88 (s, 1M, 8.30 (d, 1H), 8.18 i
V) 7314 | d, 1D, .92 (s, 1D, 7.83 (,
JP-3—A NN | IH), 7.73-7.79 (m, 2H), 7.36-7.43
»X73IEK (m 30, 7.29 (., 1M, 2.39 (s,
31, 2.34 (s, 3W)
41 5-[(3- v 7oR [ 10.58 (s, 1D, 10.29 (s, 1H), 389 | 3-1 v 7Ok
F R AN) |8.87 (s, 1W), 8.30 (d, 1D, 8.18 F-RBER
T3 /]-2-AF (d, 1), 7.93 (s, 1), 7.83 ,
NV-N-EJ -3 | 1D, 7.37-7.50 (m, 4H), 7.29 (d,
ANRZTIE |1, 7.14 (d, 1H), 4.67-4.74 (m,
1H), 2.35 (s, 31, 1.28 (d, 60
42 5—{[3-(AFI | 10.57 (s, 1), 10.23 (s, 1H), 3714 [ -(PAFNLY
TIJ)) R/A | 8.87 (s, 1H), 8.30 (d, 1H), 8.18 2/ )-REE
MTI/1-0-A | @, 1D, 7.91 (s, 1H), 7.83 (d, i
FN-N-EJZ- | 1D, 1.27-7.41 (n, 3H), 7.21-7.24
B-ANNRCXFE |, 2, 6.92 (4, 1D, 2.95 (s,
} 6H), 2.34 (s, 3N
43 5-(3-[(Z7)b4 |10.29 (s, 1D, 10.23 (s, 1H), 413 3-[Nz
OAFI) FA] |8.88 (s, 1D, 831 (d, 1H), 8.10- aAF ) -F
RAMNYTE [ 8.18 (m, 2H), 8.07 (d, 1M, 7.89 A1 LBER
I)=0=AF)N-N- | (s, 1), 7.75-7.84 (m, 2H), 7.62
VYT -3 | (1, 1D, 7.34-7.38 (m, 1D, 7.30
RAXTF IR (d, 1), 3.77 (d, 1D, 2.38 (s,
3H)
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£y, L&Y NMR /2 SM
44 5-1G-z7oo X [10.29 (s, 1), 10.22 (s, IH), 365 | 3-ronoks
1IN T 3R 8.88 (s, 1H), 8.30 (s, 1H), 8.14 &
J1-2-AF)-N- | (d, 1D, 8.02 (s, 1M, 7.93 (d,
PUD2-3-4) | 1D, 7.89 (s, 1H), 7.80 (d, 1H),
RYZAF IR 7.61-7.65 (m, 1H), 7.55 (f, 1H),
7.36 (dd, I, 7.29 (d, 1H), 2.38
(s, 3
45 2-AFI-5-[(3- | 10.58 (s, 1B, 10.31 (s, 1H), 389 |[3-7oRF
TaRFIANY [8.88 (s, 1D, 8.31 (d, 1H), 8.18 REER
ANy TI]1-N- | (@, 1B, 7.93 (s, 1H), 7.84 (4,
FUP -3 | 1D, 7.48-7.55 (m, 2H), 7.37-7.46
RZXFIR (m, 20, 7.30 (d, 1D, 7.15 (d,
1, 4.00 (1, 20), 2.35 (s, 30,
1.75 (g, 2, 0.99 (1, 3
46 5-[(3-RA bF 10.28 (s, 1H), 10.07 (s, 1D, 361 [3-ARFIE
RN TI | 8.88 (s, 1H), 8.30 (d, 1), 8.14 EE®
J1-2-AF)-N- | (d, 1H), .91 (s, 1D, 7.81 (4,
YioL-3—1)b |1, 7.56 (@, H), 7.51 (s, 1H),
ROZXFIR 7.43 (1, 10), 7.36 (dd, 1D, 7.28
d, 10, 7.14 d, 110, 3.85 (s,
30, 2.38 (s, 30
A7 -[-70F X [ 10.29 (s, 1), 10.22 (s, 1H), 410 | 3-7oERE
AT R 8.88 (s, 1H), 8.31 (d, W), 8.12- ik
J1-2-AF NN~ |8.22 (m, M), 7.97 (d, 10, 7.89
PUTY-3-f0 | (s, 1B, 7.75-7.83 (m, 2H), 7.49
RAF IR (1, 10, 7.34-7.39 (m, 1D, 7.29
(d, 10, 2.38 (s, 30
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S {tew NMR 0/z SM

18 5-LG-—( U7 % | 10.57 (s, 10, 10.30 (s, 1B, 103 |3 AU7hF
L RIVAT | 8.87 (s, 1D, 8.30 (d, 1H), 8.17 LREER
2 71--AFN- | (@ 1D, 7.91 (s, 1B, 7.83 (,

NEYTI-3— |1, 7.48-7.54 (@ W), 7.36-7.45

NRZXTIE | (@ W, 1.29 @, 1B, .15
1H), 3.81 (d, 7, 2.34 (s, 38),
1.96-2.10 (m, 1), 0.94-1.00 (m,
6H)

19 5 (13-(1-27 /- | 10.59 (5, 1D, 10.43 (5, 1), 398 | 3-U-37 /-
AFNIFN) | 8.88 (s, 1H), 8.30 (d, 1H), 8.18 -AFNIF
R>JAMTE | @ 1), 8.05 (s, 1D, 7.88-7.97 V) -REER
JY-2-AFN-N- | @ 20, T.84 d, 18, 7.75 @,

BUDL-3-)L |10, T.60 (t, 10, 7.39 (dd, D).
NP ZT3IE 7.32 (4, 1), 2.36 (s, 30, L.71-
1.76 (m, 6H)

50 AFILNEU | 10.44 (s, 1D, 10.42 (5, 1D, 00 |3-Rr0 0T
D234 Jb-5- | 8.72 (d J=2.2Hz, 1H), 8.10-8.15 D% EE8
{3-(rY 7Lt (m, 34y, 8.04 (d J=8.3Hz, 1H),

OAFI) X2V | 1.61-7.83 (m, 4H), 7.15-7.25 (o,
AT/ R |, 2.18 G, 10
VZXTIE

51 Fl-XF-3-  [10.58 G5, 1D, 10.40 G5, 10, 116 | B 30
[(EUT>-3—1 | 8.87 (4, 1M, 8.46 (s, 2H), 8.30
NTIHVE | @ 10, 8.17 @ 1B, 7.90 @
=V Tx=- |10, 7.82 @, 1B, .70 G, 10,
5-ERUDL-1- | T.40 (dd, 1), 7.32 (d, 1D,

AN=aFL73 [3.30-3.26 @, 4D, 2.35 (5, 3,
} 1.69-1.50 (m, 6H)
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K A=t} NMR L % SM
52 W{4-XF)L-3- | 11.00 (s, 1), 10.65 (s, 1H), 418 | FHE 31
[(BUP>-3-1 |0.14 (s, 1B, 8.60 (s, 1), 8.54-
NFIHNE | 8.50 @ M), 8.32 (d, ), 8.00-
=N 7)) | 197 @ M), 7.83-1.77 (m, ),
5-ERU -4~ | 7.36 (A, 1D, 3.77 (t, 4H), 3.33
AN=ZaAFLTI | (1, 4D, 2.37 (s, 30
S
53 5-(DTFNT I | 11.18 (s, 1H), 11.05 (s, 1D, 104 | HHE 3L
2)-N-{4-AF )~ |9.23 (s, 1H), 8.59-8.51 (m, 30,
3-[(EVI>-3- [8.32 (d, 1D, 8.07 (s, 1H), 8.03
ANTINL | (s, 1D, 7.90-7.85 (m, 2H), 7.36
A=) 7= | W@ 1D, 3.53 (o, 40, 2.38 G,
VY ZaFryI |, 114 (t, 68
K
54 5-(1-27 /-1-2 | 11.23 (s, 18), 10.78 (s, 1), 100 | H 33
FITFV)-F  |9.29 (4, 1D, 9.12 (d, 1), 8.96
(4-2FN-3-1(E | (@, 15), 8.62 (d, W), 8.56 G,
YUL-3-7 |10, 8.44 (1, 1H), 8.03 (d, 1),
I YANRZN] | 7.95 (dd, 1D, 7.84 (dd, 1),
JxZV} ZaF {1.37 d, 15, 2.39 (s, 3, 1.80
YTIR (s, 6H)
55 2-7no-5-((3- | 11.06 G, 1), 10.45 (s, 1D, 110 | HHE 34
27O | 8.68 (s, 1H), 8.36 (4, 1H), 8.1
AT 2 (dt, 18, 8.05 @, 18, 7.95 (dd,
J1-FG-70% |10, 7.71 (4, 1), 7.55 - 7.65
OEYP-3 | @ 2, 7.40 (1, 10D, 7.27 -
MRZZTIR | 7.36 @ 1), 2.01 (ddd, 1B,
0.95 - 1.04 (m, 2H), 0.76 (ddd,
2H)

gooooao

7.

17

10

20

30

40



goooogao

(49)

JP 2008-525406 A 2008.

£y fvay NMR B/z SM

56 -[(3->ro7o | 11.15 (s, 1H), 10.44 (s, 1H), 391 itk 226
EIL-5-7 )40 9.25 (s, 1D, 8.58 (d, 1H), 8.52
NN 72 | @, 1D, 8.01 (d, 1H), 7.78 -
J1-2-AFII-F | 7.93 (@ 2B, 7.46 - 7.56 (m,
EU2-3-1) |, 7.34 d, 1D, 7.16 (d, 1),
RNZATIFR 2.37 (s, 3D, 2.04 (id, 1), 0.95

- 1.07 (m, 2/}, 0.81 (di, 2D

97 s-roua-F{4-A [ 11.95 (s, 1H), 10.60 (s, 1H), 406 | 5-ZDO-1#F
FIL-3-[(EY 2 10.40 (s, 1H), 8.88 (s, 1), 8.31 A K—=Ib-2-
>=3-1NFR/) | W, 1, 8.17 (d, 1H), T7.93 (, AN B
ANFZN] 72 |10, 7.87 (d, 1), 7.78 (s, 1H),
i A B Y/ S gl 7.45 (d, 1H), 7.42 (s, 10, 7.39
—)=2-F1 VR F (@ 1W), 7.32 (d, 1D, 7.24 @,
RN 10, 2.36 (s, 3D

58 4,6~ 7)) Ano- 12,20 (s, 1H), 10.62 (s, 1H), 407 |4 6-¥T7NF
F{4-AF)N-3- 10.39 (s, 1H), 8.89 (s, 1H), 8.32 O-14-1>F
(U2 -3-1 d, 1D, 8.18 d, 1H), 7.93 G, —N-2-F1 LR
N7 2 7)HILR 10, 7.8 d, 1D, 7.56 (s, 1D, B
ZN] 7z} [ 7.40 (m, 1H), 7.34 (d, 1H), 7.08
VA2 B—=0b-2- | (d, 1D, 6.95 (m, 1H), 2.37 (s,
AR FHI R W

G} -Z1o-F{4-A | 10.17 (s, 1H), 9.98 (s, 1H), 9.56 |[367 |2-Zonoa—fYy
FI-3-[(BEU (s, 1H), 8.80 (s, 1D, 8.19 (s, —IOF B
-NTR/) (D, 811 (s, 1H), 7.80 (s, 1H),
ANKRZIN] 7z | 7.72 G, 1D, T.14 (s, 2H), 6.99
0 gav=aF | (s, 1H), 3.66 (s, 30, 2.15 (s,
»T3IF 30
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Kiapi A=t NMR /2 SM

60 5-{[4-7oo-3- |[10.65 (s, 20, 8.92 (s, 1H), 8.40 434 |[4-r1p-3-
(FUZNATA | (s, 1D, 8.34 (s, 1H), 8.24 G, (R 7040
FI) XA MW, 7.92 (s, 2W), 7.83 (s, IW), AFINVERE
NMTI/1-2-A [ 7.44 (5, 1D, 7.33 (s, 1H), 2.37 3
FN-FEVZ- | (s, 3D
AIINRAT 3
R

61 5-A hFI-#{4- [ 11.58 (s, 1D, 10.59 (s, 1H), 401 | 5-A RFI-
AFN-3-[(E1)  [10.26 (s, 1H), 8.90 (s, IH), 8.31 L1 > R—
Tr-3-ANTE | (s, 1), 8.19 (s, 1D, 7.91 (s, V-2-h R
) HIVRZIV] 2, 7.35 (s, 3H), T.13 (s, 1H), 5
Tz -1 | 6.87 (s, 1H), 3.78 (s, 30, 2.34
YRR | (s, 3D
RFEHIR

62 ¥ {4- A F)L-3- 11.75 (s, 1H), 10.60 (s, 1H), 371 | LA 2 R
[(PUD-3-1 [10.32 (s, 1), 8.89 (s, 1H), 8.31 N-2-H VR >
W72y AR | (s, 1B, 8.19 (s, 1H), 7.95 (s, 4
W7z Z)V- |1, 7.87 (s, 1), T.67 (s, 1D,
11> E—)b-2- [ 7.43 (s, 3H), 7.32 (s, 1H), 7.21
ANKRFHIF (s, 1H), 7.05 (s, 1H), 2.36 (s,

W

63 -rom-2-A bk | 10.59 (s, 1H), 10.30 (s, 1H), 396 [ 5-rOm-2-X
F-NF4-AF 8.89 (s, 1W), 8.33 (s, 1H), 8.1% hREEE
N-3-[(BU 2~ | (s, 1D, 7.88 (s, IW), 7.76 (s, i
- NI | 1B, 1.58 (s, 2H), 7.40 (s, 1H),
VRZV] 7= | 7.31 (s, 1H), 7.22 (s, 1H), 3.91
MR Z7IR | (s, 3D, 2.35 (s, 30
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e L& NMR /3 SM

64 5-AF)N-F{4-A | 11.60 (s, 1H), 10.59 (s, 1H), 385 | B-AFI-1H
FN-3-[(EUY |10.26 (s, 1), 8.89 (s, 1H), 8.31 A2 F=I-1-
Y3ANT /) | (s, 1D, 8.19 (5, 1H), T.94 G5, FOVR B
HNRZN] 7= (1D, 7.87 (s, 1H), 7.44 (s, 1),
ZIVFIEA R [ 7.35 (s, 3D, 7.05 (s, 1H), 3.31
—N-2-ARE | G, 30, 2.36 (s, 3H)
B3R

65 B-AFJL-M{4-A |10.75 (s, 10), 10.57 (s, IH), BT | 5-AFINATY
FN-3-I(EUY |8.87 (s, 1H), 8.31 (s, 1H), 8.18 FF S —)b-
3ANTR) | G, 1D, 7.95 G, 1), 7.81 G, 31V B
ANRZN] T7x |1, 1.39 (s, 1), 7.30 (s, 1H),
S VFFT [ 6.66 (5, 1D, 3.30 (s, 3, 2.34
=3RRI
FHIR

66 -rnn-6-AF [ 10.76 (s, 20), 8.97 (s, 1H), 8.37 [381 |2-ZDOD-6-R
-F{-AFN- | (s, 10, 8.27 (s, 1), 7.95 (s, FNAV =2
FHEYP-3- | 1W), 7.82 (s, 30, 7.52 (s, 1M, F
ANT2/) F)b | 7.33 (s, 1), 2.55 (s, 3W), 2.36
RN 7z} | s, 3D
AVZIOFUT R
I3

67 F{4-AF)-3- | 10.59 (s, 1H), 10.44 (s, 1H), 416 | 2-EJHRY -
[(BVUP-3-14 |8.90 (s, 1H), 8.32 (s, 2H), 8.19 =1 A=
VTR J) AR | G, 10, 7.91 (5, 1), 7.83 G, aF 8
ZVIT V- | 1D, 7.41 (s, 1H), 7.34 (s, 1),
2-BNERD -4 | 72T G5, 1D, T.15 (s, 1H), 3.73
ANAVZAFL [ G, 4D, 3.54 (s, 4H0), 2.36 (s,
7IF 3H)
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SHEHas {b&¥ NMR n/z SM

68 1-tert-7F)L-3- | 10.66 (s, 1H), 10.56 (s, 1), 392 1-tert~7F
AFI-F{4-AF [8.86 (s, 1H), 8.31 (s, 1D, 8.17 =3-AF )L~
N-3-[(PU D> | (s, 10, T.84 (s, 1), 7.70 (s, 1Y 5 —
-ALTI)h | 1D, 7.40 (s, 1), 7.28 (s, 1H), N-5-HNH
MRz 7= [6.38 (s, 1), 2.33 (s, 30), 2.18 i3
M-LEFEI— | (s, 3D, 1.57 (s, 9H)

W-5-F1 LR+
IR

69 5-[(3-> 7070 |10.57 (s, 1), 10.29 (s, 1H), 372 | ik M
Bl ROV [ 8.88 (s, 1H), 8.31 (s, IH), 8.18
732 2]-2-AF | (s, 1D, 7.93 (s, 1H), 7.84 G,

A-FPUPL-3- [ 1D, .71 (s, 1), .63 (s, 1H),

ANRIZTIR [ 7.40 (s, ), 7.30 (s, 20), 4.09
(s, 1, 2.35 (s, 30), 1.00 (s,
2H), 0.76 (s, 2H)

70 N{4-XF)L-3- | 11.29 (s, 1), 10.62 (s, 1D, 371 | 1A > F—
[(BVYD2-3-1 | 10.40 (s, 1H), 8.91 (s, 1H), 8.33 N=T-HVR >
WTF2/) Al | (s, 1D, 8.19 (s, 1H), 8.11 (s, 17
ATz [ 1D, 7.84 (s, 3H), 7.36 (s, 3H),

VA > R=)b-1- | 7.12 (s, 1D, 6.55 (s, 1), 2.37
ANEFHIR (s, 3D

1 N {4 XF)-3- | 11.38 (s, 1), 10.59 (s, IH), 37 | 11 o F—
[(CUv-3- ]10.29 (s, 1H), 8.91 (s, 1H), 8.32 N-4-H AR
W72 7)Y AR | (s, 10, 8.20 (s, 1H), 8.02 (s, 3
A7z - |1, .85 (s, 1), 7.59 (s, 2H),

LA > R—)b-4- | 7.48 (s, 1H), 7.40 (s, 1H), 7.30
AR FHI R (s, 1), 7.21 (s, 1H), 6.86 (s,
1H), 2.36 (s, 3H)
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S 1t ¢ L4 NMR n/z SM

72 tert-7FJ {(3- | 10.62 (s, 1H), 10.35 (s, 1H), 446 | 3-[(tert-7 b
[({4-AF -3~ 9.58 (s, 1H), 8.90 (s, 1H), 8.33 FohVR=
[(BUP-3-1 | (s, 1), 8.20 (s, 1H), 8.04 (s, T3 /1R
WY I ANE (1D, 7.93 (s, 1H), 7.81 (s, 1), BER
ZN] 7zl | 7.56 (s, 2H), 7.41 (s, 2H), 7.29
T3/ ALEZ | (s, 1B, 2.35 (s, 3W), 1.49 (s,
W7z} B 9H)
JVINA— b

73 2, 2-CAFN-F |[10.60 (s, 1H), 9.78 (s, 1H), 8.89 402 |2,2-PAFI)-
{4-AFN-3-[(E | (5, 1), 8.31 (s, 1D, 8.19 (s, 2,3-Pk Ro-
JP-3-17 |10, 7.87 G, 10, 7.68 (s, 2H), 1-R 75
THAIEZAT [ 1.36 (s, 3D, 6.97 (s, IH), 3.10 =T-FR >
TJrZ-2,3-2 | (s, 2H), 2.35 (s, 3H), 1.53 (s, ]
b RO-1-xX>Y | 60
75 2-1-H )bk
FHI R

74 5-7OE-F{4-2A [ 10.59 (s, 1H), 10.42 (s, 1H), 401 |[5-7oE-2-7
FI-3-[(EV [8.88 (s, 1D, 8.31 (s, 1H), 8.17 S AR
=3-AINT R ) | (s, I, 7.84 (s, 2H), 7.47 (s, i
FAINRZI] 7= [1H), 7.39 (s, 1H), 7.29 (s, W),
ZIV-2-T07 2 16.83 (s, D, 2.34 (s, 3D
N

75 2, 4-CAF)-F |10.57 (s, 1H), 10.18 (s, IH), 367 | 2,4-TAF)-
{4-AFN-3-1(E }8.88 (s, i), 8.30 (s, 1), 8.18 1, 3-F7/—
DP-3-A)V7 | (s, 1), 7.80 (s, 1H), 7.70 G, =5-H VR >
IVANRZA] LW, 7.39 (s, 1H), 7.28 (s, 1HD, B
ZrZ)V-1,3-F | 2.65 (s, 3H), 2.53 (s, 30, 2.33
TS =N-5-200 | (s, 3H)
RFEFI R
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K A=y NMR n/z SM

76 NF{4-AF -3~ 10.59 (s, 1H), 10.39 (s, 1H}, 414 5-E) P -2-
(B2 -3-1 8.88 (s, 1H), 8.57 (s, 1H), 8.31 ANFAT =
W7 3/7) BVl | (s, 1D, 8.19 (s, 1H), 8.01 (s, =R
iy} ) 5 Sy | 1 B 2, 7.85 (s, 4, 7.36 (s, 3D, 73
-V -l 2.35 (s, 30
WNFF Tz -2-
ANBFHI R

7 1-AFI-N{4-X | 10.61 (s, 1), 10.43 (s, 1H), 385 1-AFI)-1#
FI-3-[(BU v 8.90 (s, 1H), 8.32 (s, 1H), 8.20 A4 2 F—)lb-2-
3 ANTI) | (s, 1), .97 (s, IH), 7.80 (s, R Vi
ANBEZN] 7 | 1D, .71 (s, 1H), 7.58 (s, 1),
ZIV-1E1 2B 7.35 (s, 4}, 7.15 (s, 1H), 4.01
—N-2-RNAEF | (s, 3D, 2.35 (s, 30
HIR

78 2-RAXFIN-FE) 10.66 (s, 1M, 10.59 (s, 1H), 400 -(rJ 7%
=31 -5- 8.87 (s, 1), 8.30 (s, 1D, 8.17 OAFI) &
{[2-(RYZNF | (s, 1D, 7.82 (s, 8H), 7.70 (s, o7
OXF)) N2/ [ 3H), 7.38 (s, 1D, 7.30 (s, 1M,
ANIT 2/} R 2.34 (s, 3H)
ATIR

79 2-AFJ-5-[(3- 10.57 (s, 1), 10.39 (s, 1H), 424 -7z /¥
T/ FNR |18.89 (s, 1H), 8.31 (s, IH), 8.19 KEEER
AN TR/I-F | (s, 1D, 7.92 (s, 1), 7.79 (s,
v I-3-1) W), 7.57 (s, 2H), 7.41 (s, 3H),
NyZA73ER 7.30 (s, 1H), 7.20 (s, 2D, 7.07

(s, 2H), 2.35 (s, 3D
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3,7 L& NMR /2 SM
80 5-({3-(1->7 /- | 10.93 (s, 1H), 10.49 (s, 1H), 458 HiE 3T
1-AFITFI)- | 9.14 (s, I1H), 8.49 (d, 1), 8.36
5-[(AFNFH) (d, 1B, 7.92 - 8.03 (m, 2H),
AFNIRI/A | 7.80 - .92 (n, W), T.64 - T.75
MTI -2 | @ W, 7.38 @ 10, 3.84 (s,
FA-FEVT- |, 2.38 (s, 30, 2.01 (s, 30,
A NARZZTI | 1.77 (s, 68
&
81 3-(1-7 /-1~ 10.94 (s, 1H), 10.43 (s, 1H), 492 ik 38
AFINLTFI)-5- [ 9.13 (s, IH), 8.44 (dd, 2H), 7.99
[({4-AF -3~ (s, 1H), 7.88 - 7.95 (m, 2H),
(B -3-1 7.84 (dd, 1H), 7.68 - 7.76 (m,
NN EEAY B % 1H), 7.65 (s, 1H), 7.34 (d, 1B,
] 7>k} 3.81 (s, 21D, 2.39 (s, 3, I1.75
TI/) ANERZ | (s, 6
N7zt A
2 2 2R
82 - B-{1-[( A 10.85 (s, 1H), 10.44 (s, 1W), 480 HiE 40
FNTI) AN (9.06 (s, 1), 8.45 (d, 1H), 8.35
FZHI-1-AFIN | d, 1H), 8.15 (s, 1H), 7.96 -
IFI} R | 8.01 (m, 2H), 7.80 - 7.88 (m,
M7 2 /]-2-A 20), 7.65 (dd, 1H), 7.57 (t, 1H),
FIN-FEUT - | 7.33 d, 1B, 2.60 (s, 6H), 2.37
A NNRZXTZ | (s, 3D, 1.79 (s, 6
I
83 5{[3-(, -5 | 10.85 (s, 1, 10.38 (s, 1), 397 | Bk 41
FTan-1-1 9.07 (s, 1H), 8.45 (d, 1H), 8.36
-l R | (d, 1H), 8.08 (s, 1H), 7.96 (s,
AN] T3 /}-2- | 1H), 7.74 - 7.86 (m, 3H), 7.65
AFI-FEUD (g, 1M, 7.50 (t, 1), 7.32 (d,
3NN X 110, 2.35 (s, 3, 1.57 (s, 6H)
73R
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ey, 1 (7=t NMR 0/z SM

84 5-{[3-(1,1- X | 10.59 (s, 1H), 10.38 (s, 1H), Al | AE: 42

FNTZ-2-1>- | 8.88 (s, 1), 8.30 (d, 1), 8.18
-t IWRA | (d, 1), 8.08 (s, 1D, 7.92 (s,
WIF I /)-2-A 1D, 7.80 - 7.87 @, 20, 7.77
FI-FEYZ - | d, 1D, 7.50 (&, 10, 7.40 (4,
AR XFI | IB), 1.31 (d, 1H), 2.36 (s, 30,
R 1.85 (s, 3, 1.55 (s, 6H)

85 5-[G-{0(ZAF [10.45 (s, 1H), 9.90 (s, 1H), 8.66 |417 | HiL4d

WTI/) AR | (5, 1H), 8.08 (s, 1H), 8.02 (d,
ZVITFIJYROID, 7.93 (d, 1D, 7.56 (d, 1),
AT 2 7.36 (dd, 1H), 7.20 - 7.28 (m,
J1-2-AF - ), 7.07 (d, 1H), 6.84 - 6.97
PUD-3- | (m 20), 2.05 (s, T, 1.90 (s,
RZATIER 3H)

86 5-{3-(1,1-27  |10.92 (s, 1H), 10.50 (s, 1H), 395 | Hik 4T
ADTFN) R [ 9.11 (s, 1D, 8.48 (d, 2H), 8.37
NAN]T 2 (d, 1H), 8.12 (s, 2H), 8.06 (d,

JY--AFN-F [ 1D, 7.96 (s, 1H), 7.79 (dd, 3D,
VUYL -3-1JL [7.60 - 7.72 (m, 2H), 7.32 (d,
RFZXT7 IR 1M, 2.35 (s, 30), 1.98 (i, 3

87 2-AF)-5-1[3- | 10.85 (s, 1), 10.36 (s, 1D, 385 | HiE49
(I-AFNr7o | 9.08 (s, 1M, 8.44 (d, 1H}, 8.34
Fovil) x> | W, 1D, 7.98 (s, W), 7.72 -

ANITI Y- | 7.85 (m, 30, 7.64 (g, 1H), 7.44

BUD-3-1) | (s, 2D, 7.33 (d, 1D, 2.37 G,

RZX7 IR 3H), 1.43 (s, 3H), 0.89 - 0.95
(m, 2H), 0.78 - 0.87 (m, 2H)
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£y, L&Y NMR n/z SM
88 5-[(3-U-37 /- | 10.61 (s, 1D, 10.44 (s, 1H), 471 JiE 50
1-AFNTFII)- |8.90 (s, 1H), 8.31 (d, 1H), 8.19
{[ABFFI (A (d, 1), 7.83 - 7.99 (m, 4H),
FI) TEI1A 7.76 (s, 1H), 7.40 (dd, 1D, 7.33
Fy RTA (d, 1H), 3.88 (s, 2H), 3.27 (s,
W7 7]-2-A 3D, 2.62 (s, 3W, 2.38 (s, 3W),
FI-FEUT - [ 1.76 (s, 6H)
A INRZXT 3
S
89 5-({(3-(-37 /- | 10,93 (s, 1H), 10.52 (s, 1D, 490 FiE 175
1-AFNITFI- |9.13 (s, 1H), 8.48 (s, 1H), 8.39
S-[(AFIILANER | d, W), 8.07 (s, HD, 7.95 (d,
=) AFIIN 2H), 7.78 - 7.89 (m, 2H), 7.64 -
AN TR 7.77 (m, 1H), 7.37 (d, 1H), 4.67
J)=2=AFN-F (s, 20, 3.00 (s, 30, 2.39 (s,
vy -3-1V 3H), 1.78 (s, 6H)
NIZXT IR
90 2~ AF - 11.03 (s, 1H), 10.62 (s, 1H), 414 ik bl
V=31 -5~ 9.20 (s, 1), 8.49 - 8.56 (m,
{[3-Q,3-F7Y 2H), 8.45 (d, I1H), 8.16 (d, 1H),
—J=-2-1 )X [8.02 - 8.08 (m, 2H), 7.99 (d,
JAN] T/} 10, 7.76 - 7.88 (m, 3H), 7.68
NAXT IR (t, 10, 7.35 (d, 1H), 2.37 (s,
3H)
91 -[(3-7 VA1~ 10.56 (s, 1), 10.35 (s, 10, 364 -7 NF -5
b= AFIN/A | 8.88 (s, 1H), 8.30 d, 1H), 8.17 AFNEEE
Wy 7R /1-2-A |, 1D, 7.91 (s, 1H), 7.82 (dd, i3
Fh-FEUT - [1W), 7.65 (s, 1H), 7.56 (d, 1H),
A NRXFE | 7.40 (dd, 1H), 7.31 (d, 1H), 7.28
R (d, 1D, 2.41 (s, 3D, 2.36 (s,
30
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K L&y NMR /% SM

92 N {4-AF -3~ 9.72 (s, 1), 9.62 (s, 1H), 8.78 [440 {2-(RUZNF
[((EV2-3-1 (d, 1H), 8.85 (s, 1H), 8.83 (s, O XFIV)-1H
VT )HIR | I, 8.27 (@d, 1H), 8.00 - 8.03 ROZALZH
=N 7xz)l- | (m, 20, 7.75 (dd, 2, &.27 (dd, J—=N-6-71 )1
-(hY) 7 )F10 10, 7.22 (d, 1), 2.42 (s, 3 R
AF ) -1
XA 2 FS =)~
6~ BRI R

93 I-AFI-F{4-A | 10.55 (s, 1H), 9.83 (s, 1), 8.87 [335 [ I1-AF)-1#
FI-3~-[(E) ¥ (d, 1M, 8.29 (dd, 1H), 8.17 (dd, Yo—)V-2-h
3-ANTR) | IW, 7.87 (d, 1M, 7.75 (dd, 1H), P17
ANKRZIV] 7 [7.38 (dd, 1), 7.25 (d, 1H), 7.04
I n— (dd, 1H), 7.00 (s, 1), 6.09 (dd,

J-2-2RFH |1 HO 3.86 (s, 3H), 2.83 (s, 30
IR

94 F{4-AF ) -3- 8.86 (d, 1), 8.30 (s, 1H), 8.26 321 |\ FED—)-
[(EV2-3-—1 | @ 1D, 7.89 (d, 1M, 7.59 d, - B
WVF2 /) AR |10, 7.45 (dd, 1H), 7.28 (d, 1W),
by |7 - ey | 1 B 7.01 (dd, 1H), 7.96 - 7.99 (m,

I1FEn—)L-2-4 | 1H), 3.25 (s, 3H)
WHFHI R

95 5-[(4-7oE-3- [9.64 (s, 20), 8.94 (d, 1), 8.80 |424 |3-AFJ-4-7
AFIA T A - 8.83 (m, 2D, 7.99 (d, 1D, e E EEE
V) FR1-2-A [ 7.94 (s, 1), 7.79 (dd, tH), 7.68
FN-FEYP- |- .73 @ 2H), 7.86 (dd, IO,

J-ANRCZATFI | 7.27 (d, 1), 2.45 (s, 3H), 2.42
F (ss, 3H)

96 5-[G,5->70n0 [ 9.77 (s, 1D, 9.67 (s, 1H), 8.95 [400 |3,5-Z o0
RJANY 72| (s, 1), 8.28 - 8.34 (m, 2H), REEE
J1-0-AF)N-F [ 7.99 (4, 1D, 7.96 (d, 2H), 7.79
PUD-3-1Jb | @, W, 7.71 (4, 1, 7.37 (dd,

RXF7 IR 1), 7.28 (d, W), 2.42 (s, 3D
000000
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=y, A NMR m/z SN
97 b-[(4-A RF 9.63 (s, 1H), 9.46 (s, 1H), 8.95 [362 [4-ALFI%&
RT3 |, 10, 8.80 - 8.83 (m, 21, BE#
21-0-AFN-F | 7.97 - 8.01 (m, 3H), 7.80 (dd,
BUI-3-1)L | IH), 7.37 (dd, 1H), 7.25 (d, 1),
X7 IR 7.03 (s, 20), 3.87 (s, 3, 2.4l
(s, 3
98 2.5-Crnono-& [ 9.63 (s, 1H), 9.46 (s, 1H), 8.95 [400 [2,5-FZ7 oD
{4-AF)-3-[(E | @ 1D, 8.30 - 8.33 (m, 21D, ST
J-3-A 7 [7.95 - 8.02 (m 3, 7.80 (dd,
I VAR | 1D, 7.86 (dd, 1H), 7.25 (dd,
7R ZX 1D, .00 - 7.03 (m, 2H), 4.12
73R (dd, 2H0), 2.41 (s, 3, 1.88 (t,
30
99 5-[(2,5-PAFI [9.83 (s, 1H), 8.71 (s, 1H), 8.48 [360 [2,5-TAFN
RSN TE |, 1), 8.21 (s, 1D, 8.17 (d, ZREY
J1-2-AF)-F |1, 7.90 (s, 1H), 7.50 (d, 1H),
PU2-3-1)L | 7.85 (dd, 1D, 7.17 (s, 1H), 7.02
RAXTIER - 7.09 (m 3, 2.37 (s, 3D,
2.32°S, 3M, 2.24 (s, 3
100 5-ron-2-7)1 [ 9.67 (s, 1H), 9.57 (s, 1H), 8.94 [384 [ 2-7)bAr1-5-
A O-§{4-AF (s, 1H), 8.80 - 8.83 (m, 2H), rongRE
V-3-[(EUT>- | 7.96 (s, 1), 7.75 - 7.81 (m, B
-1 FI/)H |2, 7.58 - 7.63 (m, 1H), 7.29
JVRZMV] 7x= |- 7.37 (m, 3H0), 2.43 (s, 3H)
IR X7 IR
101 5-[(3,4-TAF I [10.81 (s, 1), 9.65 (s, 1H), 9.10 [360 [3,4-TAF)
RT3 | W, 1H), 8.83 (s, 1H), 8.19 (s, LEE#
J1-2-AFN-F | 1D, 8.11 (s, 1H), 7.64 - 7.70
PUDY-3-AJL | (m 3H, 7.52 (d, 1M, 7.01 (d,
N> X7 IR W, 6.70 (d, 1M, 2.25 (s, 31,
2.17 (s, 3, 2.12 (s, 3
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H Wt 7=y NMR /2 S
102 5-[(4-T.hF 9.74 (s, 2H), 8.94 (s, 1), 8.28 [376 |4-ThFI%
RSN TE |~ 8.32 (m 2, 7.93 - 7.97 (m, BER
J1-2-AFI-F |2, 7.73 d, 1H), 7.64 (s, 1M,
BPYDL-3-1J | 1.52 (s, 2H), 7.86 (dd, 1H), 7.30

NYAT IR (d, 18, 2.42 (s, 3H)

103 -A RFI-2-A [10.56 (s, 1D, 10.26 (s, 1H), 376 | 2-AFI)-4-RA
FI-F4-AF 8.87 (s, 1M, 8.30 (d, 1H), 8.17 rRREE
N-3-[(BV T~ | d, 1D, 7.90 (s, 1H), 7.71 (4, i3
N7 )H |1, 7.36 - 7.45 (m, 2H), 7.26
WEZN] 7= | @ 1D, 6.83 - 6.86 (s, 30,

IR Z7IR |2.38 (s, 3H), 2.33 (s, 30

104 5~[(3,4-T A RE [10.56 (s, 1H), 10.16 (s, 1H), 392 [3.4-PAbLF
3 RASALIT | 8.8T (s, 1W), 8.30 (d, 1), 8.16 TREER
3 71-2-AF)- | (d, 1D, 7.89 (d, 1D, 7.83 (dd,

FEUD-3-1 | 1B, 7.62 (dd, 1M, 7.53 (4, 1H),

WRPZXT IR 7.38 (dd, 1), 7.28 (4, 1W), 7.07
(d, 1H), 3.83 (s, 6H), 2.34 (s,
30

105 5-[(3-7oo-5- [10.59 (s, 1H), 10.50 (s, IH), 384 | 3-7)LFD-5-
FNATRIA | 8.87 (@, 10, 8.30 (dd, 1H), 8.17 P nREE
V) 72 71-2-A | (d, 1B, 7.89 - 7.91 (@ 2H), ]
FN-FEUI- 1775 - 1.83 (m 20, 7.71 (ddd,

ANRIAYI | 1D, 7.38 (dd, 1H), 7.80 (d, 10,
K 2.36 (s, 30

106 - AFIL-5-[4- [10.57 (s, 1H), 10.19 (s, 1H), 390 [4-7oRF
ToRFINY | 8.88 (d, 1H), 8.80 (dd, I, 8.18 T RER
AN T2 /1-F | (d, 1), 7.97 (s, 1H), 7.92 -

PUZ-3—1)b | 7.94 (m 2H), 7.83 (dd, 1H), 7.39

R X7 IR (dd, 1H), 7.28 (4, 10, 7.06 @4,
9H), 4.01 (t, 2H), 2.35 (s, 3W),
1.75 (@, 2H), 0.99 (1, 38
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=3, 7] =g i NMR n/z SM
107 5-[(3,4-> 7o [10.58 (s, 1H), 10.46 (s, 10, 400 |3,4-¥rnon
RN 72| 8.88 (s, 1H), 8.80 (d, 1), 8.17 LEER
J1-2-AF)N-F | (d, 1B, 8.02 (1, 1D, 7.9 -
BUS~3-) [7.93 (m, 1D, 7.82 (dd, I1H)}, 7.67
NAX7 2R (d, 10, 7.55 - 7.60 (m, 1H),
7.40 (dd, 1H), 7.32 (d, 1H), 2.83
(s, 30
108 5-{[3-(Fx /A |[10.83 (s, 1H), 10.63 (s, 1D, 411 | Hik 130
JVIRZI) R 19,04 (s, 1H), 8.38 - 8.44 (m,
AN]T 2 /Y-2- |2, 8.32 (4, W), 8.18 (d, M),
AFN-FEUT [8.02 (d, 1H), 7.96 (s, 1H), 7.83
B3NN [, 1D, 775 (L, 18, 7.62 (dd,
73R 1H), 7.50 (s, 2H), 7.34 (d, 1H),
2.36 (s, 3
109 -[B-{4-(eF [10.86 (s, 1H), 10.64 (s, 1), 509 | A 131
OF2AFIN) E |9.07 (s, 1H), 8.45 (d, 1), 8.32
RYP-1=-1 )] |- 8.40 (m, 20, 8.23 (d, 1M,
ZIVRZJVIR> [ 8.04 (d, 1D, 7.97 (s, 1D, 7.79
AW T /1= | (ddd, ), 7.65 (ad, 1H), 7.34
-AFN-FE) | (d, 1), 3.84 - 3.98 (m, 1H),
D340 | 3.63 - 3.72 (m, IH), 3.50 - 3.57
A7 2R (m, 1H), 3.37 (dd, 1H), 2.94 -
3.07 (m, 1D, 2.36 - 2.42 (m,
2D, 1.72 d, 1H), 1.34 - 1.49
(m, 3H), 1.05 - 1.21 (m, 2H)
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e L& NMR /z SM
110 5-[(3-{(3- (& k 11.07 (s, 1), 10.71 (s, 1B, 509 | HiE 123
OFAFI) B [9.19 (5, 1H), 8.41 - 8.56 (m,
AP -1-)] |2, 8.21 - 8.34 (m, ZH), 8.00
ANWHRZIPR (s, I, 7.89 - 7.96 (m, i),
AT R /- [ 7.82 (), 3D, 7.35 d, 1D, 3.68
-AFN-FEY (d, 1H), 3.56 (d, 1H), 3.30 (dd,
s D 2 10, 3.01 - 3.17 (m, 3, 2.34 -
A7 IF 2.42 (m, 3H), 2.23 (1, 1H), 1.98
(t, 1D, 1.60 - 1.72 (m, 1D,
1.44 - 1.59 (m, 2H), 1.18 (4,
2H), 0.87 (m, 1H)
111 5-[3-{[2-(EF 11.23 (s, 1), 10.74 (s, 1D, 509 | Ak 124
BFEAFN) E [9.27 (s, 1M, 8.51 - 8.63 (m,
NRYD-1-J1 |20, 8.23 - 8.35 (m, 2H), 8.02
AIVIRZIVPR (s, 1D, 7.89 - 7.96 (m, 2H),
AT/ (1,76 - 1.89 (m 2, 7.35 (d,
- AFN-FEN) 10, 3.68 (d, 2/, 3.18 (d, 20,
Ve e D) 2 e 3.00 - 3.09 (m, 1H), 2.38 (s,
A7 IR 3, 2.23 (1, 20, 1.70 (d, 20,
1.33 (s, 1), 1.10 - 1.22 (n, 3H)
112 -G~ {[ABFF [10.80 (s, 1H), 10.69 (s, 1), 455 | Hik 125
(AFIT 2 /] 9.02 (s, 1H), 8.36 - 8.43 (m,
1% ha | RN 3H), 8.30 (d, 1H), 8.02 - 8.06
JAWT 2] (m, 1H), 7.94 (s, 1M}, 7.81 -
-AFI-FEY 7.90 (m, 2B, 7.59 (dd, W), 7.34
=3I d, 1), 3.74 (s, 3D, 2.77 (s,
X7 3IR 3, 2.37 (s, 30
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£y, 70 =g NMR /z SM
113 5-[(3-{[(2,3-2 [10.60 (m, 2H), 8.88 (d, 1H), 8.29 |536 | H#k126
b RoF 7o |- 8.35 (m, 2H), 8.28 (d, 1W),
W) (AFNW) 73 (818 (d, 1M, 7.97 (&, W), 7.91
J1 2RV | d, 1B, 7.78 - 7.89 (n, 2H),
R TR 7.3% dd, 1), 7.33 (d, 1H), 4.88
J1--AFN-F | (d, 10, 4.63 (1, 10, 3.58 -
YT -3-1)b |3.68 (m, 1M, 3.30 (m, 5.12, 2H),
RZXT7IR 3.12 (dd, 1H), 2.85 (dd, 1),
2.78 (s, 3, 2.36 (s, 3W
114 1-AF)N-FEU 1119 (s, 1), 10.75 (s, W), 495 | k127
T3 Jb-5- 9.23 (m, 1H), 8.50 - 8.60 (m,
[G-{[(FF5k |2, 8.41 (i, 1H), 8.24 (d, 1,
Ro752-2-1 |8.03 (d, 1D, 7.92 - 8.00 (m,
WAFITI T | W), 7.85 - 7.90 (@, 2H), 7.75
ZIEZNIRY |4, 1D, 7.34 d, 1), 3.79 (m,
ANV 7271 | 1IW, 3.64 (@ 1W, 3.50 - 3.58
RYX7 3R m, 1H), 2.79 (1, 2H), 2.37 (s,
M), 1.78 - 1.85 (m, 1H), 1.69 -
1.77 (m, 2H), 1.47 - 1.58 (m, 1)
115 2-AFN-5-{{3- [11.19 (s, 1D, 10.75 (s, 1H), 481 | Ak 128
(BJVARY) —4— | 8.26 (d, IH), 8.51 - 8.62 (m,
WANKRZY X | 2H), 8.33 - 8.40 (m, 1H), 8.29
VAN T3 (t, 1H), 8.02 (d, 1H), 7.89 -
JY»-FEUT - 17,97 @ 2D, 7.83 - 7.87 (m,
ANRCX7I (2D, 7.36 (d, 1), 3.60 - 3.66
R (m, 4H), 2.87 - 2.94 (m, 4H),
2.39 (s, 30
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(64)

JP 2008-525406 A 2008.

E=y,:101 A=t NMR n/z SM
116 N{4-AF I -3~ 10.79 (s, 1, 10.59 (s, 1B, 402 HEETT
[(EVD -3 9,35 (d, 1H), 8.88 (d, 1H), 8.37
V72 AR | @, 1), 8.31 (dd, {H), 8.18 (d,
17 v ) 74 B iH), 8.01 (d, 1H), 7.95 (dd, 1D,
-(rU 7N A1 7.33 - 7.43 (m, 2H), 2.38 (s, 3H)
AFI) B
A= H IR
iR
117 3-(1->7 /-1-* [10.91 (s, 1D, 10.63 (s, 1H), 47 A1
FNIFI-2-7 |9.11 m, 10, 8.48 (o, 1H), 8.39
VFAO-¥{4-AF | @, 1B, 7.90 (s, 1B, .72 G,
MN-3-[(EU D~ |2, 7.64 (m, 20D, 7.36 (m, 2H),
ANTI A 236 (s, 3D, 1.77 (s, 61
WHRZN] 7z
IR XTER
118 -{[3-(2-A & 10.56 (s, 1H), 10.30 (s, 1H), 418 Hik 178
-1, 1-PAF)L 8.88 (s, 1H), 8.26 - 8.36 (m,
IFIIN) R4 |10, 8.18 (d, 1H), 7.91 (m, 2H),
NI7 =2 Y-2-A 7.84 (dd, 1H), 7.79 (d, 10, 7.59
FIN-FEUT - | W, 1D, 7.36 - 7.48 (o, 21,
A NARAFI 17.30 d, 1W, 3.41 (s, 2H), 3.21
B (s, 3H), 2.36 (s, 3, 1.28 (s,
61D
119 -(->7 /-1-A [11.14 (s, 1H), 10.67 (s, 1H), 417 J7iE 53
FITFW-2-7 |9.23 (m, 1H), 8.57 (d, I1H), 8.51
VA a-F4-AF | d, 1D, 7.96 @ 10, 7.87 (@,
N-3-[{(EVD- 11D, 7.74 (m, 30, 7.43 (1, 1D,
MNT /A 7.34 (d, 1H), 2.37 (s, 3H), 1.72
WARZI] 7= | (s, 6D
WIRZXTER
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(65)

JP 2008-525406 A 2008.

£y, ] L&% NMR n/z SM
120 5-[ (-7 oo-4- | 10.59 (s, 1H), 10.46 (s, 1H), 384 | 3-rono-4-7
AR | 8.88 (d, 1H), 8.82 (dd, 1), 8.17 VA DLREE
V) 7R /1-2-A4 |- 8.24 (m, 20, 7.99 - 8.04 (m, 173
FI-FEUD - |1, 7.90 (s, 1H), 7.82 (dd, 1),
A NARAXTI | 7.61 (4, 1D, 7.40 (dd, 1H}, 7.32
R (d, 1), 2.36 (s 30
000000
0000121

02-000-5-[B-000000000HM3IODOI-N-0000-3-00000000

7.17

10

05-000-2-000-N-0000-3-0000000000076; 65 mg, 0.264 mmol)d 3
-00000O000041 mg, 0.290 mmol)d O O DIEAD 115y 1, 0.66 mmol)O DMFO 1.5 mi
)J O OOHATUD 120 mg, 0.3168 mmol0 0 0 0 00O O0OCO OO O0O0O00025000000
000010 m0000000000000C0CO0O000000000000O0O0 10 miO O
0000000700000 00000000000000000046.9mg00 00000 20
0 O (48%)0
NMR (300 MHz): 10.81 (s, 1H), 10.59 (s, 1H), 8.85 (s, 1H), 8.33 (d, 1H), 8.16 (d
, 1H), 8.03 (s, 1H), 7.93 (dd, 1H), 7.74-7.84 (m, 2H), 7.54-7.65 (m, 2H), 7.37-7

51 (m, 2H); m/z 3690
oooao
0 0 122-157

Ooooooao:e
O Oooojgo

000000000 012100000005-000-2-000-N-0000-3-0000
00000 76)0000SMIODDDOOOOO157002-000-5-{[3-(CO00C000O00O
YIODOODOD]10003}MWOOOOO0O0224)IN(G-0000000-2-00)3000
0000000000000 0000000O0O0D000000000000O0OGils 30

onD 000D OO0OOOHPLCODOISCOOODDODOOODODDODODODODODDODOOODODOOO)O
gooodaad



(66) JP 2008-525406 A 2008.
oooooao

KR =g NMR 'z SM

122 2-r7mn-5-[(3,5- [10.81 (s, 1), 10.44 (s, 1D, [|379 [3,5-PAFIEK
DAFIINRNA 8.86 (s, 1H), 8.33 (s, 1H), BERE
V) 7IJ21-FEY [8.16 (d, 1H), 8.04 (s, 1),

DA NN X [ 1.90-7.99 (m, 1), 7.52-7.60
TR (m, 3M, 7.41 (dd, 1H), 7.23
(s, 10, 2.30-2.37 (m, 6H)

123 -7 nono-5-0(3,5- | 10.82 (s, 1H), 10.63 (s, 1D, |387 |3,5-¥7)N2n
TINAOR/A | 8.85 (s, 1H), 8.33 (s, 1), &R ER
VY 72 J]1-~EY 1816 (d, 1H), 8.01 (s, 1D,

Pr-3-ANRX | 1.87-1.95 (m, W), 7.69 (d,
73R ), 7.51-7.63 (n, 2H), 7.4l
(dd, 110 '

124 2-7n0oB-5-[(3-3 [ 10.81 (s, 10, 10.59 (s, 1M, [477 |3-I—RLEF
— RR>VAI)T  |8.85 (s, 1), 8.31 (s, 20D, %
I71-FEUD- |8.16 d, 1H), 7.90-8.03 (m,

A NNRXFTIR | 4H), 7.58 (d, 1H), 7.31-7.45
(m, 2H)

125 -7 om-5-[(3,5- |[10.80 (s, 10, 10.44 (s, 1), [411 |3,5-PARF
DAREINRA |8.85 (s, 1), 8.33 (s, 1H), RERE
V) 7 )-FEY (816 (4, 1H, 8.02 (s, 1),

D3 ANARLZX [ 1.91-7.98 (m, 1H), 7.57 (d,
FIE 1H), 7.41 (dd, 1), 7.10 (s,
M), 6.73 (s, IW), 3.79-3.86
(m, 6H)
126 2-7on-5-[(3-A [10.80 (s, 1H), 10.49 (s, 1M, |365 |3-AFINERE

FNRTAN) T
T/I-FEVN D -
A NRZATIR

8.86 (s, 1H), 8.33 (s, IW),
8.16 (d, 1H), 8.04 (s, 1M,
7.90-7.98 (m, 1M, 7.72-7.79
(m, 2H), 7.57 (d, 1H), 7.36~
7.44 (m, 3H), 2.39 (s, 3D

(4
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(67) JP 2008-525406 A 2008.
oooooao
e300 L&Y NMR /2 SM
127 -5mno-5-[(3-1 | 10.81 (s, 1H), 10.46 (s, 1), [409 [3-rv7oRF
V7ORFIARLY 8,86 (s, 1H), 8.33 (s, 1D, -REER
AN PII-FE [8.16 @ 1H, 8.05 (s, 1H),
J P -3-A W | 7.90-7.98 (m, 1H), 7.38-7.52
73R (m, 5H), 7.15 d, 1D, 4.61-
4.74 (m, 10, 1.28 (d, 60
128 -7 oo-5-{[3-( | 10.80 (s, 1H), 10.40 (s, 1D, [394 [3-(AFNLT3I
AFINTI ) N [8.85 (s, 1H), 8.33 (d, WD, I -REER
JANITIJY-F |8.16 (4, [H), 8.03 (s, 1H),
EY -3 | 7.95 (4, 1H), 7.56 (d, 1D,
YATIR 7.41 (dd, 1D, 7.32 (1, 1D,
7.19-7.25 (m, 2H), 6.93 (@,
1H), 2.90-2.98 (m, 6H)
129 9-#7 oo-5-({3- 10.81 (s, 10, 10.65 (s, 1), {433 |[3-[(¥74n
(7N ADAF  |[8.85 (s, 1M, 8.33 (d, 1), AF ) -F A%
W) FFIR T4 8.17 (s, 2H), 8.08 (d, 1H), EEE
W73 7)-FE [8.03 (5, 1D, 7.91-7.98 (m,
DR ZX | IW), 1.73-7.88 (m, 1), 7.54-
7IEK 7.69 (n 2H), 7.31-7.45 (o,
20
130 -7 oo-5-[(3-7 | 10.81 (s, 1M, 10.61 (s, (W), [386 [3-rooLkRE
oo AMT | 8.85 (s, 1H), 8.33 (d, 1), [
2 /]1-FEUD- [ 8.16 (d, 1H), 8.02 (s, W),

B-ANRUXT IR

7.88-7.96 (m, ZH), 7.65-7.73
(m, 1D, 7.59 (dd, 2H), T7.41
(dd, 1H)
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(68) JP 2008-525406 A 2008.
oooooao
E 310 =g ) NMR n/z SM
131 -ron-5-[(3-7 |[10.80 (s, 1M, 10.47 (s, 1H), |40 |3-TORFI&
RF AN 8.86 (s, 1H), 8.33 (s, 1), Sk
V) TIJI-FEY | 8.16 (d, 1H), 8.04 (s, 1H),
D3NN ZX [ 1.95 (d, 1), 7.46-7.55 (m,
TIR 3H), 7.39-7.44 (m, 2H), 7.16
d, 1D, 4.00 (1, 20, 1.74
(m, 2W), 0.99 (i, 3M
132 9-7on-5-[(3-A }10.80 (s, 1H), 10.49 (s, 1), |381 [3-ARFIRE
R R AI) |8.85 (s, 1H), 8.33 (d, 1H), ik
T II-FEYY (816 (@, 1H), 8.03 (s, 1),
-3-ANWRLZXT | 1.91-7.98 (m, 1H), 7.52-7.59
IR (m, 20, 7.38-7.50 (m, 3H),
7.18 (d, W), 3.83 (s, 3D
133 5-[(3-7o® R [ 10.81 (s, 1H), 10.61 (s, 1H), [430 |3-7OELEH
JAWYT I /1-2- (8.85 (s, 1), 8.33 (d, 1H), [
ryoo-F#Eud- |8.16 (s, 20, 8.02 (s, 1H),
A INARZXYIR |7.95 (1, 20, 7.82 (d, 1N,
7.54 (m, 20), 7.41 (dd, 1)
134 2-700-5-[(3-1 [ 10.80 (s, 1H), 10.47 (s, 1D, |423 |31V T RF
VT RFIASA 8,85 (s, 1H), 8.33 (4, 1W), LEEHR
V) 72 /1-4EU [ 8.16 (d, 1D, 8.04 (s, 1),
TN A [ 7.91-7.98 (m, 1H), 7.54 (dd,
7R 3H), 7.38-7.48 (m, 2H), 7.17
(d, 10), 3.82 (d, 2H), 2.04
(ddd, 1H), 0.99 (d, 61
135 -zpono-F&PUs [10.82 (s, 1W), 10.73 (s, 1H), [419 (3~(hUTNAD
>-3-1-5-{[3~ |8.85 (s, 1H), 8.24-8.38 (m, AF I -RBE
(FUZIADAF 3D, 8.17 (d, 1H), 8.02 (s, Az
V) RVANITF | 1D, 7.98 (i, 2H), 7.80 (1,
2} RCZXFIR|ID, .60 |, IW, 7.41 (dd,
1H)
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(69) JP 2008-525406 A 2008.
oooooao
ey (A=x 7] NMR n/z SM
136 2-Zori-5-{[3-(1- | 10.81 (s, IH), 10.58 (s, 1M, [418 [3-(1->7 /-1~
P /-1-AFIL [ 8.85 (s, 1), 8.33 (4, 1M, AFIVITFN) -
Fu) RoJAN] [8.16 d, 1D, 8.03 (d, 2H), LEES
TI-FEUY 1 1.95 d, 2D, 7.77 (d, 1D,
-3 ANRXT | 1.55-7.66 (m, 2H), 7.41 (dd,
IR 10, 1.74 (s, 60
137 2-2 ono-5-({3- 10.79 (d, 2H), 8.85 (d, 1H), 458 | Hik 120
((CAFNTFI/) |8.29-8.35 (m, 31), 8.16 (d,
ANEZININRS | 1H), 8.02 (s, 1H), 7.94-7.99
AV} TI2)-NE | (m, 2H), 7.84 (1, 1D, 7.60
DI -3-1 x> (d, 1H), 7.41 (dd, 1H), 2.65
AT IR (s, 6
138 -rnmo-5-[(3-2 [ 11.33 (s, tH), 10.65 (s, 1), |410 [ ¥ 226
sO07OEN-5-7 19.16 (d, 10, 8.56 (d, 1H),
NATRSAIL) | 8.45 (d, 1H), 8.06 - 8.16 (m,
TI/]-NAEUD 1H), 7.95 (dd, 1H), 7.82 (dd,
-3 NRRT 1D, 7.50 - 7.63 (w, 3, 7.17
IR (d, 1D, 2.04 (ddd, 1, 0.96
- 1.07 (m, 2H), 0.81 (ddd, 2H)
139 M-z oo-3-[(F 11,11 (s, 1H), 10.85 (s, 1H), [367 |2-XAFNAVZ
DT-3-1NTFI [9.03 (s, 1D, 8.71 (d, 1), AF 8
7Y ANERZIN]TZ | 8.45 (s, 1H), 8.30 (d, 1H),
TV -2-AF) [8.03 (d, 1H), 7.75 - 7.89 (m,
AV ZaFFIR |, 7.54 - 7.69 (n, 2H), 2.58
(s, 3W)
140 F{4-7oo-3-[(F [ 11.10 (s, 1), 10.95 (s, IH), |[378 (-3 F/AVZ
N2 -3-4 V73 |9.03 (s, 1H), 8.98 (d, 1H), aF 8
J) AR T | 8.52 (s, IW), 8.47 (d, 1H),
T ZN-2-2 7 /4 [ 8.31 (d, 1D, 8.19 (dd, 11,
JZaAFTIFR 8.06 (4, 1), 7.91 (dd, 1H),
7.63 - 7.68 (m, IH), 7.63 (s,
1H)
Ooo00o0ooOoao
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(70)

JP 2008-525406 A 2008.7.17

oooooao
EhEH {La¥) NMR n/z SM
141 - ou-5-[(6-7 |[9.57 (s, 1), 9.45 (s, 1H), 405 | 2-7)1Ao-5-2
oo-2-7)bAn X 18.80 (s, 1), 8.16 - 8.23 (m, 0oREER
AMTI- LD, L84 (s, 1D, 7.63 - T7.70
FEUD-3-4) | @ 2D, 7.45 - 7.52 (@ 1),
RYAT IR 7.16 - 7.27 (m, 3
142 -rnono-5-[((3-7 19.77 (s, 20, 9.92 (d, 1), 384 | 3-7ADO-5-A
AAO-5-AF)A | 8.35 (d, 1D, 8.30 d, 1H), FN R B
VAN TERJI- (810~ 812 (m 1H), 7.94 -
FEUD-3-1)L [17.98 @ 1B, 7.67 (s, 1H),
NYAXT IR 7.54 (@ 1), 7.51 (d, 1),
7.88 (d, 1D, 7.21 (@, 1D,
2.42 (s, 30
143 N{d-zoo-3-[(F¥ | 10.74 (s, 1H), 10.38 (s, 1D, [396 |2-AF)N-4-Abk
Y2 -3-)7 X |9.00 (4, 1W), 8.88 (d, 1O, FIREEE
) HIVEZM 7 [8.29 - 8.33 (m, 1H), 8.16 (d,
T2 -4-A RF 10, 8.02 (s, 1), 7.99 (dd,
--AFN R | W), 7.67 (dd, 1H), 7.45 (dd,
73R 1H), 6.86 - 6.91 (m, 2H),
3.86 (s, 3H0), 2.47 (s, 30
144 - oo-5-{[3-7 |[10.88 (s, 1H), 10.76 (s, 1), |438 |[3-7inAo-5-k
NAo-5-(RUJ 7L [ 9.01 (d, 1D, 8.38 - 8.40 (n, D7 AOAF
FOAFI) RV |1, 8.29 - 8.34 (m, 1H), NEBHE

ANIT I /-
U2 r=3-A R

X7 IR

8.28 (s, 1H), 8.18 - 8.22 (m,
2H), 8.03 (dd, 1 HO 7.97 -
8.00 (d, 1), 8.62 (d, 1W,
8.46 (dd, 1H),

goooogao
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(71) JP 2008-525406 A 2008.
oooooao
ey, 7] AL NMR n/z SN
145 -7 on-5-[(2,5- |10.76 (s, 1M, 10.50 (s, 1H), |[380 |2,5-CAFIEK
DAFINR A 9.02 (d, 1), 8.39 (d, 1D, EE®
W) T /I-FEY |8.32 A, 1), 8.18 (4, 1H),
D=3 NARX | 7.99 - 8.03 (m 2H), 8.59 (d,
73R 10y, 7.22 (s, 1H), 7.46 (dd,
1H), 2.41 (s, 3H), 2.33 (s,
3
146 5-L@-7oE-3-A [10.75 (s, 10, 10.62 (s, 1D, [446 [3-AFN-4¢-FO
FINANAI) 7 19.02 d, 1H), 8.40 (dd, 1H), EREEER
3 /]-2-»7ouo-F |8.30 - 8.34 (m 1H), 8.20 (d,
PUD-3-1 X |10, 8.03 - 8.07 (n, 20,
XTI ER 8.71 - 8.8 (m, 2H), 7.60 (d,
IH), 7.46 (dd, 1H), 2.47 (s,
3
147 -7 ono-5-[(3,4- [10.72 (s, 1B), 10.41 (s, 1H), [412 |3, 4-PA+F
DA RFIRYA 19,00 (d, 1H), 8.88 (dd, 1), &R E
V) 7 1-APU [8.29 - 8.33 (m 1H), 8.18 (4,
D=3 A NAR2X |1, 8.06 (4, 1H), 7.76 (d,
73R 1D, 7.68 (d, 1B), 7.56 (d,
1H), 7.47 {dd, W), 7.16 (d,
10, 3.92 (s, 30, 6.99 (s,
30
148 -r7noo-5-((3-7 [10.22 (s, 1H), 10.11 (s, 1D, [404 |3-7)h40O-5-%
no-5-7)4 0 | 8.65 (d, 1H), 8.02 - 8.04 (m, 002 B A

VAWM T /]
FEV T -3
NCXT IR

10, 7.98 (d, 1H), 7.87 (d,
1H), 7.69 - 7.75 (m, 2W,
7.56 (d, 1H), 7.48 (dd, 1),
7.21 (dd, 1), 6.99 (d, 11

gooooao
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(72) JP 2008-525406 A 2008.
oooooao

ey &% NMR n/z SH

149 2-r7mn-5-1(3,4- | 10.74 (s 1), 10.45 (s, 1D, 380 | 3,4-TAFIE
DAFNRA 9.02 (s, 1), 8.39 (dd, 1), BEE
V) 7IJI-#EY [8.30 - 8.34 (m, IH), 8.22 (d,

D=3 NRIX L IH), 8.07 (dd, 1H), T7.85 (s,

73R 1, 7.82 (dd, 1H), 7.46 (dd,
W, 7.81 @ 1), 2.32 (s,
6H)

150 9-r1u-5-[4-A [ 10.72 (s, 1H), 10.37 (s, 1H), [396 {3-AFJ-4-Ab
FEI-3-AFI X | 9.00 (d, 1H), 8.88 (dd, 1H), FIREEH
AT /]- [8.20 - 8.33 (m, 1H), 8.28 (d,

FEUD-3-1) |1H), 8.04 - 8.08 (m, 1H),

ROZXFIR 7.96 - 7.89 (m, 1), 7.91 (s,
1H), 7.65 (d, 1H), 7.46 (dd,
1H), 7.42 (d, 10, 3.94 (s,
SH), 2.23 (s, 3H)

151 2-7ono-5-[(4-A [10.73 (s, 1H), 10.43 (s, 1B, |[382 |4-AbFIEE
R R A) |9.03 (d, 1H), 8.39 (dd, 1), R
FI/I-FEUY 8.30 - 8.34 (m, 1), 8.21 (d,
3-ANRIXTY |10, 8.04 - 8.11 (m, 30,

IR 7.56 (¢, 1H), 7.46 (dd, 1H),
7.12 (4, 1D, 3.90 (s, 3H)

152 -7 no-5-[(3,5- [10.75 (s, 1W), 9.00 (d, 1H), 421 [ 3,5-Trunk

TronRioSoa 8.39 (dd, 1H), 8.29 - 8.34 &

V) T2 /]-FEU
DA NN
73R

(m, 1H), 8.17 (d, 1H), 8.08
(s, 1), 8.01 - 8.05 (m, 2H),
7.86 - 7.89 (m, 1D, 7.62 (d,
1H), 7.46 (dd, 1H)

goooogao
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(73) JP 2008-525406 A 2008.
gooooao
e300 A= NMR n/z SM
153 2-2pno-5-{(-T |{10.73 (s, 1H), 10.42 (s, 1H), 396 |4-ThFIER
RE R A)) 9.03 (s, 1H), 8.39 (d, 1H), 0
T/I-FEUY 8.30 - 8.35 (m, 1), 8.23 (d,
3 NRIRT 10, 8.02 — 8.10 (m, 31D,
IR 7.56 (d, 1H), 7.45 (dd, 1),
7.09 (d, 2D, 4.15 (dd, 2H),
1.39 (t, 30
154 2-7nn-5-{[3-¢ 10.83 (s, 1), 10.60 (s, 1H), 506 | 3-~UTNAD
JUAR1) —4-1JL-5- 1 8.86 (d, 1H), 8.34 (d, 1H), AFJL-5-EJLR
(PO 7 AaAF | 8.17 (ddd, 1H), 7.94 - 8.00 ) ) REER
W) RATAN]T (m, 28), 7.71 (s, IH), 7.66
T /-FEYT - (s, 10, 7.58 (d, 1H), 7.40 -
-ANNRATIE | 1.46 (m, 2H), 3.756 - 3.78 (m,
4, 3.27 - 3.31 (m, 4H)
155 2-7ono-5-[(3-3 | 11.24 (s, 1H), 10.51 (d, 1H), 393 | Ak M
ra7aRT 914 (s, 1H), 8.54 (s, 1),
A) TI/]-FE [8.35 - 8.48 (m, 1), 8.06 -
N2 -3-1 N 8.16 (m, 1H), 7.93 (dd, 1H),
A7 IR 7.70 (4, 2H), 7.56 - 7.66 (m,
2, 7.28 - 7.43 (@m, 20, 1.97
- 2.06 (m, 1M, 0.95 - 1.04
{m, 2D, 0.70 - 0.79 (m, 2H)
156 -7 on-5-[@, 4- 10.93 (s, 1D, 10.92 (s, 1H), 400 L, 4-vrynoxk
azAaulnEauvays | 9.20 (d, 1H), 8.57 (dd, 1H), B

V) TR JI-FEY
3NN K

S
7IR

il

8.61 (dd 1H), 8.47 (d 1B,
8.36 (d 1M, 8.20 - 8.24 (m
M), 8.05 (d 1), 7.78 (d 1),
7.65 (dd 1D

gooooao
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(74) JP 2008-525406 A 2008.7.
000000
e 7] et NMR n/z M
157 F[6-(FE&F)L7Z | 1H NMR (300 MHz) 10.72 (d, 477 | AiE24BLTN
) BV -3 2H), 10.51 (s, 1H), 8.67 (s, B-7X/EUY
JV]-2-Z71n-5- I, 8.17 - 8.34 (m, 310, 7.92 -1 T
{[3-(kY 7o |- 810 (m, 5B, 7.76 - 7.86 r7IR

AFIy NJA
W72/} RZ

7IF

(s, 3H)

{m, 1M, 7.60 (d, 1H), 2.09

Dooo00oo
000 158
N-(6-00000000-3-00)-2-000-5-{[3-(0 00000

ad

0)oaoooao]o

Oy ooooao

N-(6-0 00 0000-3-00)-2-000-5-{[3-(0000000
0¥ OO0OO0OO0OOOODOO0215; 100 mg)O NMPO 3 mlD 0 0 O O O
0]10000000.4 m)O PA(PPhy),0 50
ooOoOooOOosOD1o000000O0O00
00O00O0ONaFO OODO00OO0MgS0,0 O
2NOHCIDODODODODO3000000000
0000000000000MgS0,0 0000000000000

HPLCO 5-95% MeCN/H,0, 150 0 00 0000000000002

O 0Ooo
O Ooooo

g
u
O
g
u
ooo
g
a
O
O
g

0
mg) O

O O0Oo0ooogoao
OOoo0ooood

O

-1-0 0 -1-

Ooo0oo0ogao

O

O

a
O
O
a
u

NMR (300 MHz)

O 0Oo0oooo
O Ooooo
O Ooo0oooo

O
11.26

O
g
a
O
O
g
u

gooodoaooan

0o
0o
mgO
0o
oo
0o

oooooo]o

00 [@e)-2-o0
oooooooao
H,00 EtOAcO O O
oooooooao
EtOAcO 3x 25 ml)

(s, 1H), 10.82 (s, 1H), 9.03 (d, 1H), 8. -6 -8.63 (m, 3H), 7

-8 - 8.23 (m, 4H), 7.88 (t, 1H), 7.69 (d, 1H), 2.68 (s, 3H), m/z 4610
0oooo
000 159
N-{6-[(2-0 00 00000)I00]J0000-3-0032-000-5-{[3-(0 00000

Oo0oooooojgooyoogooao

Oooooog:

goobooooooooooooooao

NMRO 300 MHz): 10.59 (s, 2H), 8.47 (s, 1H), 8.23-8.35 (m, 2H), 7.88-8.03
7.75-7.86 (m, 2H), 7.34 (d, 1H), 7.06 (s, 1H), 3.58-3.67 (m, 4H), 2.36
m/z 4590
ooooao
000 160
5-{[3-(1-000-1-000000)000007JO0003FN-[6-(CODODO0O00000)-5-

N-{6-[(-{[t-0 00 O000)I00]000300)O0O0]000O0
0-5-{[3-(000000000)I0000]0003Y00000000
THFOOOODOOOOOOOOOOOOO0OO0O0OS3ml,
000O00000000200000000000H,00Et0ACOOODO0D
000000000MgSO,0 0000000000000 00000000
0 HPLCO 5-95% ACN/ H,0, 200 00 0000000000000 (43 mg)O

1.0M THFO O 0O O O

-3-0 0 }-2-0
99; 125 mg)O
oooooo
oooooo
0ooooOoOo
oooooo

(m, 3H)
(s, 3H)

000000 -3-0071-2-000000000

Iy AL

N-(6-{[(0000000)I000]00035-0000000 -3-00 )-5-{[3-(1-0 0
1-000000)I000D0]000}2-0000000000000316; 30 mg)d Me

OHO 3 mi)O O O O HCO,NH,O O O HCO,HO 5 ml, 110 v/V)O O OO OO0OOO0O0OODOOCAOI2
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00000000000 EOACO H 00 D DD 0000000 O0ONCh g0 000000
O0ONaxSO,s, 0 0000000000000 0O000DDO0O00OD0DOHPLCO 5-95% ACN/H
-0, 150 000000000000 DODODGmHOODODODODODODOODODODOODOD
NMR (300 MHz): 10.55 (s, 1H), 10.43 (s, 1H), 9.62 (s, 1H), 8.55 (d, 1H), 8.03 -
8.10 (m, 2H), 7.96 (d, 1H), 7.89 (d, 1H), 7.85 (dd, 1H), 7.75 (d, 1H), 7.61 (t,
1H), 7.33 (d, 1H), 4.08 - 4.18 (m, 2H), 2.37 (s, 3H), 2.19 (s, 3H), 1.76 (s, 6H)
m/z 4860

Ooooao

000161
N-[6-(000000)0O000-3-00T7-5{[3-(1-000-1-000000HY000007
O032-000000000
5{[s-(1-000-1-000000)H00O0DODO]JoO0O3FN-(6-O0O0O0OCODODO-=-3-00)-
2-0 000000000000 321; 100 mg)O THFO 3m)O O O O LiAIH,O0 3 ml, 1.0M TH
FOOODODODODOODOoOOoODOooODOooODooODOooODOoDbOOoDoOOoosoooDooDooDooooooaoan
0dodoooo0oooDoo0oooDoooooDoDoo0ooDoDooooDoDooooDooooonan
ooboooobb0o0D00bO0EOAcOH OO D 0D D0DO000D00000NaCgaen UOO
UD0DO0D00O0ONaSO,snp DODODODODODOODODOODODODODOOODOODOODOHPLCO 5-
95% ACN/H,0, 150 0 0 0000000000000 ¢GoOmgIOOOoDOoODoOOoOooOoDnDan.
oooano

NMR (300 MHz): 10.72 (s, 1H), 10.52 (s, 1H), 8.96 (s, 1H), 8.33 - 8.41 (bs, 2H),
8.22 (d, 1H), 8.08 (s, 1H), 7.95 - 8.03 (m, 2H), 7.82 (d, 1H), 7.77 (d, 1H), 7.
61 (t, 1H), 7.54 (d, 1H), 7.28 - 7.41 (m, 2H), 4.11 - 4.20 (m, 2H), 2.38 (s, 3H)

O oo g s«

, 1.79 (s, 6H); m/z 4290

Ooo0oo0ogad

O00aO0i1e2

goo0QoO0oO0ooooooUg120 000000000t ooooooao

Ooo0o00oQgad

Ooo0oao
Ex A=y ] NMR M/z SM
162 | A[5-(FZI/JAFN) ¥ |[10.99 (s, 1H), 10.60 (s, 1H), 449 | Efa

Yo -3-1N]-2-~ o 8. 71 (s, 1H), 8.42 (s, 1H), 8.17 313

o-5-{[3-(1->7 /-1-A |- 8.28 (n, 2H), 8.01 - 8.11 (m,
FI LFN)R/AI] |2, 7.88 - 8.01 (n, 2H), 7.78
T2 RVATIE d, 1), 7.53 - 7.68 (m, 2H),
4.13 (dd, 2H) 1.74 (s, 6H)

00000

000 163

5-{[3-(1-0 00-1-000000)I0000]J0003N-[5-(CO000000)YI 00
-3-00]1-2-000000000
5-{[3-(1-000-1-000000)IC0000]J000N-[5-(CO0000C0O00)IDO
0-3-007]1-2-0000000000000299; 24mg)0THFO 2 miD O OO0 000 O
NeHO 5 mg0 0000000000000 O000O0O0000O0000OMelD 0.05ml0 O
00000000000 04000000000000000000H000000000
D00000O0O0O0O0O0ODODOEOACOH,00 00000000000 0NaClgaey 00O
D0D0O0D0O0NaSO4ey 0000000000000 0000000000O0D0HPLCO 5-
95% MeCN/H,0, 150 00 0000000000000 (CG.7mg)0 000000000000

g
u
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a
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Doooo

NMR (300 MHz): 10.89 (s, 1H), 10.41 (s, 1H), 8.45 (s, 1H), 8.30 (s, 1H), 8.20 (d
, 1H), 8.05 (s, 1H), 7.90 - 8.00 (m, 2H), 7.86 (d, 1H), 7.76 (d, 1H), 7.65(t, 1H
). 7.32 (d, 1H), 4.50 (s, 2H) 3.35(s, 3H) 2.10 (s, 3H), 1.76 (s, 6H); m/z 4430
OooooQooO

0000 164
02-000-N-(5-00000000-3-00)-5-{[3-0000-5-0000000010030)0
Doo0o0]jo00Y-000000
05-000-2-000-N(5-00000000-3-00)J00000 (O0079; 124 mg, O
.466 mmol)T DIEA (405u L, 2.33 mmol, 5.00 O)JTHF (2.0 miID O OO O3-0000-5
(00000000 0)I0000 000000131 mg, 0.582 mmol, 1.250 00000
000000000120 02500000000 000 10% NaOHO 0 0O 0O O O EtOAcO O O
D00O0O00O00NaClgae,D DONaySOey DODDDDODODDOODDOODODODOODOODDOG
ilson0 0000000 0HPLCO 5-95% MeCN/H,00 0 0 000000075 mg0 00000
0 (35%)0

NMR: 11.11 (s, 1H), 10.80 (s, 1H), 8.68 (s, 1H), 8.37 (s, 1H), 8.18-8.12 (m, 3H)
, 8.03-7.93 (m, 3H), 7.63 (d, 1H); m/z 4560

00000

000 165

2-000-N-[6-(1,2-000000000)I000-3-007-5{[3-(0 0000000
Y O0OOoOo]lO0003¥WoOoOoodo

N-(6-0 00 0000-3-00)2-000-5-{[3-(000000000)I00007]0
00D OOO0OD0DO0O0O000215; 100 mg)ONWOD 3 mI)D 000000000000 OOO0
.4 mI)O Pd(PPhy),050 mg)0 000D D00O0D00O0OD0O0O0DO0O0O0O0O0S0D010
DO000O0O0DO0O0OO0O0O0OHODEOACO 0000000000000 000O0O0NaFDOO
0000OMgSO,0 00 0000000000000 00000000000/H,001:1 v
/v, 20000000000 O0N-0O0D0DODOOOOCOCOOOO@ mgIOODODODO
0 0 0sO,0 t-BuOHO 0.04 ml, 2.5 w/vO 00D O0O0O0000O0000O00000000
00000000000 00000Q@N, 10mD000O00000O0O0O0O0OOOOO000O
00000000000 0OHO0IEtOACD 00 0000000000000 00000MgSo
L000000000000000000000000HPLCO 5-95% MeCN/H,0, 150 O
00000000000 000Q@Lmg0O0OOO0D0D00O00000D0DDDOD

NMR (300 MHz): 10.54 (s, 1H), 10.34 (s, 1H), 8.00-8.55 (m, 4H), 7.80 - 7.95 (m,
3H), 7.08-7.55 (m, 3H), 3.23-3.51 (m, 3H); m/z 4800

Oooo0QooO

0000 166
02-0000-5-[(38-000000000)I00]-N-0000-3-00000000
05-000-2-0000-N-0000-3-0000000000075; 30.5mg, 0.132 mmol
I3-00O000000O020.5mg, 0.145 mmol)O O O DIEAD 60y L, 0.35 mmol)O DMFO 1
5 ml00 00 0HATUO 60 mg, 0.1584 mmol0 0 0 000000000000 250 000
00000010 m000000D0O0O0O0O0OCOO0O0000000000000C0O00210 mi
0000000000 70000000000000000000000032mg00000
0000 (68%)0

NMR: 10.65 (s, 1H), 10.52 (s, 1H), 8.86 (s, 1H), 8.33 (d, 1H), 8.15 (d, 1H), 8.0
9 (d, 1H), 7.93-8.02 (m, 1H), 7.75-7.84 (m, 2H), 7.56-7.66 (m, 1H), 7.37-7.48 (m
, 3H); m/z 3530

O0oo0O0O0O

0000 167-182

00000000 000016600000005-000-2-0000-N-0000 -3-000
00000 (@DO75)0000SMI00000O0OO0D0000000000000000000
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) JP 2008-525406 A 2008.7.17

oooooDOoOodHPLCOODOISCOOD DD OOOOOOODOO

oooooao
oooooao

=) &t NMR n/z SN

167 5-[(3,5-PAF ) | 10.65 (5, 1D, 10.37 (s, 11, 363 |[3,5-PAFNEK
RV TI | 8.87 (s, 10, 8.33 (d, 1D, BER
J1-2-7)VAw- | 8.07-8.18 (m, 2H), 7.93-8.01 (m, 10
NMEUYD-3-1 | 1D, T.57 (s, 20), 7.34-7.43 (m,
WRZXF7IR 2, 7.23 (s, 1H), 2.35 (s, 61

168 5-[(3,5-7Jl=t | 10.66 (s, 1H), 10.57 (s, 1H), 371 |3, 5-¥74n
0O R A)T [8.86 (s, 1), 8.33 (d, IH), 8.15 REER
3 71-2-7)0F (d, 1H), 8.08 (d, 1M, 7.97 @,
o-}»ryTr-3- |10, 7.69 @, M, 7.55 (1, 1D,
ANRCZXTIF | 7.36-7.44 (m, 20) 20

169 2-7 )\ A 1-5- 10.65 (s, 1H), 10.52 (s, 1D, 461 | 3-I— RERFE
[(3-F— KR [8.86 (s, IH), 8.32 (s, 2H), 8.15 3
AIFTI/-F | d, 1D, 8.07 (d, 1M, 7.97 (,
PUT-3-1)b |30, 7.32-7.43 (n, 3H)
NAT7 IR

170 5-[(3,5-PA R+ [ 10.65 (s, 1H), 10.38 (s, 1B, 395 [3.5-TUARFT
S RV T | 8.86 (s, 1H), 8.33 (d, 1H), 8.15 RRER 20
3 /1-2-7)0F (d, 10, 8.08 (d, IH), 7.94-8.03
O-FEUI2-3- | @ 1D, 7.34-7.43 (@, 2H), 7.11
ANNRZATIE | (s, 2D, 6.72 (s, 1H), 3.82 (s,

6H)

171 -7 A 1-5- 10.74 (s, 1H), 10.51 (s, 1H), 349 | Z-AFNEERE
[B-AF NS [ 8.96 (s, 1H), 8.42 (d, 1), 4
AN) 73 21-F | 8.17-8.28 (m, 2H), 8.07 {d, 1D, 40
EyPr-3-1J | 7.81-7.89 (m, 2H), 7.44-7.54 (m,
RXT IR 4, 2.58 (s, 30

gooooao
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oooooao

e, i3] AL NMR n/z SM

172 9-7 )L F 11-5- 10.67 (s, 1H), 10.39 (s, 1H), 393 |3 oR+
(3~ 7ORFE | 8.88 (s, 1H), 8.34 (d, 1W), 8.17 R BER
IR )T | W, 1D, 811 (s, 1H), 7.92-8.02
I71-FEUY (m, 1), 7.47-7.53 (m, 2H),

-3 NARZR | 7.38-7.45 (m, 3, T.15 (d, 1),
TIR 4,70 (dt, 1W), 1.29 (d, 6H)

173 5-{[3-(FAFI | 10.65 (s, 1D, 10.33 (s, 1H), 318 [ 3-(PRAFNTZ
TIJ)) RSA | 8.86 (s, 1H), 8.33 (d, 1H), 8.16 S VREER
M7T73J/--7 | d, 11, 8.09 (d, 1), 7.97 @,

Ao-FrUT |, 1.36-7.42 @, 2H), 7.31 (4,
3NN |1, 7.22-7.24 (m, 2H), 6.93 (d,
73R 1H), 2.96 (s, 6H)

174 5-({3-[( 7L+ [10.65 (s, 1H), 10.57 (s, 1H), 417 | 3-[(F7ndn
OAFN) FA4] |8.86 (s, 1), 8.33 (d, 1), AF ) FA1E
RANY 72 [8.14-8.18 (m, 2H), 8.08 (m, 2H), BER
J)-2-7bF - | 7.96-8.01 (m, 1), 7.8t (4, 1W),

NFPUD-3-1 | 7.55-7.71 (m, 2H), 7.40 (m, 2H)
NRUZXFIR

175 -[(3-7oo~> | 10.67 (s, 1), 10.56 (s, 1), 369 |-/ O0DREFE
VAN FI/1- [8.87 (s, 1D, 8.33 (d, 1H), 8.16 &%
-7)Fo-F¥ | d, 10, 8.09 (d, 1H), 8.03 (s,

BP-3-A N | 1D, 7.95-8.00 (n, D, 7.93 (d,
PXF7IER W), 7.68 (d, 1D, 7.58 (1, 1D,
7.35-7.44 (m, 2H)

176 -7 A 0-5- 10.65 (s, 1), 10.41 (s, 1), 393 | 3-7ORFIE
[B-FoORFE~ | 8.87 (s, 1H), 8.33 (d, 10, BER
AN TR 8.08-8.18 (m, 2H), 7.94-8.01 (m,

J1-¥EV T~ | IB), 7.49-7.55 (m, 2H), 7.35-
I-TINARZRTI | 7.46 (m, 3D, 7.16 (d, 1H), 4.00
R (t, 21D, 1.71-1.80 (m, 2H), 1.00

(t, 3
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(79) JP 2008-525406 A 2008.
oooooao

=30 [A=g) NMR n/z SM

177 -7 A D-5- 10.65 (s, 1H), 10.43 (s, 1D, 365 | 3-ARFIRE
[(3-ARFI AR [8.86 (s, IH), 8.33 (d, 1H), 8.16 Hk
JAW 73/1- | @ W), 8.09 (s, 1D, 7.98 (,

FEUT-3-1 |10, 7.57-7.35 (m, 5}, 7.17 (d,
WRZXT7 IR 1H), 3.83 (s, 31

178 5-[(3-FoE X [ 10.65 (s, 1H), 10.55 (s, 1H), 414 [ 3-TuekESE
NATAINT R 8.86 (s, 1H), 8.33 (d, 10, 8.16 B
J1-=70Fno- | (s, 20, 8.08 (4, 1H), 7.97 (4,

FEUD-3-1 | 2D, 7.81 @, 1D, 7.51 (, 1D,
WROXT7RER 7.39 (1, 20

179 -7 VA T-5- 10.66 (s, 10, 10.41 (s, 1D, 407 (31T h+>
[(B-1V T+ |8.87 (s, 1H), 8.33 (d, 1D, 8.16 g9kl
RN 73RO, 1), 8.10 (d, W), 7.94-8.02
J1-FEUT - |, 1H), 7.49-7.55 (m, 2H),

- INARZXF7I | 17.36-7.46 (n, 3H), 7.16 (d, 1),
N 3.82 (d, ), 1.99-2.08 (m, 1),
1.00 (d, 6H)

180 -7 AD-¥#Y [ 10.67 (s, 2H), 8.86 (s, 1D, 103 | 3-(hUTNAn
-3 )L-5- |8.25-8.35 (m, 3H), 8.16 (d, 1H), AF V) -REE
{[3-(rUZ)F |8.08 (d, 1H), 7.99 (d, 2H), 7.80 B
OAFILY R/ | 4, 1B, 1.36-7.45 (o, 2H)

ANITII} R
¥ X7 IR

181 5-{[3-(1-2 7 /- [ 10.64 (s, 1H), 10.57 (s, 1H), 402 | Ak 19

-AFIITFIN) | 8.78 (s, 1H), 8.19-8.27 (m, 3H),
RITAMTE | 8.07 (d, 10, 7.99 (d, 1D,
JY-2-70Fno- | 7.85-7.95 (m, 2H), 7.75 (i, 1D,
FEUD-3-1 | 7.28-7.36 (m, 2H), 2.56 (s, 6H)

IR ZXT IR
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7.

17

10

20

30

40



(80) JP 2008-525406 A 2008.7.17

gooooao
K e NMR 0/z SN
182 5-((3-[(ZAF) | 10.66 (s, 1), 10.52 (s, 1H), 442 | K120

TR /) AR | 8.87 (s, 1H), 8.33 (d, 1D, 8.16
WIS (d, 1H), 8.03-8.09 (m, 2,
FI/)--7)0A | 7.93-8.03 (m, 2H), 7.76 (d, 1H),
O-}¥Y¥y2-3- [7.61 (1, 1H), 7.40 (1, 2H), 1.75
ANWRCZATYI R | (5, 60

oOooooo
0000183
O5{[S-(1-000-1-000000)00000J0003¥2-000-N(6-0000000
-3-00)00o00o0no
Os5-[3-(000-000D0-000)-0000000O0O]-2-000-0000000320; 200
mg, 0.620 mmol)O 6-0 0 0 OO0 O -3-00 0065 mg, 0.602 mmol)O O O DIEAO 0.32
ml, 1.86 mmol)O DMFO 1.3 mlO O O O O HATUO 354 mg, 0.930 mmolO 0 OO O O 0O OO
00200120 0000000000000H005mI0OO0000OD0ODOEtOAcCO 20 miO O
00000000 0ONaClgqen (BOMIOOODOOOMgSO,000000000000O000O
OO0O0O0OO00O0@08 mgHU O OO OO0OGilsonD OO00ODOQ0OOQOHPLCO 5-95% MeCN/H,0
,2000 0000000000000 DO0DO0DDODOODO0DODODO0DODDODODOOD @1emg)O O
00
NMR: 11.01-11.30 (s, 1H), 10.37-10.68 (s, 1H), 9.01-9.32 (s, 1H), 8.48 (d, 1H),
7.93-8.13 (m, 3H), 7.68-7.88 (m, 3H), 7.59 (t, 1H), 7.28 (d, 1H), 2.56-2.76 (s,
3H), 2.23-2.43 (s, 3H), 1.45-1.92 (s, 6H); m/z 4130

goooogad

0o0o0ao0ais4-317
gooooobobOO0o0oooooi1s3souoooooboosvMuoooooobobobOoOooooodn
OoODOooO0O0oo0o0ooDOoooooOooDOOoeGilsond O0000O0DOOQOOHPLCO OO 1SCOO
OCoOoocoOooOO0oooOOoooboOoooOoooo)o
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e

L&t

NMR

n/z

SM

184

-{[3-(0-27
J=1=-AFIIITF
Wy RSV
Y3 J}-N-(6-A
R BUY
>3- W) -2-A
FNNRXT 2
R

10.929-10.49 (s, 1H), 9.53-9.71
(s, 10), 8.20 (d, 1H), 8.02-8.11
(s, 1D, 7.97 (dd, 2H), 7.84-
7.92 (s, 2H), 7.83 (d, 1M, 7.75
(d, 1H), 7.60 (i, 1H), 7.29 (d,
1H), 7.03 {d, 1H), 3.82-4.03 (s,
3, 2.29-2.43 (s, 30, 1.63-
1.84 (s, 6

429

A RFL-EU
UL3TIUB

KT Hi& 20

185

5-{[3-(1->7

J-1=-AFNITF
Wy XS]
T2/ AF
J=N-(4- A F )V
Y P-3-1

WRXT7IER

10.28-10.64 (s, 2H), 9.00-9.18
(s, 10, 8.61 (d, 1), 8.03-8.18
(s, 2H), 7.98 (d, 1), 7.90 (d,
{H), 7.80-7.87 (s, 1D, 7.72-
7.78 (s, 1H), 7.62 (t, 1H), 7.34
d, 10, 2.51-2.58 (s, 30,
2.36-2.47 (s, 30, 1.72-1.85 (s,
6H)

413

- AFNEY D
-7 IvB&L
U 5k 20

186

-{3-U-7
J-1-AFIVIF
W) RS IV]
7 I /}-N-(4-A
rFY EUY
=31 )-2- A
FNRAT 2
};’

10. 48-10.50 (s, 1H), 10.37-10. 4!
(s, 1H), 9.35-9.37 (s, 1H), 8.75
(s, 1H), 8.06-8.13 (s, 1H),
7.90-8.04 (m, 2H), 7.68-7.90 (m,
W, 7.62 G, 10, 7.33 @, 1M,
4.14-4.16 (s, 3, 2.36-2.45 (s,
3, 1.74-1.79 (s, 6H)

429

SAFFT-ED
DT IUB
KT ik 20
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(82) JP 2008-525406 A 2008.
oooooao
R iLe® NMR n/z SM
187 5-{[3-(1-27 | 10.40-10.45 (s, 1W), 10.31-10.38 | 484 | Hik84 BXU H
J-1-AFJLTF | (s, 10, 8.41-8.55 (s, 1D, &% 20
Y RSN | 8.03-8.07 (s, 1H), 7.84-8.03 (n,
73 -2-AF |3, 7.71-7.84 (m, 2H), 7.61 (t,
V-N-(6-FNR {10, 7.32 (d, 1D, 7.03 (d, 1D,
Y-4-1IVEY |3.74 (1, 40, 3.42 (1, 4H),
D3N | 2.28-2.43 (s, 30, 1.71-1.80 (s,
ATIR 6H)
188 5-{[3-(1-27 | 10.36-10.42 (s, 1), 8.71-8.92 | 413 | A& 100 BXU
J-1-AFJTF | (s, ), 8.02-8.07 (s, 1H), 7.95 ik 20
) RSN | @, 1), 7.82-7.87 (s, 2H), 7.74
T3 /}-2-AF | @, 3, 7.60 (1, 1H), 7.32 (4,
W-N-G-AF)N | D), 4.17-4.29 (s, 2D, 1.71-
BUYr-3-1 1.79 (s, 6H)
R LT IR
189 N-G-Zoo ¥ o[ 10.81-10.87 (s, 1H), 10.61-10.63 | 434 |5-ZnopEDYY
VP -3-1N)-| (s, 1H), 8.80-8.83 (s, 1), T IvBK
2- AFN-5-{[3- | 8.36-8.41 (s, 2H), 8.22-8.35 (m, 0 HHE 2
(FUZNFOA | 2H), 7.92-8.02 (m, 2H), 7.71-
FN) R | 7.90 (@, 2D, 7.35 (d, 1D,
WITZ I} R 2.35-2.41 (s, 3H)
ZX73IR
190 N-5-A R+ |[10.79-10.83 (s, 1H), 10.59-10.63 [ 430 | HEE 118 BXU
U -3-1 (s, 1D, 8.63-8.69 (s, 1D, ik 2l
W) =2~ AF ) -5- | 8.25-8.38 (n, 2H), B8.15-8.22 (s,
{3-(FUZNA | 1D, 7.91-8.07 (m, 3W), 7.77-
OXFI) N> [ 7.90 (n, 2H), 7.35 (d, 1H),
JANIFTI /)L [ 3.85-3.92 (s, 3H), 2.35-2.41 (s,
RZAXTVIR 3
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(83) JP 2008-525406 A 2008.
oooooao
ey, fe&# NMR n/z SM
191 N-(6-7 3 /-5- | 10.54-10.63 (s, 1H), 10.32-10.42 | 494 | HE 7T BXUL K
TJOEEYY - | (s, 1H), 8.18-8.45 (m, 4H), 8.00 i# 2
-1V -2-AF | (4, 1B, 7.92-7.94 (s, 1H),
-5-{[3-(~V {7.76-7.85 (m, 21, 7.31 (d, 2H),
INFATAFI) | 2.31-2.40 (s, 30
NNANIT R
I} RT3
K
192 ¥-5-70F ¥ | 10.76-10.85 (s, 1H), 10.40-10.48 [ 477 | A& 119 BXU
P -3-1)-| (s, 1), 8.80-8.88 (s, 1H), Hik 20
5-{[3-(1-37 | 8.48-8.59 (s, 1H), B8.41-8.47 (s,
J-1-AF)pLF | 1H), 8.04-8.09 (s, 1H), 7.89-
WY RS AN] | 8.00 (n, 2H), 7.85 (d, 1H), 7.76
7I12-XF [ 1, 7.60 (1, 1H), 7.33 (d,
WARCZXT7IR | 1D, 2.33-2.42 (s, 3D, 1.69-
1.81 (s, 6H)
193 N-(5-70E ¥ [ 10.77-10.87 (s, 1H), 10.60-10.62 | 478 | A& 119 BLT
J2-3— V)| (s, 1H), 8.82-8.86 (s, 1H), ik 21
2- AF)L-5-{[3- | 8.53-8.55 (s, 1H), 8.47-8.48 (s,
(M) Z)LAT R | 1H), 8.24-8.36 (m, 2H), 7.72-
FIVy X4 | 8.04 (m, 4H), 7.35 (d, 2H),
W73 ) R |2.36-2.39 (s, 3H)
A7 IR
194 - AF ) -N-(5- | 10.99-11.08 (s, 1H), 10.56-10.69 | 413 | Ak 100 BLD
AFNEID - (s, 1H), 8.96-9.08 (s, IH), Fik 21
3—1N)-5-{[3- |8.43-8.47 (s, 1), 8.21-8.42 (m,
(RN X |3, 7.92-8.09 (n, 2H), 7.70-
FIV) RS | 7.89 (m, 2D, 7.35 (d, 1H),
WITI /) R | 2.42-2.49 (s, 3H), 2.33-2.41 (s,
A7 3R 3
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(84) JP 2008-525406 A 2008.
oooooao
e (=g NMR n/z SM
185 N-(6~Z7TD-5- {10.65-10.70 (s, 1H), 10.41-10.46 | 446 | Hik85 BXV H
AFJEY D~ | (s, 1H), 8.53-8.58 (s, IH), #: 20
3 )-5-{[3- |8.19-8.26 (s, 1H), 8.02-8.09 (s,
(1-37 /-1-A | 1H), 7.89-8.02 (m, 2H), 7.85 (d,
FN ZFIA |, .74 W, 1), 7.61 (4, 1D,
AN TR O 733 d, 1D, 2.30-2.42 (m, 6H),
JY=2=AF) AN | 1.67-1.81 (s, 6H)
YATIER
186 -[3-(7 /-2 1 10.60 (s, 1H), 10.42 (s, 1), 431 | 6-7Fo-5-A
AFIN-AF))-18.33 (s, 1D, 8.14-8.27 (m, 1H), FLEID -3~
RIJANT I | 8.02-8.11 (n, 1H), 7.96 (d, IH), TIBLTH
J1-N-(6-7)VF | 7.89-7.93 (m, 1), 7.84 (dd, 20
O-5-AFJ-¥ | I, 7.74-7.80 @m, 1H), 7.61 (1,
N2 2-3-1)- | 1D, 7.33 (d, 10, 2.33-2.41 (m,
2-AF)-RZ |30, 2.27 (s, 3H), 1.76 (s, 6H)
TIER
197 N-(6~7 3 /-5- |10.26-10.53 (m, 2H), 8.36-8.46 492 | HETT BEU 4
THEEYT - | (s, 1H), 8.23-8.33 (s, 1H), % 20
3-1 L) -5-{[3- |8.04-8.12 (s, 1H), 7.70-7.99 (m,
(1-37 /-1-A |40, 7.52-7.69 (s, 1H), 7.22-
FLIFN) R | 1.4 (s, 10, 2.34-2.39 (s, 3,
ANITI | 1.71-1.81 (s, 6B)
Y- AFIAR
YATIR
198 5-[3-(37 /-2 [ 10.67 (s, 10, 10.43 (s, 1H), a7 | 6-INApeuy
AFN-AFIN)- | 8.57 (s, 1D, 8.25-8.35 (m, 1H), Y-TIrBL
R2SAI7 3 18.03-8.13 (m, 1H), 7.89-8.00 (m, 0 HE W
J1-N-(6-7 A | 2D, 7.84 (dd, 1H), 7.74-7.79
o-vuP-3- | @ 10, 7.61 1, D), 7.33 (,
AIW)-2-AF )N~ | 1D, 7.22 (dd, 1H), 2.30-2.35
RZAXT7IR (m, 30), 1.76 (s, €W
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(85) JP 2008-525406 A 2008.
goooogag
Kt L& NMR n/z ]
199 5-{[3-(1-27 | 10.57-10.61 (s, 1H), 10.43-10.48 [ 427 [HEK 93 BXU F
J-1-AFLIF | (s, 1H), 8.48-8.56 (s, 1), ¥ 20
) XA | 8.04-8.09 (s, 1), 7.90-8.01 (m,
7I/}--AF | 3D, 7.70-7.85 (m, 2, 7.61 (i,
-N-[6-(AF)L | 1B, 7.33 (d, 1D, 7.04 (0, 1),
TI/) EUP | 2.90-2.97 (s, 30, 2.36-2.39 (s,
Y3 VIR> 3D, 1.72-1.77 (s, 6H)
Z7IER
200 2-AF)L-N-[6- |10.48-10.74 (m, 2H), 8.61-8.86 [428 | A9 BLU K
(AFNTI /) | (s, 1D, 8.47-8.57 (s, 1), ¥ 21
B34 |8.20-8.39 @, 20, 7.91-8.12 (@,
N1-5-103-(h Y | 31D, 7.80 (dd, 2D), 7.34 (4,
TNATAFI) | 1), 7.09 (d, 10, 2.86-3.01 G,
AT R | 3D, 2.32-2.41 (s, 3D
/Y RUXT 32
K
201 N-(6-7EF)L7 [10.65 G, 11D, 10.55 (s, 10, 455 | ¥-G-7I/E
| 2 /-BUY- (1043 G, 1H), 8.73 (d, 1B), PN Tk
3-f )-5-[3- | 7.89-8.30 (m 5H), 7.83 (dd, FYIR BEY
(7 /-YAF (1B, 7.73-7.79 (@, 1D, 7.61 (1, HE 20
N-AFI - | 3D, .32 (d, 1W), 2.37 (s, 3D,
VANTI2]- [ 2.04-2.21 (@ 3W), 1.56-1.91 (n,
T-AFN-X X | 61
7IR
202 N-(6-73 /7 £ |10.60-10.65 (s, 1H), 10.45-10.49 [413 [ EUD-2,5-D
3= ) - | (5, 1D, 8.54-8.61 (s, 1), FIrBEU A
5-{[3-(1->7 | 7.91-8.16 (m, 6B, 7.77 (dd, % 20
J-1=AFJVTF [, 1.60 (1, 1), 7.33 (d, 1),
) XJAN] | 7.03 (d, 1H), 2.33-2.39 (s, 3D,
7 I /1-0-AF | 1.69-1.78 (s, 6H)
WRZZTRE
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(86) JP 2008-525406 A 2008.
oooooao
3, 70 &% NMR 0/z SM
203 N-AF)L-5-[(2- | 10.76-10.83 (s, 1H), 10.59-10.63 | 456 | H 133 BLW
AFI-5-{[3- | (s, 1D, 8.99-9.00 (s, 1H), 8.75 Hk 21
(R ZFDTA | (d, 20, 8.63-8.66 (s, 1H),
FI) XA | 8.16-8.37 (n, 2H), 7.90-8.08 (m,
N7 ) R | W), 7.74-7.90 (m, 2W), 7.35 (d,
JAWMTI] |10, 2.71-2.75 (q, 3, 2.37-
ZOFFIER 1239 (@ 3
204 N-(6-7 3 /-5- | 10.58-10.60 (s, 1H), 10.43-10.46 | 427 | HE M LUV FH
AFNEY - | (s, 1H), 8.40-8.47 (s, 1H), i% 20
-1 W)-5-{[3- |8.03-8.10 (n, 1H), 7.86-8.01 (m,
(1-27 /-1-A |3, 7.71-7.87 (m, 4H), 7.63 (i,
FNIFNL) X | 1B, 7.33 (d, 1H), 2.34-2.39 (s,
VAT E |3, 2.19-2.23 (s, 3W), 1.72-
JY=2=AFNAR | 1.79 (s, 6H)
»A7IF
205 N-(5-7 3/ ¥ | 10.97-11.07 (s, 1H), 10.50-10.53 [ 413 | K& 95 BXU 4
B -3-1 )~ | (s, 1H), 8.38-8.41 (s, 1), %20
5-{[3-(1->7 | 8.05-8.08 (s, 1H), 7.93-8.00 (m,
J-1-AFJNIF | 1), 7.73-7.90 (m, 2H), 7.62 (i,
W) RSN | I, 7.38 (d, 1, 2.35-2.39 (s,
TI/}-2-AF |3, 1.74-1.79 (s, 6H)
WRZXTIR
206 2- X F)-N-(6- | 10.55-10.65 (s, 1H), 10.32-10.45 | 484 | Hik84 BLXU K
TR -4 | (s, 1H), 8.37-8.45 (s, 1H), % 21
LY P-3-1 | 8.24-8.36 (m, 2H), 7.90-8.09 (m,
Y -5-{[3-(~V | 30), 7.76-7.86 (m, 2H), 7.36 (d,
TNFTAFI | 1D, 7.16 (d, 1H), 3.75 (1, 41,
RAJANTT R | 3.49 (1, 4H), 2.32-2.40 (s, 3H)
JY RORT 3
i
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(87) JP 2008-525406 A 2008.
goooon

E3.1] L& NMR n/z SM

207 | 5-[G-{[3-(1-> | 10.76-10.83 (s, 1H), 10.59-10.63 | 456 | Ak 133 LW
7 /-1-AFIL | (5, 10, 8.99-9.00 (s, 1H), 8.75 J5 20
FN) R4 | d, 2H), 8.63-8.66 (s, 1),

MTI I -2-A | 8.16-8.37 (m, 2H), 7.90-8.08 (n,
FNRIAN) | MW, T.74-7.90 (@, 28, 7.35 (,
7I/1-FAF |1, 2.71-2.75 (q, 30, 2.37-
N ZaFrTI |89 @ 3B

K

208 | F-G-((G-70 | 10.80-10.86 (5, 1), 10.65-10.73 | 478 | Hi& 119 BEL
EEUDL31 | s, 10, 8.79-8.87 (s, 2H), ik 29
MTI)T BV |8.50-8.55 (s, 1), 8.46-8.49 (s,

RV -4-AF | 1), 8.00-8.05 (s, 1H), 7.80-
NZzZW-1- | 1.94 (@, 3, 7.36 @ 1B,
(-7 /-1-A |2.36-2.43 (s, 30, 1.75-1.79 (s,
FI TFN) A | 6B

VIZaFLT R

5

209 | A4-(G-zO0 £ | 10.80-10.85 (s, 1), 10.44-10.49 [432 |6-70OBUZ
DY =31V~ | (s, 1H), 8.78-8.82 (s, 1H), Y-3-TIvBE
5-{[3-(1->7 | 8.38-8.40 (s, 2H), 8.04-8.10 (s, ™ Hik 20
J-1=AFWIF | 1), 7.90-8.00 (m, 2, 7.85 (,

VY ROVANT |1, .76 (4, 1), T.61 (1, 1D,
TI/--AF [ 1.34 (@, 1H), 2.35-2.41 (s, 3,
WRYATIE [ 1.72-1.78 (5, 6H)

210 | F[6-(zno7 |10.62 (d, 20, 8.57 (4, 1), 455 | Ak 43 BEU
oElL 73/) [8.30 (s, 1B, 8.27 (d, 1M, 7.99 Hik 21
BUDL-3- |- 8.05 1D, 7.96 (d, 28,

WI-2-AF)N-5- [ 1.78 - .83 (@, 1), 7.77 (s,
((3-(hUZ)bA | 1D, 7.33 (d, 1B, 7.05 d, 1D,
QAFIN) R |2.64-2.60 (m 10, 2.35 (s, 30,
JAMTI /Y [ 0.89 (s, 2D, 0.56 - 0.65 (o,
RPZXTIR | W
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(88) JP 2008-525406 A 2008.
oooooao
£33 &% NMR /2 SM
211 -ZOo-A[6- | 10.84 (d, 2H), 8.48 (d, 1H), 490 | HE M4 BIUT
(70 7F)7 | 8.24 - 8.34 (w, 2I), 8.07 (d, Fik 224
TOHOBYT- |[IW, 7.90 - 8.02 (m, 3, 7.80
- N1-5-{[3- | (1, 1H), 7.60 (d, 1D, 7.05 (d,
(FUZAADTA | 1D, 413 - 4.28 (m, 1H), 2.38 -
FNY R4 | 2.47 (@ ), 1.92 - 2.06 (m,
MFTI /Y R, 167 - 1.82 (m, 20D
AT IE
212 F6-G2o7 [10.43 (s, 20), 8.31 (d, 1H), 469 | Hik 244 BIUV
FATFIHPY |8.12 (s, 11, 8.09 (d, 10, 7.74 Fik 21
D3 N]-2- 1 - 7.84 (m, 3W, 7.61 (i, 2D,
AFIN-5-{[3- | 7.14 d, 1H), 6.83 (d, 1H), 3.95
(FUZ)ADR |- 4.09 @ 10, 2.20 - 2.29 (m,
FU) R4 | W, 2.16 (s, 3D, 1.73 - 1.87
WIT7I /Y A2 | W), 1.48 - 1.63 (@, 21
X7IR
213 -7 oo-NF[6~ |10.80 (d, 2W), 8.47 (d, W), 417 | Ak 245 BXU
(7O iy |8.31 (s, 1H), 8.27 (d, 1H), 8.07 Jiik 224
3/) BUD-| W, 18, 7.88 - 8.02 (m, 3W),
-1 N1-5-{[3- |7.80 (i, 1M, 7.60 (d, IH), 7.03
(FUZNADTA | d, 1), 3.92-3.88 (m, 1), 1.22
FHY RAJA | (d, 6H)
WMTI/ R
A7 IR
214 F6-(r7a [10.54 (s, 1D, 10.01 (s, 1H), 466 | Hik 245 BLU
EAL7I/) F 18.22-8.32 (m, 30, 7.97 (4, Fk 21
D2-3- 0]~ | W), 7.76 - 7.85 (n, 3H), 7.68
- AF ) -5-{[3- | (dd, 1), 7.28 (d, W), 6.43 (d,
(F)ZATA | IW), 6.21 (d, 10, 3.8 - 4.01
FI) R | @ 1), 2.34 (s, 30, 1.12 (,
WIFTI /) R |60
73R
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(89) JP 2008-525406 A 2008.
oooooao

K (AL NMR n/z SM

215 M E-7oE ¥ | 10.99 (s, 1), 10.81 (s, 1), 49 | 6-7OEEPUY
Y -3-AN)-|8.72 (d, 1H), 825 - 8.38 (m, -7 I B&
9-70m-5-{[3- | 2H), 8.17 - 8.25 (m, 1H), 8.04 - U Ak 224
(FPUZNAFTA | 8.14 (n, 1H), 7.93 - 8.01 (m,
FN) RS LD, .71 - 1.86 (m, 2H), 7.63
MTFI /) R dd, 20
A7 IR

216 I-r - (G- {1111 (s, 1H), 10.78 (s, 1H), 439 | HE 252 B
TNADEYY Y [ 8.69 (s, 1D, 8.25 - 8.40 (m, Fiik 224
=31 JL)-5- | 3W), 8.17 (d, 1H), 8.06 (s, IH),
{[3-(hPUZNF | 7.98 (s, 2D, 7.80 (i, 1H), 7.6l
oAFN) X | @, 1H)
JANIT 2 /)
RZXFIR

217 F@G-70F0 [ 10.84 (s, 1H), 10.58 (s, 1H), 418 | FiE 252 BIU
EP-3-1 |8.70 (s, 1D, 8.24 - 8.35 (m, Jiik 21
J)-2-AF)N-5- | 3D, 8.15 - 8.21 (m, 1M, 7.91 -
{3-(FUZNF | 7.99 (m, 2H), 7.76 - 7.89 (m,
OAFN) R |2H), 7.34 (d, 1H), 2.36 (s, 3H)
VANIT I/}
RAXTIR

218 92— m-5- 11,06 (s, 1), 10.44 (s, 1D, 398 | HHETIBLW
[(3,5-¥AF)L |8.68 (s, 1H), 8.36 (d, W), 8.11 3,5-TAFINEE
RNy 7| - 8.22 (m, 1D, 8.06 (d, 1), i
2 /]-NG-7)V | 7.95 (dd, 1H), 7.54 - 7.61 (m,
FOVPUT-3- |30, 7.24 (s, 10, 2.35 (s, 6H)
AR ZT 2
}:‘
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(90)

JP 2008-525406 A 2008.

=y | (7=t ] NMR n/z SM

219 FG-7OF E (1100 (s, 1), 10.43 (s, 1W), 460 | Hk 80 BLU
D2 -3-1M)-[8.79 (4, W), 8.42 - 8.51 (m, 3,5-UAFNEE
9-% 0 -5- 9H), 8.05 (d, 1H), 7.94 (dd, Hig
[(3,5-PAFN |10, 7.51 - 7.61 (m, 3H), 7.23
RV 7o (s, 10, 2.35 (s, 6H)

ARV &
K

220 5-[(3->707 |10.69 (s, 1H), 10.28 (s, 1H), 402 | k69 BXU H
DEN R/ | 8.59 (5, 1), 8.14 (s, 1W), 7.94 ¥ 34
WYI /- | W, W, 7.81 (dd, H), 7.60 -

G-ARFT ¥ [1.73 @ M), 7.27- 7.42 (@

J-3-1)1)- | 3H), 3.80 - 3.88 (m, 3M), 2.35

-AFINARA | (s, 3D, 1.93 - 2.06 (m, 1H),

TIR 0.92 - 1.03 (m, 2, 0.69 -
0.79 (m, 20

221 2-700-5-[(3- | 10.91 (s, 1H), 10.46 (s, 1H), 422 | HET8 BIU A
ra7abil | 8.54 (d, W), 8.16 (d, 1H), 8.05 ¥ 34
RVJAMWTI L, 1D, 7.8 - 7.96 (m, 21D,

J1-FG-ARF | 7.62 - 7.74 (m, 2H), 7.57 @,

3 PYD-3- | 1D, 7.40 (1, 1), 7.28 — 7.34

AIWIRZXTE | (m, 1H, 3.84 - 3.88 (m, 30,

R 1.98 - 2.06 (m 1H), 1.00 (ddd,
2H), 0.72 - 0.83 (m, 2H)

222 5-[(3-3 707 [10.93 - 11.07 (m, 1H), 10.42 420 | HE69 BXU F
o )L-5-70F | (d, 1H), 8.69 - 8.82 (m, IH), I 226
o>V | 8.32 (dd, 1H), 8.10 (d, 1),

TI/)-N(G-A17.98 (d, 1D, 7.76 - 17.87 (m,
FEBUD - 1D, 7.46 - 7.56 (m, 2H), 7.33
-1 I-2-AF | @, 1B, 7.16 d, 1B, 3.91 G,
b RUZXTIR |3, 2.36 (s, 30, 2.04 (ddd,
10, 0.97 - 1.07 (m, 2W), 0.76
- 0.87 (m, 2H)
Ooo00o0ooOoao
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oD

JP 2008-525406 A 2008.

E -y, =y i NMR n/z SM
223 N-[6-(FEF) | 10.50 (s, 1), 10.45 (s, 21, 568 | A3 BEU H
¥2/) BUY |9.50 (s, br, 10D, 8.70 (s, 1H), #170
-3 Ni-2-A | 8.30 (m, 2H), 7.85-8.05 {(m, 5H),
FN-5-{[4-[(4- | 7.30 (d, 1H), 3.75 (s, 2H), 3.40
AFNVERTY | (n, M), 3.05 (m, 2H), 2.90 (m,
iAW AF | 2H), 2.80 (s, 3H), 2.40 (m, 2H),
NI-3-(hU 7 12,35 (s, 30, 2.10 (s, 30
FOAFI) X
NAN]IT R
J} RUZXT73R
[ =13
224 N-[6-(7EF)N {10.70 (s, 1D, 10.50 (m, 20, 513 | A1k 23 BEU H
Y2J) U 19.90 (ors, 1D, 8.75 (s, 1D, 770
>-3-)V]1-5- | 8.40 (n, 2H), 7.90-8.10 (m, 5H),
{[4-[(ZAFIV | 7.40 (m, 1), 4.60 (s, 2H),
TIX/)AFII-12..90 (s, 6H), 2.42 (s, 3H),
=(rUZ)AO | 2.19 (s, 3H)
AFIN) NS
ANIT R J}-2-
AFNR AT
2R OEERE
225 ¥-[3-({I6- (7 | 11.02 (s, 1), 10.60 (m, 21, 513 | Hik36 BEU F
FIFIJ) E [9.70 (brs, 1H), 8.78 (s, 1), # 70
)2 -3-140] |8.00-8.29 (m, 6H), 7.80 (d, 1M,
FI/PANERZ [ 7.40 (d, 1H), 4.56 (s, 2H), 2.86
M) -4-AFNT7 | (s, 6H), 2.45 (s, 3H), 2.15 (s,
TN -2-[( | 3
AFNT ) A
FII-6-(h1 7
o AFIL)
NATIF B
Bt
Ooo00o0ooOoao
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(92)

JP 2008-525406 A 2008.

KEH [ A=g) NMR n/z SM

226 F[3-({[6- (7t | 10.53 (s, 1M, 10.48 (s, W), 485 | HHE39 LU H
FITI/) L [10.16 (s, 1H), 8.68 (s, 1H), 170
U -3-1J)L] [8.00 - 8.10 (m, 2H), 7.95 -

T VHIVRZ | 8.00 (m, 20, 7.89 (s, 1H), 7.84
W-4-AF)NT7 | @, 10, 7.29 d, 1D, 7.15 (,
T=N1-1,3,3- |10, 3.18 (s, 3H), 2.34 (s, 3W),
U AFIL-2-F | 2.07 (s, 30, 1.31 (s, 6H)
YA K-

S-f VRT3

};‘

227 N[6-(FEFIL [ 10.66 (s, 1H), 10.43 - 10.50 536 | ik 201 BXU
73/) BUY | (@ 20, 9.52 (s, 1), 8.67 (s, HiE 70
23— V]-2-A | 1H), 8.58 (s, 1H), 8.43 (d, 2,

FN-5-{[3-(4- | 8.12 (s, 1H), 8.04 (s, 2H), 7.82
AFN-1F13 [~ 7.88 (m 20), 7.36 (d, 1D,
FS—J-1-1 | 2.38 (s, 3D, 2.33 (s, 3H), 2.07
=5~ 7)) | (s, 3D

ATAFI) X

SVANIT R

J} RYR7 3

]—:‘

228 F6-(ZEFIL [8.65 (s, 1M, 8.10 (s, 2H), 7.97 [ 490 | K43 BX K
FTINHEVY |, 1B, 7.8% (s, 1H), 7.78 (, % 70
>3- ]-5- | 1H), 7.67 (i, 2, 7.47 (1, 1H),

{[3-(2,3-b R [7.33 (d, 1D, 3.80 (d, 1H), 3.24
OFI-1,1-PA | d, 20, 2.46 (s, 31, 2.19 (s,
F) 7o) |30, 1.40 d, 60
RJAN] 7

I /)--AFN

NZXTEFR

gooooao

7.

17

10

20

30

40



goooogao

(93)

JP 2008-525406 A 2008.

£y A=t ] NMR 1/z SM
229 F6-(FEFN [ 10.47 (s, 20, 10.29 (s, 1H), 40 | HEM BEXUH
7I/) FUL 18.68 (s, IH), 8.06 (s, 2H), 8.00 #®10
=3 N]-6- | (s, 1), 7.91 (s, 1H), 7.81 Q4,
{(I3-0-> 707 | W, 7.69 d, 10, 7.46 (dd,
O¥IL-1-AF)L | 1D, 7.30 d, 1), 2.36 (s, 30,
IFIL) RS | 2.09 (s, 3H), 1.21 (s, 6H), 0.99
ANVI73/}-2- |- 1.12 (o, 1H), 0.40 (d, 21,
AFNARZT [0.30 (4, 20)
IR
230 F-(ZEFN |10.56 (s, 1D, 10.50 (s, 1H), 458 | HHE5 167 BEU
7IJ/) BEUY | 10.32 (s, 1), 8.71 (s, 1H), Fik 70
>-3-JV]-5- | 8.00 - 8.13 (m, 2H), 7.86 -
{(3-(1, 1-CAF [ 7.94 (m, 2H), 7.81 (dd, 2H),
I 7o) | 1.56 (d, 10, 7.46 (i, 1D, 7.31
AN TR, 1), 2.37 (s, 30, 2.09 (s,
J}-2-AFN X | 3D, 1.67 (g, 2H), 1.31 (s, 61D,
X7 2R 0.64 (t, 30
231 F6-(FZEFN |8.55 (s, 1H), 8.03 (s, 1H), 7.98 [ 472 | Hik46 BLUL K
7)) BUY [, 1D, 7.81 (s, 1D, 7.63 - & 10
>3- V]-5- | 1.73 (m, 2H), 7.58 (d, 1), 7.37
{3-U~>Zo7 | @, 1), 7.21 @ 1B, 2.35 (s,
oEJL-1-k Ro | 3H), 2.09 (s, 30), 1.42 (s, 31,
FLIFN) R | 1.14 - 1.24 (m, 20, 0.28 -
SAN]T I [ 0.43 (m, 4D
S Y=2=AF )N
YATIE
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=3, Ay NMR n/z SM

232 F6-(ZEFIL | 10.56 (s, 1D, 10.51 (s, 1), 458 | HiE48 BXU FH
T3J/) PUY [10.34 (s, IH), 8.69 (s, 10, % 70
>-3-4JL3-5- | 8.00 - 8.11 (m 2H), 7.97 (s,

(3-[7o7o [ 1D, 7.92 (s, 1H), 7.78 - 7.86
PN (e RoF | @ 2, 7.58 @, 1D, 7.47 (1,
YAFIN] N2 | 1H), 7.29 (4, 1H), 4.04 (d, 1D,
JANYT I 7)- | 2.34 (s, 3D, 2.07 (s, 3H), 1.00
-AFNARLZ |- 113 @, 1), 0.34 ~ 0.49
IR (mn, 41

233 5-[(3-7oo~X [ 10.56 (s, 1H), 10.49 (s, 1H), 396 | Hik69 BXU3-
AN TR O|8.64 (d, 1D, 8.00 - 8.12 (m, anlug Jk ]
J1-F(5-A k& | 5, 7.92 (dd, 2.17 Hz, 1),

TPUD-3-1 [1.58 - .71 (m, 2H), 7.34 (4,
I)--AF)X | Hz, 1H), 3.92 (s, 3, 2.43 (s,
YRXTIE 3H)

234 5-[(3,5-CAF [ 10.51 (s, 1H), 10.24 (s, 1H), 390 | HEEIBXU
RS 7 | 8.61 (4, 1H), 8.06 (d, 2H), 7.99 3,5-PAFNEE
I2]1-FG-AR | @ 2, 7.89 (dd, 1D, 7.63 (s, B
FIEYTL-3- | ), 7.27 W, 10, 7.19 (s, 1B,

ANY-2-XF) | 3.87 (s, 30, 2.38 (s, 3W), 2.32
NZXTIER (s, 6H)

235 5-[(3,4-TAF [10.55 (s, 1H), 8.65 (d, 1D, 390 | HE I BLT
WA T | 811 (5, 1H), 8.10 (s, 1H), 8.05 3,4~ AFNER
3I/1-FG-AR |, 1M, 7.94 (dd, 1H), 7.86 (s, 5
FIPUP-3- | IH), 7.82 d, 1W, 7.81 (dd,

AN)-2-AF)L | D), 3.92 (s, 3W, 2.42 (s, 30,
NYZXT IR 2.32 (s, 6H)
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236 5-[(3, 4~ 20 | 10.55 (s, 10, 10.75 (s, 1H), 430 | HiE 69 BLY
O/ | 8.82 (4, 1H), 8.49 (4, 1), 3,4-vronks
73 /1-#(5-% [ 8.21-8.80 (m, 4H), 8.10 (dd, wE
FEEUT T~ | 1), 8.03 (d, 1H), 7.62 (4, 1D,
-1 -2-AF | 410 (s, 30, 2.61 (s, 30
W ROZXTFIR

237 5-[(3,5-¥7 1 |10.56 (s, 2H), 8.63 (d, 1D, 430 | HE I BLU
o)) |8.10 (d, 1), 8.06 - 8.07 (n, 3,5~/ OoORE
73 /1-N-(5-A | 2H), 8.02 - 8.04 (m 2H), 7.90 &g
FEIEUYZ -] (dd, 1), 7.84 (t, 10, 7.83 (,
- J)-2-AF | 1D, 3.92 (s, 30, 2.43 (s, 30
WRCZAT IR

238 5-[(3-7om-5- | 10.57 (s 1H), 10.55 (s, 1H), 414 | HE 69 BLU3-
T)FaRy | 8.65 (@, 1D, 8.10 (dd, 20, yono-5-7)14
ANy 7271~ |8.03 (d, 1H), 7.99 (s, 1H), 7.83 nEEER
NG-ABPFIE |- 7.92 (i, 20, 7.64 - 7.69
DS -3-1)- | m W, 7.34 d, 1D, 7.34 (4,
T-AFNRLZ |10, 3.92 (s, 3H), 2.44 (s, 30
IR

239 5-[(4-A RF - 10.55 (s 1H), 10.15 (s, 1D, 406 | HE69 BIUI-
J-AFIARS | 8.62 (d, 1H), 8.02 - 8.10 (m, AFJ-4-A b F
ANy FX/1- | 3D, 7.86 (dd, 1D, 7.65 (d, VREBER
FGE-ARFE |10, 7.81 (d, 1H), 6.82 -~ 6.90
JI-3-1I)- | (m, 2H0), 3.91 (s, 3H), 3.86 (s,
2-AFNARX | 3D, 2.45 (s, 30, 2.41 (s, 3H)
73R
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K (A=t NMR m/z SN

240 5-{[3-7J)LF -] 10.70 (s, 1H), 10.57 (s, 1H), 443 | HHE I BLUI-
5-(hU7)LAnT | 8.63 (s, 1B), 8.29 (s, 1), 8.20 AFN-5-F1) 7
AFNY RS L, 1), 8.11 (@ 1H), 8.06 (. NADAFIRE
AT 2Y-F |10, 8.02 - 8.04 (m, 1), 7.95 e
G-ArET P | 1D, 7.90 (dd, 1D, 7.35 ,

P -3-1)L)- | 1H), 3.92 (s, 3H), 2.44 (s, 30
I-AFNR X
TIR

241 NFG-ARFS | 10.55 (s, 1), 10.33 (s, 1H), 376 | A6 BRI
By -3-1  |8.65 (s, IH), 8.11 (s, 2H), 8.04 AFNREEFE
W -2-AFN-5-| (s, W), 7.94 (dd, 1H), 7.86 -

[G-AFINARL [ 7.89 (m 2H), 7.43 (d, 2H), 7.32
JAM T3] @ 1, 3.92 (s, 30, 2.43 (s,
RXT 2R M, 2.41 (s, 3W

242 2-RA FF-# [ 10.52 (s, 1H), 10.35 (s, 1D, 416 | FET BXUI-
JP-3-1 )~ |[8.87 (4, 1D, 8.26 - 8.31 (n, KO ZNFDOAF
5-{[3-(~Y7JL [ 31), 8.20 (d, 1W), 8.06 (d, 1), VR B
FOAFIL) N [ 7.96 - 8.00 (m 2H), 7.78 (i,

SANMTI | I, 7.39 (dd, 1), 7.23 (,
J} ROZX7E [, 3.92 (s, 3H)
}:

243 F<G-73/ E [10.70 (s, 1H), 10.48 (s, 1D, 435 | HE 9 BLUT H
Y-8~ | 8.31 (s, 20, 7.92 -~ 8.02 (n, B 224
2-27O0-5-{[3- | 4H), 7.76 - 7.84 (m, 1MW), 7.68
(FUZADA | @, 1D, 7.55 - 7.62 (@, I1H),

FIVY RA | 7.49 (t, 1H), 5.40 (s, 2H)
WIFTI /Y R
X7 IR
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K &% NMR n/z SM

244 FG-7I /720 [10.98 (s, 1H), 10.61 (s, 1D, 415 | HE BEU A
D234 W)-2- | 8.37 (s, 1), 8.28 (s, 2H), 7.89 i 21
AF)-5-{[3- |- 8.01 (m 3H), 7.76 - 7.89
(M) ZNADA | @ 40, 7.35 (d, 1B, 6.59 (s,
FI) RJA |10, 1.98 (s, 3
WITI ) R
X7 IR

245 2-7o0o-M[6- | 10.88 (s, 1D, 10.76 (s, 1H), 476 | Hik 43 BXW
Grzo7oe)l | 8.55 (s, 1H), 8.24 - 8.32 (m, k224
TIOEUY W), 8.09 (d, 1), 7.88 - 8.02
=3 1-5- | (@ 3, 7.81 (¢, 1H), 7.61 (4,
{[3-(bUZNA | IH), 7.06 (d, 1M, 2.60 - 2.69
OAF)) R | (m, 1H), 0.91 (d, 2H), 0.56 -
JANITI /Y [0.70 (o, 2H)
NAXT7IR

246 M(6-7 3 /-5- [10.38 (s, 1H), 10.26 (s, 1), 487 | HES8l BIU H
roor)-|8.24 (d, 10, 8.04 (d, 1), 7.91 B 228
-1V -5-({3- | (d, 1), 7.85 (s, 1H), 7.72 -
[@->7 /-1F | 7.81 (m, 2M), 7.55 (i, 1), 7.42
vo—)i-t-1 (dd, 2H), 7.36 (d, 1H), 7.29 (d,
W) AFIL] R | I, 7.01 dd, , 1H), 6.28 (dd,
JANYT I )-[1D, 5.32 (s, 2H), 2.34 (s, 3H)
I-AFINAR X
7IR

247 - AF)L-5-{[3- [ 10.70 (s, 1H), 10.61 (s, 1H), 468 | 6-(hU T A0
(FUZADOA [8.21 - 8.45 (m, 3H), 7.90 - AFN) EUT
FIYR A 8.11 (m, 4H), 7.80 (i, 1H), 7.58 3T rBL
7/~ | W, 1), 7.37 - 7.43 (m, 1H) W A2l
[6- (b1 7 A '
nOAF)) Bl
P ks ) 2 EaN
ATIE
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K A=t NMR n/z SN

248 5-[(3-71oo-4-110.34 (s, 1), 10.24 G, 1), 412 | 3-ZD0D-4-A b
ARFIAY 18,87 (d, 1H), 8.30 (dd, 1D, FIREEFR B
ANy 73 /1- [8.20 (d, 10, 8.10 (d, 1H), 8.04 K Fk 11
-APFI-FE |, 1, 7.96 (ddd, 2H), 7.39
P3| dd, 1D, 7.29 (4, 1), 7.20 (d,

AT IR 10, 3.94 (s, 3, 3.91 (s, 3D

249 -7 no-5-{[3-10.56 (s, 1H), 10.34 (s, W), 437 | A d BLU
(1->7 /-1-A |8.06 (s, 1H), 7.89 - 8.02 (m, ik 223
FIN ZFI)AX 4D, .77 d, 1D, 7.64 (d, 1H),

AN T O] 152 - T.61 (n, 2H), 6.40 (d,
J}-F@-kRo |18, 1.75 (s, 6

FEVT -3

AR ZXT 2

R

250 N(6-7 3 /-5- [10.55 (s, 1D, 10.49 G5, 1M, 468 | A9 BLU
ooy~ |8.38 (d, 1H), 8.17 (d, 1M, 7.96 7k 81
3= W)-5-{[3- | (s, 1D, 7.88 (s, 1), 7.76 -

(I->7/-1-A |7.86 (m, 2H), 7.64 (d, 1H), 7.33
FI TFA)-5-| W, 1, 2.36 (s, 3D, 1.76 (s,
ZFuxRS | 60

AN T2 /}-

-AFNAR X

73k .

251 -{[3-(1->7 10.77 (s, 1D, 10.51 (s, 1W), 476 | HHETL BXU 5
J-1-AF)TF | 8.63 (s, 1H), 8.12 (s, 1H), 7.91 % 229
W=5=-70F0 |- 1.99 (m, 30, 7.78 - 7.84
RN 7 | (m, 20, 7.65 (d, IH}, 7.35 (4,
2G| 1D, 4.56 - 4.78 (m, 1H), 2.37
JoRF Ly | (s, 3D, 1.72 (s, 60, 1.32 (d,

D=3 ))-2- | 6H)
AFIN RXT
IR
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ey 37| g NMR n/z SN

252 | 2--700-5-{(3- | 10.68 (s, 1H), 10.55 (s, 1H), | 433 |3-73/-6-£3
(1I->7 /-1-% [ 8.72 (d, 10D, 7.99 - 8.05 (n, V> BEU Kk
FITFI) R |3H), 7.93 - 7.96 (m, M), 7.75 293
SAMTE |- .78 (@ 1W), T.56 - 7.64
JY-F6-AFI | (m, 2, 7.25 d, 1H), 2.43 G,
vy -3-1 3, 1.74 (s, 6H)
MR ZT IR

253 | F5-L(AFI | 10.95 (s, 1D, 10.58 (s, 1H), | 507 | Hik 185 BEU
73 /)ANEZ | 9.14 (4, 1H), 8.57 - 8.64 (@, F¥k 21
MEUPL-3- | W, 8.23 - 8.32 (n, 2, 7.96
ANWI-2-AF - |- T.99 G, 2H), 7.76 - 7.86
-{03-(rUZJV | (@ 2H), 7.35 (d, 1D, 2.70 (s,
ADAFN) X |60, 2.38 (5, 3H)
VAT R
/Y RUXT 2
K

254 | 2-r0oO-¥G- |10.97 G, 1D, 10.61 (s, 10, | 469 | Ak 212 BEK
roO-6-AF)L [ 8.69 (4, 10, 8.32 (d, 1H), 8.02 #3223
EUYL-3-1 |- 810 (@ 2H), 7.90 - 8.0
W -5-{[3-U-> | (m, W, 7.78 d, 1H), 7.57 -
7 /-1-AFILL [ 1.69 (m 20, 2.53 (s, 30, 1.75
FN) K2VA | (s, 60
MTR} R¥
273K
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£y 77 o= NMR /z SM

255 5-{[3-(1-v7 10.40 (s, 1H), 10.12 (s, 1H), 485 Hik 189 B
J=1-AF)TF [ 8.40 (s, 1D, 8.06 (s, 1M, 7.89 FHk 20
W) RN - 1,98 (m, 2D, 772~ .79
TN 6- | (m 2D, 7.52-7.75 (m, 2H), 7.30
{[2-(ZAFNT | d, W), 7.14 (i, 1H), 6.70 -
2y TFN]T | 6.81 (bs, 1H), 6.59 (d, 1H),

27} PUP-|3.56 - 3.61 (m 2H), 3.24 (i,
-1 I)-2-AF | ), 2.84 (s, 6H), 2.35 (s, 3H),
WRZXTIR | 1.75 (s, 6H)

256 FQO-{I6-73 | 10.67 (s, 1B, 10.37 (s, 1), 451 Hik 186 XU
J-5-ZnonoE) | 8.82 (s, 1), 8.30 (s, 1), 8.09 ik 29
=317 | (s, 1D, 8.02 (s, 1H), 7.84 -

2] CANARZ [7.93 (m, 2D, 7.81 (d, 1), 7.34
VI-4-AF)p7 | d, 1D, 2.32 (s, 3D, 1.77 (s,
xZ)W-2-(1-3 | 6H)

T /-1-AFI)

IF) 1V

dFT7IF

257 KF(E-73 /-5- | 10.42 (s, 1D, 10.36 (s, 1), 436 | ARSI BLUI-
ooy T-18.27 (s, 1), 8.04 (s, 1), 7.99 (1->7 JTFN)
-1 W) -5-{[3- | (s, 1D, 7.95 (d, W), 7.88 (s, REER
(1->7 /315 1H), 7.81 (d, 1), 7.49 - 17.72
WYy RN | @, 3H)Y, 7.31 (d, 1D, 4.07 -

TI/-AF (4.2 (q, 1D, 2.35 (s, 3, 1.61
WRZT7IE | W, 31
0o0o0o0o0ao0
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Kiadi &% NMR 'z SM

258 FO6-73 /-5~ | 10.50 (s, 1), 10.48 (s, 1H), 480 | Ak 8l BXUI-
yoor¥y-|8.51 (s, 1D, 8.36 (s, 1), 8.11 Q-AFIN-1,3-F
-1V -2-AF |- 8.20 (m, 2H), 8.08 (s, 1H), 7= -5-1 )
-5-{[3-Q2~A | 7.95 (s, 1H), 7.90 (d, 1H), 7.83 LEER
FI-1,3-F7 | d, 1H), 7.65 - 7.75 (m, 2H),
==X | 1.61 (1, 10, 7.32 (d, 1), 2.75
AN] T (s, 3D, 2.36 (s, 3H)
JINRCATFIR

259 NF6-73 /-5- |10.39 (s, 1H), 10.28 (s, IH), 478 | k8l BEIU K
popby-|8.24 (5, 1D, 8.04 (s, 1H), 8.01 i 203
3 )-5-{[3- | (s, 1D, 7.96 (d, 1H), 7.86 (s,
(1-37/-1,2- | 1D, 7.82 (d, 1), 7.70 (4, IH},
TAFITOE [ 7.62 (i, 1), 7.31 (d, 1B, 2.35
VY RN (s, 30D, 2.23 - 2.33 (m, 1H),
T JY-2-AF | 1.72 (s, 30, 1.08 (d, 3HW), 0.77
IRCXT7IR |, 3D

260 M@6-73 /-5~ |10.40 (s, 1H), 10.28 (s, 1H), 464 | L8l BXUY K
Zaogr¥yP-18.25 (s, 1D, 8.04 (s, 1H), 8.02 i 204
-1 W) -5-{[3- | (s, 1D, 7.96 (d, 1M, 7.91 G,
(1->7/7-1-% |1, 7.82 (d, 10, 7.71 (d, 1),
FN Tl 7.61 (i, 1H), 7.31 (d, 1D, 2.35
RIJANITE | (s, 3D, 2.04 (g, 20, 1.73 (s,
J1=2-AF N | 30, 0.88 (i, 3H)
AT IR
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Kb =z ) NMR n/2 SM

261 N(6-7 3 /-5- |10.43 (s, 1H), 10.39 (s, 1D, 466 | Hik8l BXU H
poo¥y)o-|[8.29 (s, 1H), 8.09 (s, 1H), 8.00 ¥ 205
-1 -5-{[3- | (s, 1), 7.96 (4, (W), 7.93 (s,
(1->7 /-2-t | 1D, 7.81 (dd, 1, 7.72 (@,
ROoFa-1-AF | 10, 7.60 (1, 1H), 7.31 d, 1),
WIFN) N | 4.14 d, ), 2.36 (s, 30, 1.70
JANIT I -] (s, 3
B-AF NN X
TIF

262 NM(6-73 /-5 | 10.76 (s, 1H), 10.60 (s, 1), 450 | HEk 192 BEU
AFIEV T~ |8.42 (s, 1D, 8.02 - 8.09 (m, J7i% 223
~rIW-2-7no |20, 7.96 (d, 1W), 7.89 (dd,
o-5-{[3-(-3> | 1B, 7.83 (s, 1D, 7.77 (d, 1M,
7 J-1-AFIIL | 7.56 - 7.68 (m, 3H), 2.20 (s,
FN) NS |3, 175 (s, 6D
WIF2 /Y R
A7 IR

263 N-G5-Ta®-6- | 11,17 (s, 1B, 10.79 (s, 1), 53¢ | 5-7O®-6-2 0
ryop¥yPo-|8.69 (dd, 2H), 8.19 - 8.47 (o, nEY YL -3-7
-1J-2-78 |20, 7.91 - 8.20 (m, 3, 7.84 IUBET Hk
o-5-{(3-(kV | (t, 1D, 7.65 (d, 1) 224
TNA T AFN)
NN T 2
J} RYZX7 32
]-:‘
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£y, 7107 {o=g] NMR /' SM

264 2-%4 O 1-N- 10,61 (s, 1M, 10.57 (s, 1H), 448 | 2, 6-PAFILEY)
(2,6-FAFINE | 8.50 (4, 1), 8.30 - 8.39 (n, Pr-3-TIVH
D=3 - | 10, 7.80 - 8.11 (m, 5H), 7.64 LT ik 224
5-{[3-(RYZJL | @ 1D, 7.10 (s, 1H), 2.51 (s,
FOAFNY R {3, 2.48 (5, 3
NANIT R
I} RYZXT7 I
K

265 N-(6-7 3 /-4~ [ 10.78 (s, 1H), 10.54 (s, 1H), 449 | 4-AFIEY T
AFNET T - | 8.40-8.49 (m, 2H), 7.83 - T1.77 >-2,5-YVT7 I
--2-78 | (m, 5W), 7.65-7.71 (m, 2W), 7.10 BLY Hik 2124
o-5-{[3-(k+1U | (s, 1D, 2.81 (5, 3
7N FaAFIN)
RAASANIT 2
JY RT3
ke

266 -7 m-¥-(4- | 10.65 (s, 10, 10.46 (s, 1H), 434 | 4-AFNEUD
AFNEYT - |8.42-8.54 (m, 3, 7.41 - 7.79 P-UTIUB
-1 ) -5-{[8- | (@ 5H), 7.12-7.31 (@, 2H), 7.10 LT Kk 224
(FUZNADR | (5, 1H), 2.84 (s, 31D
FN) RN SA
W73 R
X7 IR

267 -7 00-N-(2- | 10.73 (s, 1H), 10.61 - 10.69 438 | 6-7 Aoy
Aoy | @ 10, 8.21 - 8.45 (n, 3W), ISPV IV
-3-1)-5- | 7.90 - 8.11 (m, 4H), 7.82 (t, KO HHE 224
{[3-(FUZNF | 1D, 7.59 W, 1H), 7.37 - 7.50
OoAFI) X2 | (m, 1)
AT 2 )
NZA7 IR
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K
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NMR

SM

268

(R)-2-7Do-A
{6-[(2,3-E K
o 7o)
TR /IEUY
>3- JV}-5-
{[3-(~hY7NF
OAF)N) R
JANIT R/}
NYAX72FR

10.01 (s, 2H), 9.72 (s, 1H),
8.43 (s, 1H), 7.64 - 8.01 (m,
6H), 7.21 - 7.47 (@, 3, 3.88
(m, 11, 3.79 - 3.85 (m, 4H)

509

Hik 46 BEW
JiEE 224

269

2-Z7 oo-#-(6-
{[-bFoFi-
I-(E RoF R
FIL) TFNIT
T/EN T -
3-1 ) -5-{[3-
(b Z7RAFDORA
FIN) R4
NT2} R
A7IR

9.98 (s, 2, 9.64 (s, 1H), 8.50
(s, 1), 7.84 - 8.01 (m, 41,
7.62 - 7.89 (m, 3, 7.56 (i,
10, 7.41 (d, 1D, 3.88 (IH, m
3.54-3.87 (44, m)

509

ik 4T BXUY
Hk 224

270

N-[6- (7 &F I
T2 ) 4-AF
NEY P -3-1
H]-2-Z7ono-5-
{B3-(FU TN
oAF)N) X
JANTZ /)
NAXT7 IR

10.01 (s, 2H), 9.70 (s, 1),
9.32 (s, IH), 8.55 (s, 1), T7.67
- 8.00 (m, 6H), 7.31-7.49 (m,
M), 2.83 (s, 3, 2.01 (s, 6H)

490

FG-73 /4R
FHEY D -2
API2N A
B BV Hik
224
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£y e NMR B/ SN

271 2-Z7om-N-(2- | IH NMR (300 MHz) 10.79 (s, 1H), [451 |2-7J)LF4D-6-X
T)An-6-AF | 10.58 (s, 1), 8.55 (d, 1H), FLEYD -3
YT -3-1 | 8.31 - 8.41 (n, 1H), 7.83 - 8.16 T BLEUH
W-5-{[3-(+Y | (m, 5, 7.65 (d, 1D, 7.10 (s, %224
TNATAFN) | ID, 2.87 (s, 3H)

NATAN]T R
J} RXT 3R
]-:‘

272 -7 on-N-[6- |10.50 (s, 2H), 9.41 (s, 1H), BI7T | FHEE 190 BXLW
(4-AFNEAS 18.59 (s, 1D, 7.91 - 8.17 (m, Hik 224
T-1-4IWE [ 4D, 7.70 - 7.82 (m, 2H), 7.58
U2 -3-1V]-] (, 10, 7.11 - 7.32 (m, 2H),
5-{[3-(rUZJL | 3.76 - 3.88 (m, 4H), 3.11 - 3.30
FOAFIIY X | (m, 40, 2.22 (s, 3H), 1.76 (s,

TANIT R | 6H)
S} ROXT7 =2
F

273 F[E-(EFoF 430 HiEll BXU A
AFI) EU %242
D=3 V]-2-

AFI-6-{[3-
(b 7)o R
FI) N4
WMITIJ) R
A7 IR
oooooao
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K [A=g ] NMR /z SM
274 2-7oo-N-[6- | 10.85 (s, 1H), 10.50 (s, 1H), 501 | HIE191 BEU
(IH-¥ >/ —J)- | 8.52 (s, 1H), 8.24 (s, 1H), 8.13 Ak 224
SV T7R /| (s, 10, 7.96 - 8.10 (m, 3H),
Y2 -3-A0]-|7.77 - 7.91 (m, 3D, 7.60 - 7.73
5-{[3-(rU 7)1 | (@, 2B), 7.40 (d, 1D,
FRAFI) N
TAN]T R
J} ROZXF7 3
IS
275 N-{6-[(4-73 7 [10.70 (s, 1), 10.60 (s, 1H), 505 k248 B
TFINTI/] |8.48 (5, 1), 8.00 - 8.10 (m, Fik 224
VU2 -3-1 |2, 7.86 - 7.97 (m, 3, 7.77
i-2-Zoo-5-| (d, 10, 7.50 - 7.67 (m, 2D,
{3-(rUZ)F | 7.01 4, 1D, 3.27 - 3.56 (m,
OAFN) R |2, 3.10 - 3.21 (n, 2, 1.74 -
JANWITR ) 12.04 (m, 4H), 1.76 (s, 6H)
NZXTIEFR
276 -{[3-U-27 |10.52 (s, 2H), 9.42 (s, 1H), 483 | Hik 249 B
J=1-AF)NTF | 8.60 (s, 1), 7.91 - 8.22 (m, ik 20
IV RN | 4D, 7.70 - 7.85 (m, 2H), 7.6l
FIY--AF | G, 1D, 7.09 - 7.47 (@, 20D,
J-N-(6-EXZ | 3.77 - 3.88 (m, 4H), 3.11 - 3.34
-1 EDY | (n, 4D, 2.36 (s, 3, 1.76 (s,
D=3 | 6H)
CATIR
oooooao
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£, {L&d NMR n/z SM

277 NFI6-(FEFN |10.49 (d, 3D, 8.64 (d, IH), 457 | (-7
TIJ/) BUY [8.17 - 8.30 (m, 2H), 7.88 - 8.09 M TR
=3 NV]-2-A | (m 3, 7.85 (d, 1H), 7.68 - F7IR BXU
FI-5-{[3-(+ |7.81 (m, 2, 7.26 (d, 1H), 2.30 Ak 21
YA AF | (s, 30, 2.03 (s, 3H)
Wy RS N]
TIJ)} ROX
7IE

278 M6-(7EFN | 10.72 (s, 1), 10.58 (s, 1D, 476 | (-7 /BN
72/) BUY 10,53 (s, 1H), 8.67 (s, 1H), Pl TE
-3~ 0V]1-2-%7 | 8.06 (d, 3H), 8.02 (d, IH), 7.92 FTIR BXU
oo-5-{[3-(1- |- 7.99 (m, 2H), 7.77 (d, 10, Jiik 223
7 J-1-AFI | 1.56 - 7.67 (m, 2H), 2.07 - 2.11
IFNR/A | @ 3D, 1.76 (s, 6H)
N 72 PR
X7 IR

279 2-7ono-¥{5- | 11.00 (s, 1H), 10.76 (s, 1H), 485 | Bk 202 BRI
(1FE¥—)L-1- | 8.26 - 8.39 (m, 3H), 8.08 (d, itk 224
AIED - |10, 7.94 - 8.03 (n, 2H), 7.82
-1 N1-5-{[3- | (1, 1D, 7.63 (d, 1H), 7.39 -
(bUZADA | 7.42 (m, 2H), 6.35 (1, 2H)
FIy RoTA
WMTFTII) R
A7IR

280 FG,6-C7 37 [ 10.59 (s, 1), 10.47 (s, 1D, 430 | Ak 196 BEU
YU -3-1 8.24 - 8.35 (m, 2H), 8.00 (d, Hik 21
) =2-AF)-5- | 1), 1.88 (s, 2H), 7.74 - 7.85
{[3-(hUZNA | (m, 20, 7.47 (s, 2D, 7.33 (d,
OXF)) _> |10, 7.29 (s, 1H), 2.34 (s, 3H)
JANIT R}
NAT IR
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£, 0 Ay NMR 1/z SM
281 M(6-7 3 /-5- |10.44 (s, 10, 10.41 (s, 1H), 469 | i 186 BLU
rooEy Y- |8.33 (s, 1D, 8.11 (s, 1H), 8.05 Hik 224
-1-2-27a | (s, 1D, 7.96 (d, 1D, 7.90 (s,
o-5-{[3-(kVY |[1H), 7.74 - 7.82 (@, 20, 7.61
A AFN) |, 1D, 7.31 @, ),
RATAN]T 2
J} RYXT 3
K
282 M(6-73/-5- [10.74 (s, 1D, 10.51 (s, 1I), 515 | k181 BXW
TOE¥UT - [8.25 - 8.33 (m, 3, 8.16 (s, Fik 224
-1)-2-7n1 | 1H), 7.91 - 8.03 (m, 3, 7.81
o-5-{03-(k YU | (4, 1D, 7.59 (d, 10
ZNF o AF)L)
RATANIT 2
S} RT3
N
283 -7 oo-F¥G- [ 11.06 (s, 1H), 10.60 (s, 1), 455 | Atk 25 BLU
roovy - | 817 (s, 1H), 8.42 (s, 1M, 8.36 Ttk 223
- L) -5-{[3- | (s, 1H), 8.03 - 8.07 (m, 2H),
(1->7 /-1-X | 17.94 - 8.01 (m, 2H), 7.78 (d,
F) TFIA | I, 1.56 - 7.68 (@, 20, 1.76
ANT TR | (s, 60
JIRCXTFIR
284 5-{[3-(1-27 [ 11.00 (s, 1H), 10.47 (s 1H), 427 | Hik Ul BXYW
J-1=AF)VITF | 8.96 (s, 1H), 8.30 (s, IH), 8.06 Fik 20
W) RSV | (s, 1D, 8.02 (s, 1H), 7.96 (d,
T /)-NG,6- | 1D, 7.74 - 7.82 (m, 20), 7.62
DAFI B U, 1D, 7.34 (d, 1H), 2.58 (s,
-3 -2-& | 6H), 2.39 (s, 3H), 2.36 (s, 3H),
FIURCZATI | 1.76 (s, 6H)
I
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ey, fee# NMR 1/z SM
285 2-70o-5-{[3- { 11.00 (s, 1H), 10.60 (s, 1H), 451 | HEE 18 LU
(I->7 /-1-A |8.59 (s, 1), 8.23 (s, IH), Hik 223
FI TFVA | 1.84-8.09 (m, 5H), 7.78 (d, 1H),
AN 7RO 7.58 - 1.67 (m, 2H), 3.89 (s,
JY-FG-ARF |30, 1.74 (s, 60
YEY D -3
MNRCZXF7IR
286 N(6-7 3 7-5- | 10.44 (s, 1), 10.40 (s, 1H), 450 | Ak 186 BLU
ooy - |[8.34 (s, 1), 8.11 (s, 1D, 8.06 Hik 20
-1 ) -5-{[3- | (s, 1W), 7.96 (d, 1D, 7.90 G,
(1-27 /-1-A |10, 7.74 - 7.84 (m, 20, 7.6l
FNL TFAN |, D, 7.32 d, 1D, 2.34 G,
AN 7RO 3D, 112 (s, 6W)
== AFIN X
X7 3R
287 -2voo-F(G- | 11.07 (s, 1H), 10.76 (s, 1H), 456 | HEk 215 BLUY
pooyP-|8.78 (s, 1D, 8.23 - 8.50 (m, J7ik 224
3 ) -5-{[3- |40, 8.06 (s, 1H), 7.93 - 8.02
(hUZhAoX | m 20, 7.81 (1, 1H), 7.63 (d,
FI) RS | 1)
WNITE I R
X73IR
288 -{[3-(1-27 [10.39 (s, {H), 10.04 (s, 1H), 429 | HEk 216 BLW
J-1-AFNITF |8.06 (5, 1D, 7.95 (d, 1D, 7.73 Hik 20
RS N] |- 7.87 (n, 48), 7.61 (i, 1D,
76k {7.48 d, 1D, 7.29 (d, 1H), 2.34
RoFo-5-AF | (s, 30, 1.99 (s, 3D, 1.76 (s,
WE I =3-1 | 6H)
W =2-AF) X
AT IR

gooooao

7.

17

10

20

30

40



goooogao

(110)

JP 2008-525406 A 2008.

R | LED NMR n/z SM

289 -7 0o-F[5- |[10.76 (s, 1H), 10.67 (s, 1D, 481 HiE 195 B
ARE-6-(X [8.30 s, 1D, 8.27 (d, 1H), 8.06 Hik 224
FNTI/) E |-8.13 (m, 20, 8.01 (d, 1D,
JT-3-)1]-]17.90 d, 1M, 7.81 (t, 1H), 7.6l
5-{[3-(RUZJL | (d, 1H}, 7.41 (s, 1H), 3.92 Cs,
FOAFIL) X | 3H), 2.85 (s, 3
NANIT 2
)} ROX7 2
}:

290 2-Zoo-§[5- |10.73 (s, 1D, 10.49 (s, 1), 485 | Hik 194 B
ZoOo-6-(AF | 8.24 - 8.36 (m, 3H), 7.89 ~ 8.06 FiE 224
V72 /7) EU | (m 4B), 7.80 (t, I, 7.58 (d,
D=3 IN]-5- 1D, 2.83 (s, 3D
{[3-(FUTNF
OAFIN) N>
JANIT 2/}
RAXT7IER

291 FE-(FEFI [10.70 (s, 1H), 8.2 - 8.33 (m, 513 | Hik 209 BLU
FI/)-5-711 |2, .97 - 8.02 (m, 2H), 7.67 - Hik 224
oEyP-3- [ 7.89 (m, 6, 7.44 (d, 1H), 2.08
NV1-2-Z7oo-5- | (s, 3H)
{3-(rUZF
OAFI) R
AT/}
NATIHR

000000
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E =317 [ A=E NMR n/z SM
292 K¥[6-(FEF) | 10.66 (s, 1H), 8.22 - 8.33 (m, 236 Hik 208 BEXY
TI/)-5-7o |, 7.97 - 8.00 (m, 2H), 7.67 - FiE 21
EVYIL-3-1 | 7.89 (m, 6H), 7.43 (d, W), 2.16
NW1-2-AFJ-5- | (s, 3D, 2.07 (s, 3H)
{[3-(rY T NF
TAFI) RN
JANT /)
RNIAT7IR
293 2-7oo-§[6- |10.87 (s, 1H), 10.58 (s, 1D, 484 FHik 194 BLR
roo-6-(AF |8.23 (s, 1D, 8.04 (s, IH), 7.92 Fik 223
J732/) BEYU | -8.02 (m 3H, 7.75 - 7.85 (m,
-3 V]-5- | W), 1.52 - 7.65 (m, 3H), 2.09
{(3-Q->7 /- | (s, 30, 1.75 (s, 6H)
1-AFILTFIV)
RANAIINIT 2
Yy ROX7 32
R
294 -7 op-5-{f3- | 10.75 (s, 1H), 10.63 (s, 1H), 247 Fi#E250 XX
(1-27 /-1-A | 9.75 (bs, 1), 8.49 (s, 1H), HikE223
FI TFN)A [8.03 - 8.10 (m, 2H), 7.86 - 7.99
AN TR (m, 3H), 7.78 (d, 1M, 7.52 -
JY-N16-[(3-E | 7.67 (m, 2H), 7.01 (d, 1D, 3.28
o) -1-1J) |- 3.52 (m, 4H), 3.08 - 3.28 (m,
T T 4H), 1.84 - 2.06 (m, 6H), 1.76
/3 BUP -3 (s, 6
AR KT 2
K
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£33, 47 =g NMR n/z SM

295 -7 m-5-{{3- [ 10.95 (s 1H), 10.60 (s, 10, 451 | HiE 242 BEU
(1->7 /-1-A |8.81 (s, 1H), 8.35 (s, 1H), 8.25 Fik 223
FI TFW)A | (s, 1H, 8.03 - 8.09 (m, 20,
VAN T O[7.91 - 7.98 (m, 2, 7.79 (,
JY-N-[5-(F | 1), 7.55 - 7.67 (m, 2H0), 4.60
& AF)) (s, 20, 1.75 (s, 6M)
ey -3-1
NIRZXTEE

286 F[3-({[6-(7 | 10.84 (s, 1D, 10.72 (s, 1H), 479 | ¥+ G-TI/EY
FNTI/)E [10.50 (s, 10, 8.84 (d, 10, P17
JP-3-1J] |[8.66 (s, 10, 7.98 - 8.10 (m, F7ERR BLU
I VAR |40, 7.95 (d, 1H), 7.88 (d, 1), ik 29
JW-4-Zoor7 17,60 @, 10, 2.01 (s, 3H), 1.78
T ZN]-2-(1-3 | (s, 6H)
7 J-1-XF)
IFN) 1V
aAFLTIR

297 F[6-(7EFI [10.86 (s, 1D, 10.76 (s, 1D, 509 | k210 BLU
Y /)-5-Ab [9.75 (bs, 1), 8.23 - 8.35 (m, ik 224
FIPUD-3-| ), 7.90 - 8.09 (m, 4H), 7.82
AN]-2-z7ono- | (i, 1), 7.63 (d, 1B, 3.83 G,
5-{[3-(hUZJV | 3H), 2.04 (s, 31
0 AFN) N
ANIT R
JY ROXT 32
}:
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£, 1] =g NMR n/z SM
298 :-roo-5-{[3- | 11.16 (s, 1), 10.67 (s, 1H), 449 | FH: 213 BLU
(1-27 /-1-A [9.02 (s, 1H), 8.34 (d, 1H), 8.11 Jik 223
FI TFIX | (5, 1H), 8.06 (s, 1H), 7.96 (dd,
AN TR W, .78 |, 1B, .57 - T.72
JY-N6-TF)N | m 3, 2.88 (q, 2H), 1.76 G,
B3 6H), 1.27 (t, 3H)
MR XT7 IR
299 5-{[3-(1->7 457 | HEE W0 BEU K
J-1-AF NV ITF i 242
W) RATA]
72/} -NF[5-
(B ROFAF
JVy EUP -3~
AN]-2-AF )
NZATIE
300 -{3-(1-37 | 10.87 (s, 1H), 10.43 (s, 1H), 417 | Ak 252 BIUT
J-1=-AFIIF | 8.70 (s, IH), 8.34 (s, 1H), 8.20 Fik 20
) RS0 d, 1D, 8.05 (s, 1H), 7.90 -
X /)-N(G-7 [ 8.00 (m 2H), 7.86 (d, iH), 7.76
4o BUL ||, 10, 7.62 (1, 1D, 7.35 (,
=31 V)-2-A | 1H), 2.35 (s, 3, 1.76 (s, &)
FIANRPZXT I
|€
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=3, 40 L& NMR n/z SM

301 -{[3-(1->7 | 10.42 (s, 1W), 10.01 (s, IH), 500 | AEE193 BXU
J-1-AFNITF 18.24 (5, 1H), 8.07 (s, I, 7.96 Hik 20
IR ANT | @, 1D, 7.66 - 7.87 (m, 4H),
T3 /Y-N(6- [ 7.62 (1, 1H), 7.28 (d, 1H), 6.48
{3-(ZAFNT | (4 1B, 6.39 (bs, 1H), 3.17 -
/) 7OEN] |3.25 (m, 2H), 2.34 (s, 3W), 2.27
T3/ YT [, A, 2.13 (s, 60), 1.75 (s,
>=3-1)1)-2-A | 6B), 1.68 (m, 2H)
FNNIZXT 2
F

302 -[(2-7noo-5- | 11.02 (s, 1H), 10.59 (s, 1H), 464 | Fik 134 BXU
{[3-(1->7 /- [8.93 (s, 1), 8.80 (s, 1), 8.6l ik 223
=AFIIFI) | G, 1), 8.22 (s, 1H), 8.05 -
RASAN]T | 8.06 (@ 2H), 7.93 - 7.99 (o,
J} R4 [ M), .79 (4, 1W), 7.52 - 7.70
73/] ZaF | @ 3, 1.73 (s, 61
»73IR

303 FE-Zoo B [ 10.75 (s, 1), 10.44 (s, 11D, 435 | 2-r7onpgyy
JP -3~ | 8.77 (s, 1H), 8.23 (d, 1H), 8.03 2573 B
-{[3-(1->7 | (s, 1), 7.96 (d, 1B), 7.95 (s, W Fik 20
J=1-AFNITF | 1D, 1.85 d, 1D, 7.77 (d I1H),
) NSV {161 (1, 1D, 754 (d, 1H), 7.34
T3 )--AF | (4, 1), 2.37 (s, 3D, 1.84 (s,
IR ZXTIR | 6D

304 2-700-F[5- [10.81 (s, 1 H) 10.73 (s, 1 H) 451 | Ak 242 BXU
(EROFAF (8,70 (d, 1 H) 8.24 - 8.33 (m, 3 ik 224
VY BUZ-3- (W) 8.18 (5, 1 H) 7.92 - 8.03 (m,
ANI-5-{[3-( |3 W 7.80 (1, 1 B) 7.60 (d, 1 B}
UZILAOAF [5.39 (t, 1 B 4.54 (d, 2 H)
Yy RT3
TI) R
IR
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F i L&Y NMR n/z SM
305 | AFJ)V 5-L05- 457 | HE W BEE A
{[3-0->7 /- # 90
1-AFN IF
I RSA W]
T3 /}--AF
RS
721 BT
S-2-ANREF
L—k
306 | FB-02-(OAF [10.73 G, 1), 10.61 (s, 1D, | 488 | Aik 22l BEE
NVFI/) b [9.69 G, 1), 8.48 (5, 1H), 8.14 Fk 21
FLICUTI- | (s, 1), 8.10 (s, 10, 7.93 -
3-1JV}-2-AF |8.03 (@ 2, 7.76 - 7.85 (n,
N-5-1[3-(hU |20, 7.35 (d, 1), 4.43 (1, 2),
TNATAFL) |3.41 - 3.52 (@, 2H), 2.79 - 2.95
ROVAMTE |, W), 2.37 (s, 3D, 2.17 (s
S} RZX72 | 6D
]-;’
307 | ¥ (-7 /-5 [10.59 (s, 1, 10.41 (s, 1), | 431 | ik 186 BLO
yooey Y- 8,92 - 8.46 (@, 3H), 8.13 (s, Fik 21
3 IV-2-AF |10, .99 @, 1D, 7.90 (s 1D,
V-5-{(3-(RU | 7.74 - .86 (@, 2B, 7.34 (,
TNATAFL) | 1H), 2.25 (s 30
RSAWT 2
J} RyX73
}-i'
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S ey NMR /2 SM

308 5-{[3-(~-7 10.84 (s, 1H), 10.46 (s, 1H), 430 Hik 118 BXY
J-1-AF)ITF | 8.68 (s, 1H), 8.15 (s, 1H), 8.06 Hik 20
Yy X401 | (s, 1D, 8.02 (s, 1H), 7.92 -
FTE/P-F0G-A[7.99 (n, 2H), 7.83 (d, 1M, 7.77
bR YUY | @ 1D, 7.63 (1, 1B, 7.35 (d,
>3- W)-2-A | 1), 3.89 (s, 30, 2.38 (s, 3H),
FINRZXTI [ 175 (s, 61
IS

309 5-{3-(1-+7 10.56 (s, 1H), 10.43 (s, 1H), 458 Hik 219 LR
J-1-AFILTF | 8.47 (s, 1H), 8.04 (s, 1H), 8.02 Hik 20
W) R JA)0] | (d, 1D, 7.96 (d, 1H), 7.92 (s,
72 /-G~ | 1D, 7.80 - 7.88 (m, 2H), 7.76
vaRFy ¥ @ 10, 7.61 (1, (D, 7.33 (@,
2 -3-1I)V)- | 1N, 4.56 -~ 4.76 (m, 1H), 2.37
-AFNRX | (s, 3H), 1.76 (s, 6H), 1.31 (d,
7IF 6H)

310 3-(1-7 /-1- [ 10.89 (s, 1H), 10.68 (s, 1H), 448 Hik 6 BXT 4
AFITFN)- |8.72 (s, 1H), 8.26 (s, 1H), 8.04 ik 114
-7 A -, (s, 1H), 7.88 (s, 1D, 7.73 (d,
B-{[G-APF |1, 7.60 - 7.70 (m, 2H), 7.35-
EDD-3-1 | 141 (m, 2H), 3.90 (s, 3H), 2.37
WZI /] Ay (s, 3, 1.79 (s, 6
RV} -4-AF
N7z N
YAV IR

D0O0O00O

7.

17

10

20

30

40



goooogao

(117) JP 2008-525406 A 2008.7.17

ey (7=t NMR /z SM
311 5-{[3-(1->7 [10.79 (s, 1), 10.49 (s, 1H), 501 | 4222 BT
J-1-AFNTF |9.94 - 10.13 (bs, 1H), 8.55 (s, i 20
YN AN] | IH), 8.16 (s, 1H), 8.04 — 8.11°
7 -N- | @ 20, 7.93 - 8.01 (m 20,
[B-(CAFNT |7.82 (d 1B, 7.77 (d, 1H)}, T.67
27y FoRF |- .72 d, 1, 7.61 (t, 10,
YD -3- | 1.34 (A, 1D, 4.19 (1, 2H), 3.18
ANY-2-AFI) |- 3.27 (@, 2H), 2.80 (4, 3W),
RAXF7IR 2.37 (s, 30, 2.13 - 2.22 (m,
M), 1.72 (s, 6H)
oooooao
0oooao
] L& Nz SM
312 N-(5-7 3 J~6-AFNEU T -3 ))-2-rnn-5-{[3- | 449 | HE 4 BLY
(1-3F J-1-AFINITFINRSLIV]ITI /IR Fik 223
IR
313 -7 00-5-{[3-(1-2 7 /-1-AFNIF RS][4 | FE 23 BX
TI/I-N-G-2T YD -3 ARC XTI R * Hik 232
314 terti-7F)L 2-[({5-LG-{[3-(1-2 7 /-1-AFJITF)) | 598 | Hik82 BLK
RANVIT I IV AFINRTAI)TIIIEDY Fik 20
AN T I AFAIEOU D 1R FS L —
bk
315 tert-7F) 2-[(5-[G-{[3-(1-2 7 /-1-AFJLTF)) {599 | K220 B&
RISANIT R I2-AFNRVAIN TR /I W Kk 20
3-AIAF) AFAIOY D -V REV L —
k
316 N-6-{[(RCPNAFINTEFNIT I J}-5-AFNEY | 576 | HHE 233 BE
D3 S5AB-U-2F J-1-AFNLIF ) RS A W FHik 20
WITRI2-AFNRXT7 IR
317 -7 00-N-{6-7 2 /-CUP-3-1)L1-5-{[3-(hU T [435 |EUT>-2,5-
NARAFIIRNSANW]IT I IR LT IR PTIvBX
U Hik 224
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oooooao

0000318
ON{6-[(C0O0O0O0DDDODO)O0ODJOO0O0-3-0035-{[3-(1-000-1-000000
YlOoOoOoOojJooo}2-000000000
ON-(6-000000D0-3-00)-5-{[3-(1-000-1-000000)00000]1000°%Y%
-2-0 000000000000 ?202; 314 mg, 0.760 mmol)O THFO 5mIC OO O O O O O
000000145 mg, 3.4 mmoD)0 0 00O OO0DDODDODODOOODDODDODOODODO.14 ml, 1.14
mmolD 0O DOOCDOO0O0O0D000200000000000H00EOACOODODODOO
ocoooooooooooodomso,0 00000000 ODDODODODODOODODOODOO
OOMeOHO 10 mDHO D ODODODDDODODODDDOOODDDOOODDOOODDOOOOGDO
OO0O0OO0O000000O0D0HPLCO 5-55% MeCN/H,0, 150 00 0000000000 0O00O (6
S5m0 000D0DOOO0OODODDODOOOODDODOOOODODOO

NMR (300 MHz): 10.41 (s, 2H), 9.20 (s, 1H), 8.58 (s, 1H), 7.99 - 8.08 (m, 2H), 7
.96 (d, 1H), 7.89 (s, 1H), 7.83 (dd, 1H), 7.75 (d, 1H), 7.61 (t, 1H), 7.48 (d, 1
H), 7.32 (d, 1H), 6.85 (s, 1H), 2.36 (s, 3H), 1.76 (s, 6H); m/z 4570
oooooao

0000319
02-000-5-{[3-(1-000-1-000000)30000]000N-[5-(000000
0)-6-0000000-3-007J000000
ON-(b-00O0-6-000O0Q0QO0DO-3-00)-2-000 -5-{[3-(1-CO0D0-1-000000)
OoooO0jooo3yo0o0O0000000312; 145 mg)O DMFO 2 mI)O 0O O 0 00 O O Cs,
CozO0317 mgpOOOOOOODOCOOOODOOOOOCOOOOOOMelIdoO.81 miOODOAO
ooooO0oooUooU040 00000000000 OO0OoOH D000 O0DDODOODO
H0O0 EtOACD 00000000000 ONaCl oy 00000000 0NaySO4ceg 000
OCoOO0O0CO0O00O0O0DO0OO0O0ODO0OD0O0O0OD0OD0dDOOHPLCO 5-95% MeCN/H,0, 150 00 0 O O
oooooDoODO0oo0oo0oo0oo0oooooDoDoODUOoUoDOoo0oo0oDoD@4amgpooooooooOoao
ooooooao

NMR (300 MHz): 10.79 (s, 1H), 10.23 (s, 1H), 8.04 (s, 1H), 8.01 (d, 1H), 7.98-7.
95 (m, 2H), 7.84 (d, 1H), 7.78 (d, 1H), 7.52 - 7.66 (m, 3H), 2.83(s, 6H) 2.41 (s
, 3H), 1.65 (s, 6H); m/z 4780

OoooOoao

O 00 320
5-IGH{[S-(1-000-1-000000)000o0o0jooo}-2-00000000)00
1-N-0000000-2-0000000

D00 5-[G-{[3-(1-000-1-000000)0D000]000¥2-00000000
Yoo Juooo=-2-000000O0O0D00O0O00305; 100 mg)O THFO 1 mlO O O O -78
O0000MegAl-MeNH,O0 O 0 0 OO0 O O MegAl-MeNH,O O O O MegAIO 0.35 ml, 1M THF
O0)OMeNH,00.35 ml, IM THFO O )OO0 0 -780 000000000000 OO0OC0COAO
0000000000000 bDbo0ooUoD2s000000000O0DGOd<OAOE0A
cOH 00000000000 00NaCh gqen D0 O000000UONaSO, g 000000
O0OO0o0O0O0o0O0O0oDbDO0OO00O0000D0DOHPLCO 5-95% MeCN/H,0, 150000000 0O
ooooDooo@muooooooooooooooodd

NMR (300 MHz): 10.85 (s, 1H), 10.44 (s, 1H), 8.95 (s, 1H), 8.20 - 8.50 (m, 2H),
7.70 - 8.18 (m, 6H), 7.51 - 7.66 (m, 1H), 7.19 - 7.51 (m, 1H), 2.87 (s, 3H), 2.3
0 (s, 3H) 1.70 (s, 6H); m/z 4560

oooooao

0000321
05-[3-(000-0000-000)-000000007]-N-(6-000-0000-3-00)-2
-0o0od-000000
Os5-[3-(00o0o0o0oo0o0-000)~-00o0O0OoOoODDOO]-2-000-000000020; 300

Ooo0ooojgoogoao
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mg, 0.928 mmol)O SOCI,O0 5 mDO O O8I O O2000000000005-0000000
O-2-00000000221 mg, 1.86 mmol)O THFO 5 mI)O 0O O O NaHO 50%0 0 0 O O O
111 mg, 2.32 mmol0 000 000000000200 010000000sS0CI,0000
I I e I A O | 1 1 e 0 R 0 A O M A B A W A B R R W A 24 ST R
O30000000D0000000OH010mMIO000000ECACO 2 mMID OO ODOO
coooosomiCOOO0OOMgSO,000C0O0O0O0O0OOOOUODODOOOODODODODOO
(637 mg)U OO O OO OGilsonD O0ODOOO0OO0ODOHPLCO 5-95% MeCN/H,O0, 200 O O OO
0000000000 @O mgODDOO

NMR (300 MHz): 11.07 (s, 1H), 10.61 (s, 1H), 9.02 (d, 1H), 8.42 (dd, 1H), 8.22-8
.36 (m, 2H), 7.95-8.08 (m, 3H), 7.73-7.92 (m, 2H), 7.36 (d, 1H), 2.48-2.51 (m, 6

H), 2.38 (s, 3H); m/z 4240

gooobono

O000 322

Os5{[3-(1-000-1-000000) 0000071000 3%-2-000-N-[5-(AH-00 00O

-4-00)0000-3-00J000000

ON-G-0000D000-83-00)-5{[E3-1-00D0-1-000000>HY00D0O0O0]10003}-

2-000000000D0D0O0O0O192; 256mg, 0.54mmo)0 IH-0 0000 -4-000 00 O

0 125mg, 0.64mmol)0 Cs,COz0 352mgl.08mmol)0 O O Pd(PPhg),0 62mg, 0.054mmol)0 O

O0o0o00ooDoooooo0o04amDO00DO0IMIOC0O0OD0OODODOODODOOODODOOOO

(Smith, Personal ChemistryD 0 0 O0)0 000001800 0 O 20000 0 00 0O0DOOO

O0OD0OD0DEtOAcO 00D 00D O0OoDOooDOooDOoboDOoboDooDobobobobobobooDbao

0O 0O O HPLCO 5-75% MeCN/H,0, 150 0 0 0 0000 00D0O0ODO (75-6 mg, 30%)0 0O OO

O0o0oo0o0ooDooooo

NMR (300 MHz) 10.88 (s, 1H), 10.52 (s, 1H), 8.54 (s, 1H), 8.26 (s, 1H), 8.13 (s,
1H), 7.96 - 8.09 (m, 3H), 7.80 - 7.93 (m, 3H), 7.63 - 7.73 (m, 2H), 7-42 (d, 1H

), 2.20 (s 3H), 1.82 (s, 6H); m/z 4660

gooooao

0000 323-324

0000 o0obobobuobo3xOuoooooooooooDooooooDooDooao
oooooo

O oOoooo
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(120) JP 2008-525406 A 2008.7.
0ooo

Ex AL NMR M/z SM

323 | 5-{f3-(1-27 /-1- 11.70 (s, 1H), 10.87 (s, 1H), 465 IH-¥o—
AFINLTFININT 1047 (s, 1H), 8.79 (s, 1H), 8.72 N=2-1 bk
ANIT I /}-2-AF | (s, 1), 8.55 (s, 1H), 8.06 (s, Wi ]
N-N-[6-(IH-¥ua— 1, 8.00 (s, 1), 7.95 (d, W),

N=2-END - 7.81 (d, 1M), 7.75 (d, 1H), 7.63

FMNINXFPIR | (4, 1D, 7.35 (d, 1H), 7.02 (s,
1), 6.68 (s, 1H), 6.22 (s, 1D,
2.40 (s, 3H), 1.75 (s, 6H)

324 | tert-7FI 2-(5- 569 1-(tert-7
[G-{3-(->7 /- k¥
1-AFJVLTFN) R R ERD
SANIT R )= A Ji-1-1
FN XA T IR S m IV
/] BV
Iy EouP-1-h
NRFE L -k

oooooo

0000 325

02-000-N-[5-(4-0 0 000000-1-00)30000-3-0071-5{[3-(CO00000
DO00)0000]0003Y000000

000000000000010ml 0000000 0O0Pd,(dba)s0d 34 mg, 0.038 mmol)d B
INAPO 47 mg, 0.075 mmol)J 000 O0O0OCOODt00000072 mg, 0.752 mmol)d O O
0000000 02m)000001-00000000056 mg, 0.564 mmol)d O O O O
000000001000 0000N-(-0000000-3-00)-2-000 -5-{[3-(0 00
000000)I0000]10003¥O000000000193; 180 mg, 0.376 mmol)d O
000000000000 008000000 12000000 EtOAc(D 100 m)O O 0 O O
0000000000000 O0O000000O0NaHCO,(0100 M)0OOO0O0O000000
0000OMgSO,0 0 0000000000000000000000000040 go Sio,
00000 MeOH/EtOACO 1:10)0 0 000000000000 144 mgd 77%)0 0 0 0 O O
ooo0o0O0O0O00000

(300 MHz): 10.91 (s, 1H), 10.65 (s, 1H), 8.57 (s, 1H), 8.32-8.26 (m, 3H), 8.

10 (s, 1H), 8.02 (d, 1H), 7.99 (d, 1H), 7.82-7.78 (m, 2H), 7.35 (d, 1H), 3.99-3.
93 (m, 2H), 3.55-3.50 (m, 2H), 3.32-3.12 (m, 4H), 2.82 (s, 3H), 2.37 (s, 3H); n/

z 4990

goooooaon
0doDnD 326-336

000000000 0003250000000N-(5-0000000-3-00)-2-000 -5-
{(3-(000000000)I0000]0003¥O000000000193)0N-(5-000
0000-3-00)-5-{[3-(1-000-1-000000)J0000]10003%2-00000
0000000 0192)IN(-0000000-3-00)-2-000-5-[(3,5-000000
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ocoOoH)ooojooooooooOooz29)pooosMopooooooooooooooao
OoOO0O00O0o0O0O0DOoO0O0DO0ObOO0OO0ODOGIIlsoNnD 00000O0DO0OAHPLCO OO IScot O
OoODOoo0oo0oo0O0ooDOooboooboOooDo)o

ooooooD



(122) JP 2008-525406 A 2008.
000000

E =310 7=y NMR M/z SM

326 2- A F-N-(5—E )R 11.06 (s, 1H), 10.67 (s, 1H), 485 BILRY >
U4~ VY- 8.66 (s, 1H), 8.33-8.27 (m,
3-1I-5-{[3-(hU 7 | 3H), 8.10 (s, 1H), 8.04 (d,

VAT AFN) RN | 1H), 1.97 (d, 1H), 7.82-7.77

W7 I IR ZAT 2 (m, 2H), 7.36 (d, 1H), 3.77

F (t, 4H0), 3.30 (t, 4B), 2.37
(s, 30

327 N-{5-[[3- (T AFINT 11.01 (s, 1H), 10.66 (s, 1D, 514 [N,N,N'=k1)
T HFBEN] (AF 8.54 (s, 1H), 8.32-8.27 (m, AFN 7O
WT7I I -3- [ 20, 8.14 (d, 1H), 8.05 (d, N3
A W=~ AF-5-{[3- | 1), 7.98 (d, 1H), 7.89 (s, TIr
(FUZ)A0AF)V) 10, 7.82-7.77 (m, 2H), 7.36
NAASAN]IT R 7N (d, 1M, 3.56-3.51 (m, 21,

YATIER 3.10-3.03 (m, 2H), 3.02 (s,
3, 2.74 (s, 3W), 2.72 (s,
3, 2.37 (s, 3H), 1.97-1.8%
(m, 2H)

328 N-[6~-(AFNTZ /) | 11.02 (s, 1H), 10.65 (s, 1H), 443 N N-ZAF
YU -3-1I]-2-X |[8.58 (s, 1H), 8.31-8.27 (m, VT I
FIN--{[3-(h 7N 2, 8.04 (dd, 2z, 7.98 (d,

FrrAFI) NS A 1M, 7.83- 7.77 (m, 3, 7.35
WTI/Y RZATZ (d, 18y, 3.04 (s, 6H), 2.37
R (s, 3D

329 N-G-{B3-(ZCAFNT 11.86 (s, 1H), 10.69 (s, 1), 501 NN-DAF
T /y7uaEl] 73 8.41 (s, 1H), 8.31-8.28 (m, n7an-
JYEY D -3 ))) - 2, 8.02-7.92 (m, 4H), 7.82 1,3-7 =
2-AFIN-5-{[3- (k1) (1, 24y, 7.33 (d, 1H), 3.29- Ve
ZNFAaRAFIINRY 13,20 (n, 2H), 3.18-3.05 (m,

ANIT IR XT W), 2.74 (s, 3, 2.73 (s,
IR 3H), 2.36 (s, 3H), 1.96-1.89
(m, 21)

goooogao
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(123) JP 2008-525406 A 2008.
oooooao

Khtidi e NMR M/z SM

330 N-{5-[Q2-ARF>TF [11.02 (s, 1), 10.67 (s, 1H), [487 |2-A hFi-
W AFN) 72 /1K |8.58 (s, 1H), 8.31-8.28 (m, N-AFNT
UP-3-1NV)-2-AF | ), 8.09 (d, 1H), 8.04-7.96 HTI
N-5-{B3-(FU 70 | (o, 20), 7.84-7.77 (m, 3H),

OAFMIRAN] | 7.35 (d, 1H), 3.65-3.59 (m,

TIIIRVATIE 2H), 3.55-3.49 (m, 2H), 3.24
(s, W), 3.04 (s, 31, 2.37
(s, 3H)

331 N-G-{[(2, - AF - | 11.04 (s, 1H}, 10.66 (s, 1M, {530 [1-(2,2-YR
L3-PFFUS5-4-1 |8.60 (s, 1H), 8.32-8.29 (n, FI-1,3-2
IMAFIITI/LE | W), 8.02 (dd, 2, 7.99 @, FFI T -
JP-3-A)-2-AF | 1H), 7.83- 7.78 (m, 3M, 7.34 - )) A S
N-5-{3-(rU 70 | d, 10, 4.26-4.22 (m, 1H), YT I
O AFI) RASA)] | 3.79-3.55 (m, 2H), 3.12-3.05
TIJ} RYXFIR | (m, 2D, 2.37 (s, 3, 1.4l

(s, 30, 1.33 (s, 30

332 N-G-{[2-(CAFIT [ 10.72 (s, W), 10.59 (s, 1H), [486 | NAN-PAF
SNIFN] ¥} |8.30-8.24 (m, 3H), 7.99-7.96 VIE -
BV -3-1I-2-X | (o, ), 7.87-7.76 (m, 4H), 1,2-¥73
FI-5-{[3-(FY 7)) | 1.34 (d, 10}, 3.49 (1, 2, >
A0 AF L) RS A 3.29-3.26 (m, 2H), 2.84 (s,

WVITIJIRCZXF | 6H), 2.36 (s, 30
R

333 F-5-[[2-(CAFNTY [10.72 (s, 1D, 10.59 (s, tH), [501 [NNN-FU
THIFNI (AFI) |[8.30-8.24 (m, 3, 7.99-7.96 AFIITE
TR/IEUP-3-1 | (o, 2H), 7.87-7.76 (m, 4H), >-1,2-97
W=2-AF -5-{[3- 7.34 (d, 1B, 3.49 (1, 20, I

(D) 7)o XFIL)
NN T I IR
YATIER

3.29-3.26 (m, 21, 2.84 (s,
60, 2.36 (s, 3B

gooooao
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(124) JP 2008-525406 A 2008.7.17
000000

E ) Ead NMR /2 M

334 -{[3-(1-27 /~1-A 11.06 (s, 1H), 10.77 (s, 1H), 498 1-AFIE
FNIFI)RATA 8.55 (s, 1H), 8.34-8.29 (m, VA
W] 73 21-2-AF0- | 3H), 8.12 (s, 11D, 8.03 {d,

N-[5-(4-AFNERS 1H), 7.98 (d, 1H), 7.84-7.78

Cr-l- I PUT - | @ 2D, 7.34 (d, 1D, 4.00-

A NWIRATER 3.93 (m, 2H), 3.56-3.50 (m,
), 3.33-3.11 (m, 4H), 2.82
(s, 30, 2.37 (s, 30, 1.59
(s, 6H)

335 -7 0a-5-[(3,5-2 A [10.99 (s, 1H), 10.45 (s, 1B, 466 TR
FIRSLIT 2 8.50 (d, 1H), 8.23 (d, 1B,

J1-K-(5-FJNRY - 8.10 (d, tH), 7.94-7.88 (m,
NI -3-1 2, 7.59 (s, 1H), 7.56 (s,
MR XT IR W, 7.24 (s, 1D, 3.76 (i,
4D, 3.25 (t, 4, 2.35 (s,
6H)

336 -7 nana-N-{5-[[2-(z> |[10.88 (s, 1), 10.48 (s, 1), 481 NNN-RU
AFNT I /)TFIN] 8.35 (s, 1M}, 8.11 (d, 1H), AFINITHY
(AFINTI /1Y |8.08 (s, 1M, 7.87 (dd, 1H), -1,2-07
-3 W-5-103,5-2 | 7.73 (s, 1H), 7.58 (s, 1H), I
AFINRTALIN) 7 7.56 (s, 2H), 7.24 (s, 1H),

RIIRXTRER 3.76 (t, 2H), 3.29-3.26 (m,
28, 2.98 (s, 30, 2.85 (s,
3H), 2.83 (s, 3H), 2.35 (s,
6H)
000000
000D 337
ON-[5-(3-0 0 0 000-1-00-1-00)0000-3-007-2-000-5-{[3-(0 0000
0000)0000]0003}000000
000000000000 010mMI 0000O0O0O0ON-(-0000000-3-00)-2-0
00-5{[3-(000000000)I0000]J0003 000000000 193; 200 mg

, 0.418 mmol)O MeCNO 1.75 mIDO 0O O 0O O EtgNO 0.293 ml, 2. 10 mmol)O0 OO OO O
O00-2-00-1-00 0058 mg, 1.05 mmol)Od Cull 25 mg, 0.125 mmol)O O O O Pd(PPhg
),096 mg, 0.084 mmol0 D 00O OO0OOOOOSB0000O00OC0OOOOOODOOODOO
OO0O0D00O50 mIOEtOCACO OO O Osio,000000000SsSio,000050 ml EtOAcH

ocoooO0ooOoooo0oooO0oooO0ooOoo0oooo0ooOboOooOoOooooOonD40gosio,0O0O00O0
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(125) JP 2008-525406 A 2008.7.17

MeOH/EtOAcT 1:10)0 0 0 0 0000000000102 mgd 55%)0 0000000000
Ooo0D0O0O0O0O0000
NMRO 300 MHz): 10.82 (s, 1H), 10.62 (s, 1H), 8.46-8.40 (m, 2H), 8.31-8.27 (m, 3H

), 7.98-7.95 (m, 2H), 7.84-7.77 (m, 2H), 7.34 (d, 1H), 4.08-4.02 (m, 2H), 2.36 (
s, 3H); m/z 4530
oooooaod
0 0 0O 0O 338-340
0ooooooooLwe0000000NG-0000000 -3-00)-2-000-5-{[3-(
OoooDoDoDOooOo)ODO0O0OO0]oOO0OODO0D0D0DO0000193)0000SMO0O0OAO
0000000000000 0000DD0O000O0O0O0DDb0DO0OO0oDOooOooOOcGIIsoNO0O00On0n0anO
OOO0OHPLCO O D ISCOO O ODDDODODOODDODDOOOODOoODOOODoOaO)O
oooooao
Oooooao
FEhad] (AT ] NMR N/ SM
338 N-[5-(3-v Rof 7o 10.73 (s, 1), 10.59 (s, 454 wAnPACYER
N-1-1-1-1V Y | 1H), 8.83 (s, 1H), 8.34- =1-F—)I
=3 ]2~ AF )5~ 8.26 (m, 4H), 7.97 (d, 1),
{3-(bUZNFDRAF 7.92 (d, 1H), 7.87-7.79 (m,
VIRV ANITI IR P, 7.33 d, 1H), 4.33 G,
ATIER ), 2.36 (s, 3H)
339 2-AF)N-N-{6-[3-(AF 10.83 (s, 1H), 10.64 (s, 467 N-AF )N 7o
VT )y7Fan-1-12- | 1), 8.46 (s, 1H), 8.31- IN=2-1 -1~
- -3 8.26 (m, 3H), 7.98-7.95 (m, TEr
Vi-5-{[3-(hUZNFO | 3H), 7.85-7.77 (m, 2H),
AFIJNRAASAN]T 2 7.33 (d, 1), 4.19 (t, ZW,
IR TIR 3.05 (t, 20), 2.36 (s, 3H)
340 N-{6-3- (T AFINT 3 10.82 (s, 1H), 10.63 (s, 481 N N-Z AF)
) 7as-1-1 -t-1 1H), 8.48 (s, 1H), 8.31- Jars-2-1
I =31 1-2- 8.26 (m, 3H), 7.99-7.96 (m, e B
AFN-5-{[3-(hU 7L M), 7.85-7.77 (m, 3H),
F O RAFI) NS )] 7.34 (d, 1M, 4.39 (s, 21D,
TI/INRZXTIR 2.88 (s, 6W), 2.36 (s, 3W
Ooo0oooOooao
0000 341

ON-[5-(3-000000000)I000-3-00]-2-000-5-{[3-(C000000000
YJOOooloooyoooooo
O00D0O0O0O0ON-[5-(3-00000000-1-00-1-00)0000-3-007]-2-000
5-{[3-(000000000)I0000]0003}00000000C0O338; 45 mg, O.
100 mmol)D 0 0 025 mi0 0 O O O MeOHD 10 miD 0 0 0 0 O O 10% Pd/CO 15 mgD O O O
0000000000000 00001atmdH,0000000000012000000
0000000000000 O0EOACO 015 M0 0 O0O0000Sio, 000000000 Si
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o,00000D0O025ml EXCACO 00 0O OOOCOOOOOOOOOOOOOOOOOOO
OD0DO0O0D040g SiOL,0D0000EOCACOD D 0DDODODOODOODODOD44 mgd 98%)O O O

(126) JP 2008-525406 A 2008.7.17

gooocooOoboobooooooooooboao

NMR (300 MHz): 10.85 (s, 1H), 10.60 (s, 1H), 8.32-8.26 (m, 5H), 7.99-7.97 (m, 2H
), 7.84-7.76 (m, 2H), 7.34 (d, 1H), 3.43 (t, 2H), 2.75-2.69 (m, 2H), 2.37 (s, 3H
), 1.78-1.71 (m, 2H); m/z 4590

emi-preparativeJ O OHPLCO O D OO DO ODO0O0.190 g0 80O O OODOOOODODODOO

goooano

NMR (300 MHz): 10.95 (s, 1H), 10.78 (s, 1H), 8.75 (d, 1H), 8.33-8.26 (m, 4H), 8.
10 (d, 1H), 7.99 (d, 1H), 7.88 (dd, 1H), 7.80 (t, 1H), 7.60 (d, 1H), 3.74 (s, 2H

), 3.42-3.32 (m, 4H), 3.11-3.00 (m, 4H), 2.78 (s, 3H), m/z 5330

000000

0000 342-343

0000000000003410000000SM0 0000000000000 00000
0000000000000 0000GilsonD00000000HPLCO OO 1SCOD 0 OO
0000000000 000000O0)0

oooooo

ooooo

E R fe&% NMR N/z SM

342 2= A F J-N-{5-[3-(R 10.89 (s, 1H), 10.64 (s, 1H), 472 )
FNTI)TOE)N] 8.34-8.25 (m, 5H), 8.00-7.97 (m, 339
BT =31 }-b- 20, 7.85-7.76 (m, 2H), 7.33 (d,

([3-(FUZF0AF | 1D, 2.64-2.59 (m 2H), 2.49 G,
JNRATANIT /Y |3, 2.37 (s, 3, 2.30-2.26 (m,
NAAT7ER 2H), 1.78-1.75 (m, 2H)

343 N{5-[3-(FAFITFZ | 10.67 (s, 1H), 10.60 (s, 11, 486 Ea
Y7ael] Beuy 8.30-8.22 (m, 5H), 8.05-7.97 (m, 340
=3~} -2-AF )~ 20, 7.80 (t, 2, 7.34 (d, 1M,
5-{[3-(hyZNAD A |[3.15-3.09 (m, 21, 2.79 (s, 3W),

FI) NATANITI | 2.77 (s, 3, 2.65-2.59 (m, 2H),

J} RZAF73 R 2.36 (s, 3H), 1.98-1.88 (m, 2H)
oooooo
0000 344
02-000 -N-{5-[(4-0 0 000000-1-00)3J00710000-3-00 }-5-{[3-(0 O
0000000)I0000]0003 00000
000000002-000-N-[6-(00000000)J000-3-007-5-{[3-(0000
00000)I0000]10003¥O000000000304; 0.200 g, 0.444 mmol)D O O
010 ml DD0O0O00O0O0OEtNDO0.19 ml, 1.34 mmol) 000000000 D0000000
000000000 00000000.05ml, 0.578mmol0 0000000000000
0000000000 0000001-0000000000.500 ml, 4.44 mmold O O O
0000000000000 00030000000000NaHCo,0 000050 mio OO
0000000000000 000000O0EtOACO O50mMID 000000000000
0000OMgSO,0 00 0000000000000 00000000000000000Ss
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goooogao

oooooao
0000 345-351
godooobooooobooo3¢4ooooooooosvocboooboDboboooboooodan
0000000000000 oDOooDOooDOoOocGilsonD 0000O00ODO0ODOHPLCO OO 1SCOO
0o00oDoOo0ooDoODoDOoooooooooao)o
oooooao
ooooooa
ey A=t NMR N/z SN
345 - AF-N-[5-(EJ) | 10.80 (s, 1H), 10.59 (s, 1H), 500 | ENAFY 10
HY 4 IVAFN) |8.78 (d, 1H), 8.60 (s, 1H), 8.42 CBL
P T-3-1)]-5- | (d, 18, 8.30-8.24 (m, 21D, 8.01- EiF] 273
{3-(hUZNFABX [ 7.97 (m, 20, 7.82-7.75 (m, 20D,
FI) RASANT | 7.34 (d, 1H), 3.76 (1, 4H), 3.25
)Y RUZXTIR |, 4D, 3.22 (5, 21D, 2.36 (s,
3H)
346 -z on-§-B-[(PR [11.04 G, 10, 10.79 (s, 1H), 477 [N ¥R 20
FNFI/) AFN] |8.17 @, 10, 8.55 (s, 1H), 8.44 FIT 3
By -3- -5~ | (s, 1H), 8.31-8.26 (m, 2H), 8.11 >BIU
{[3-(kVZNADA | @, 1D, 8.00 (d, IH), 7.92 (dd, E ] 304
FIN) RAJAN]T | 1D, 7.80 (1, W), 7.62 (d, 1D,
2 RCZXTIER 1439 G, 2, 2.77 (s, 6H)
347 -z oo-N-5-[(S% [11.00 (s, 1H), 10.77 (s, 1H), 490 | ryo7
O YI /) A |81 (s, 1H), 8.55 (s, 1H), 8.45 ovJLy 30
FLIEY P -3-1 (s, 1H), 8.31-8.26 (m, 2H), 8.10 IvBL
WI-5-{[3-(rU 7))V | (4, 1B, 8.00 (d, W), 7.91 (dd, W EfE
FOAFIN) RV | 1D, .81 (t, 1D, 7.62 (d, 1), 304
WITIIY ROZT [ 4.34 (5, 2H), 2.80-2.75 (m, 1),
IR 0.85-0.76 (m, 4K
348 -7 no-N-[5-(EX [ 11.03 (s, 1D, 10.78 (s, 1D, 518 | ERUD
D -1-1 I AF)) [8.76 @, 1D, 8.55 (s, [H), 8.44 >BEU 40
U -3 V1-5- | (d, 1D, 8.30-8.26 (n, 2H), 8.12 Ehapl 304
{3-(rUZFADx | @ 10, 8.00 (d, 1H), 7.90 (dd,
FIN) RASAN]T | 1B, 1.81 (t, 10, 7.61 (d, 1),
I/} ROZXTIR (439 d, 2D, 3.36 (d, M), 2.95-
2.90 (m, 2H), 1.85-1.62 (m, 6H)



goooogao
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EMEH A% ] NMR M/z SM
349 -2 Or-N-G-{[(2- |11.03 (s, 1H), 10.78 (s, 1H), 522 | 2-X R
ARFLTIFWN) (AF | 8.77 (d, 1H), 8.57 (s, 1), 8.45 S -N-AF
W) FIIIAFIIE | (s, 1), 8.30-8.26 (u, 2H), 8.11 WLy
1) 23— JL)-5- d, 10, 8.00 (4, 1H), 7.8% (dd, TIUH
{3-(rUZNAT R | 1), 7.81 @, 10), 7.61 d, 1), XU EHE
FN) R N)T | 4.50-4.30 (m, 2H), 3.68 (s, 2), #i 304
I} RYZXYIER |3.32-3.25 (m, 5H), 2.75 (s, 3H)
350 9~ O O-N-(5-1[12- |11.01 (s, 10, 10.80 (s, 1), 534 |N,N,N -k
(CAFNFIJ)IF [8.77 d, 1D, 8.44 (s, 2H), 8.30- 1) AF )
V] AFWTFTI /] |8.26 (o 2H), 8.11 (d, 1H), 8.00 T8 -
AFNIPYT2-3-1 | d, 1B, 7.88 (dd, 1M, 7.80 (i, 1,-27
W -5-{[3-(rU 7N | 1H), 7.62 (d, 1H), 3.38 (s, 20, 3B
ZFOAFI) RS | 2.82 (s, 6H), 2.54-2.40 (m, 4H), O Ehas)
NTIJ) ROXT | 2.44 (5, 3D 304
BN
351 - O0-N-{-L(AF | 11.01 (s, 1H), 10.80 (s, 1M, 463 | AFILT
T I )AFLIEY | 8.77 (d, 1H), 8.44 (s, 2H), 8.30- Bk
D3 N-5-1[3- |8.26 (m, 20), 8.11 (d, 1H), 8.00 U Era
(FUZNFOAF) | @, 1D, 7.88 (dd, W), 7.80 (1, 304
RJANTR/Y | 1D, 7.62 @, 10, 3.38 (s, 21D,
RYZXTIER 2.82 (s, 6H), 2.54-2.40 (m, 41,
2.44 (s, 31
Ooo0o0o0ogad
O0O00 352
02-000-N-{6-[(00000-3-00000)000]0000-3-0035-{[3-(000
DDDDDD)DDDDD]DDD}DDDDDD
gooooooos-00b 3-0oDo0ooDoOooUo0oo0o0-1-0000000OD0O0OO0.121 g, 0.603
mmoDO ODOO25ml OO 0O0D0ODOOOOMeOHO3I MDOODDODOO.3ImMIDOOODDODOAO
O0D0DO0O0O0ON(-0000000-3-00)2-000-5-{[3-(UO00000000O)YDO
0000003000 0oo0oo0o0o0dd?244; 0.25 g, 0.603 mmolO OO OO O ODOOOO
gobioo00000000o00O0O00000NaBHZCNO THFO 1.21 mDOOOIMODDOOOO
oooobODbOO00oDO0oooooobODbOO0OONaHCOgUOODODOS mlD OO OOODOO0OoOOooao
OO0 0000000 0D00O0ECACO O BOmMID O 00D 00D 000D oooooOoOoaon MgSO4D
00000000 oU0oo0ooU0oooooooo oo oONMeOHO S MID OO OOOODO
AN HCID OO OOoooo(@o.5mMHoOoOooDDoDpHO3DOOODDODOOOODDOOI1200 O
0000000000000 D0ODD0OD0O00DDRDOsemi-preparativel O OHPLCO O OOODOO
0o.09 gO30) OO0 0O0oDoDOoOooOooDoDoooan
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NMR (300 MHz): 10.97 (s, 1H), 10.67 (s, 1H), 8.42 (s, 1H), 8.33 (s, 1H), 8.29 (d
, 1H), 7.91 - 8.05 (m, 4H), 7.76 - 7.89 (m, 2H), 7.36 (d, 1H), 3.27 - 3.38 (m, 2
H), 3.20 (d, 2H), 2.86 - 2.99 (m, 3H), 2.48 - 2.64 (m, 2H), 2.05 - 2.18 (m, 2H),
1.61 - 1.76 (m, 1H); m/z 4990

0Doo0ooo

00 00 353-356

00000000000 03520000000N(G-0000000-3-00)-2-000 -5-

{[3-(C0O0000D000)I000D0]000II000000000244)0000SMI0O
000000000000 000000000000000O0000O00GilsondO0O0O

O0DOODOHPLCODODOISCOO OO ODDOODOODODOODONDDOODODDOOON)O

0Doo0o00oo
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ooooao
K L& NMR Nz SN
353 - AF)-F-{5-1(F [10.82 (s, 1H), 10.61 (s, 1H), 8.58 |512 |[lert-7F
RY T4~ A | (s, 10, 8.31 (d, 2H), 8.27 (d, 4=
FUFTI2ICYY | 1D, 7.95 - 8.03 (m, W), 7.76 - IR
>3- V3-5-{[3- | 7.89 (n, 3H), 7.34 (d, 1W), 3.30- UP-1-
(FUTZAFTAF [ 3.25 (m, 2H), 3.03 (d, 2), 2.86 HIVARF
L) ROVANITE |, M), 2.36 (s, 3HY, 1.90-1.86 AR
J} ROXTIER (m, 4H), 1.36-1.30 (m, 1H)
354 N-{5-[(H~ 24/ [10.78 (s, 1H), 10.60 (s, 1H), 8.40 [496 [I1H-3%
=)=~ )V AFN) | (d, 10, 8.30 (s, 1K), 8.27 (d, S—)-2-
7371 BUT-3-|1H), 7.89 - 8.00 (m, 3W), 7.74 - VIV
A}-2-AF)N-5- | 7.83 (m, 3H), 7.63 (s, W), 7.33 Frek
{I3-(bUZNFDA | W, 1B, 4.76 (s, 2D, 2.34 (5, 3D
FI) RN T
I} RURXTEE
355 N-(5-[Q2-E R¥ [10.92 (s, 1), 10.61 (s, 1H), 8.41 [459 | {[tert-7
IFWVFTI/] BY | @, 1), 831 (s, 1H), 8.27 @, FIL (P A
D3NV -2-AF | 1H), 7.88 - 8.00 (m, 3H), 7.76 - FIN) )
N-5-{[3-(rU 7L | 7.84 (m, 3, 7.35 (d, 1), 3.59 N]AF
FRAFI) RN |4, W), 319 (1, 20, 2.36 (s, 30 AP
ANT73/} RVX 7T
73IR Rk
356 N-5-[(2-73 7TF [ 10.91 (s, 1H), 10.65 (s, 1H), 8.40 | 458 | tert-7F
W7D~ | @, 10, 8.30 (s, 1D, 8.27 , W @-F
3~ V}-2-AF)-5- | 1H), 7.88 - 8.01 (m, 3H), 7.76 - FVIF
{(3-(hUZNFDA | 7.84 (@ 3D, 7.35 (d, 1D, 3.26 JV) LN
FIy R LNIT |, W), 319 (1, 2H), 2.36 (s, 3H) A=
2} ROZXFIE
Ooooooao
Ooooa3s57
02-000-N-{65-[(00000000)I00]J0000-3-005-{[3-(000000DO0
00) 000000 00YOOOOOO
oodoooooooDooooi1o0ml OO0O0ODO0ODOO0OON-(GB-DOO0O0DO0DODO=-3-00)-2-0
00-5{[3-(0000000D00)I000O0]J000¥YO000000000243; 80 mg,
0.184 mmoDO O DDDODOODODOO2.0mMDHIDDOOODDOOODDOOOO.018 m
1, 0.2mmol0 00000000 0O00O0S0000001200000000NaHCOO0 O OO0
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somlD 00 0000000000000 0000000EtOACOOSomMID D 000000
0000O00000MgSO,0 000000000000 0000000000000004
0gsSio,0000DEOACO 0000000000000 050mg053%)000000000
Ooo0O0O00O0O0O000000

NMR (300 MHz): 10.90 (s, 1H), 10.74 (s, 1H), 10.14 (s, 1H), 8.66 (s, 1H), 8.26 (
s, 3H), 8.15 (s, 1H), 7.98 (s, 3H), 7.81 (s, 1H), 7.60 (s, 1H), 3.08 (s, 3H); m/
z 5140

Oooo0QooO

0000 358

00000000000 0370000000N-(6-0000000-3-00)-5-{[3-(1-0
00-1-000000)I0000]10003¥2-0000000000000202)0000S
MOOOODODDOODODODODODOOOOOOOOODIsSco00O0O0O0DooooooOOoOnoan
000000 )D

oooooao
00000
EiEH | Lo NMR Mz |SM
358 5-{[3-(1-37 /-1-A 10.46 (d, 2H), 8.60 (s, 493 | H|IEAZY > AV
FNIFIV)RTA 1H), 8.06 (s, 2H), 7.94 (s, p ) 2

WV ZIY--AF)- | D), 1.8 (s, 1D, 7.76 (s,
N-{6-[(AFIA)NKR=Z {2, 7.61 (d, W), 7.31 (d,
VY 718N - 10, 7.00 d, 1), 3.27 (s,
AN XT IR 3, 2.35 (s, 3H0), 1.74 (s,
6H)

0Doo0Oooo

0000 359
ON-[5-(0000000)I000-3-00]-2-000-5-{[3-(000000000)I0
DoO0jJo00}o00o0o0ao

000000000000 010m O0O0O000O0ON-(G-0000000-3-00)-2-0
00-5-{[3-(000000000)I0000]000¥OO0O000C0O000244; 200 mg
,0.482 mmol) 00O O0O0DO0OOOO0O0S5.0mDOIOOOOOOODOOO(0.044 ml, 0.603
mmol0 0 000000000120 00000000000 NaHCO50 0 0 0 0 50mi0 00
0000000000000 00O0000O0EtOACOOSomMIDO 00 ODCO 00000 O00O
00O0O0OMgSO,0 0 0000000000000 000000000000A0A40 g Sio,0
DO0DOOEtOACc 000 O0O0D0O0O00D00O00D0160mgd 73%)0 00000000000
Do0O00O0DO0O0O000

NMR (300 MHz): 10.74 (s, 1H), 10.57 (s, 1H), 10.34 (s, 1H), 8.63 (d, 2H), 8.59 (

s, 1H), 8.31 (s, 1H), 8.27 (d, 1H), 7.90 - 8.00 (m, 2H), 7.76 - 7.86 (m, 2H), 7.

33 (d, 1H), 2.36 (s, 3H), 2.09 (s, 3H); m/z 4570

Doo0O00oOo

00 OO0 360-361

0000000000 00350000000N-(6-0000000-3-00)-5-{[3-(1-0
00-1-000000)00000]0002-0000000000000202)0000S

MOOODODODOOOODOOOOOODOOOOOOOOOOOOOOOOOOOOOGilsond
DO0O0O0O0OO0OOHPLCOODOISCO0ODOOODOODOONONODOONODONDOODONDOOO)O
0Doo0o00oo
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goooao
EY 30 L&y NMR Wz SM
360 5-{[3-(1-27 /-1-% | 10.50 (s, 1D, 10.41 (s, 1H), [499 |2,2-YRAF
FINITFINNRTA 9.79 (s, 10, 8.72 (d, 1H), A=AV
W] 73 JF-N-{6- 8.00 - 8.09 (m, 3H), 7.88 - APIA =
[(2,2-CAF VT8 | 7.97 (@, 20), 7.83 (dd, 1H), 1R

JANy 7R/IEUY |11 d, 1D, 7.60 (i, 1),
=3 N --AF A 11231 d, 1D, 2.36 (s, 3,

PATIR 1.74 (s, 6H), 1.10 (m, 9H)

361 5-{[3-U->7 /-1-A 10.48 (s, W), 10.40 (s, 1H), | 496 o7y
FINIF YR AATA 10.29 (s, 1H), 8.87 (d, 1D, D202 B i
N1 72 -N-{6-[(> |8.02 - 8.13 (m 3W), 7.94 (d, N rosq
JRTFNINEZN) [ 1), 7.80 ~ 7.90 (m, 2H), 7.73 E
TI/IEUY 31 - 7.78 (m, 1D, 7.60 (i, 1),
WY=2-AF N X7 7.31 (d, 1), 2.36 (s, 3W),
IR 2.21 (d, 30, 2.03 - 2.19 (m,

3H), 1.86 - 1.96 (m, 1H), 1.81
(s, 1H), 1.74 (s, 6H)

oooooo
0000 362
ON-{5-[(00000000)I00]J0000-3-003-2-000-5{[3-(CO000000O

0o)I0000]0003Y000000

000000000000025m 00000000N-(-0000000 -3-00)-2-0
00-5-{[3-(000000000)I0000]0003 000000000 244; 0.25 g
,0603mmol0 00000000 THFO3.0 MDD DO00O0O0O0DO0DOODODOOOOOODOO
0000.286ml, 240 mmol0 00000000010 0000000000000000
00000000 ONHOMeOHO 10 DO O O2N0 00 0000300000000 000
0000000000000 0000000000O0000000 semi-preparatived [
OHPLCO O OO D O0000.132 9040 0000000000000000

NMR (300 MHz): 10.75 (s, 1H), 10.57 (s, 1H), 9.10 (s, 1H), 8.56 (s, 2H), 8.43 (s
, 1H), 8.25 - 8.32 (m, 2H), 7.92 - 8.00 (m, 2H), 7.76 - 7.85 (m, 2H), 7.33 (d, 1
H), 6.13 (s, 2H), 2.36 (s, 3H); m/z 4580

0Doo0Oooo

0000 363
ON-[5-(0000000)I000-3-00]-2-000-5-{[3-(000000000)IO0
DoO0lo0o0}o0oo0ooao

000000000000 02sm 0000000O0N-(-0000000-3-00)-2-0
00-5-{[3-(000000000)I00C00]000¥MOO0O0O000O00O0?244; 0.30 g
, 0723 mmol0 00O OO0OOODCMI 3.0 mI)O OO OO Et,ND 0.507 ml, 3.62 mmol)O

O0ODO000O0000.159¢g, 1.80mmolD D000 O00O0O0DO040000000000DO00ON
aHCo O D O OoOsomIDO0DO00DO0ODODODOO0OO0O0OD0ODO0ODODODODOODODAOEtOAcDO O 50mid
coboocoooooobDooooboOoMgSO,000000O0O0DODODODODOOOOOOODO
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OOoO0OO0O0O0OO040¢g SiO,00000ECACO D OO OOOOOOOCOODOOL71 mgd 53%)
ooooDoDoDooooooooooao

NMR (300 MHz): 10.73 (s, 1H), 10.57 (s, 2H), 8.58 - 8.69 (m, 3H), 8.33 (d, 2H),
8.27 (d, 1H), 7.90 - 8.00 (m, 2H), 7.76 - 7.87 (m, 2H), 7.33 (d, 1H), 2.36 (s, 3
H); m/z 4430

0Doo0Oo0oo

0000 364
02-000-N-[6-(000000)I000-3-007]-5{[3-(000000000)I00
00Jo003} 00000
000000000000 02sml 00000000ON-[6-(C000000)0000-3-
00]-2-000-5{[3-(000000000)I0000]000¥ 0000000003
63; 0.12 g, 0,271 mmol0 D D0 OCOOOTHFO3 mNDOOODODCOODOOCOOOOOODO
00000000000 000000000015 mg, 0.394 mmol0 000000000

O

0

O

Oo0oo0oo0oo0o0oo0oo0ooO0oooOooOoooo0ooOR0010mMIO0DOC0O00OO0O0O0OOODOO

OO00D0O0D0DO0D0OO0OU0DO0OD0EOACODOSOMID D0 ODO0OOCOODODODODDOOODOONMgSo,000

OO0o0oO0o0OO00ooO0o0QoU0O0oO0U0o0ODO0o0OoOO0OO0ODOO0O0OO40 g si0,0 00 00O ELOACO O

00o0o0DD0DDO000O0ooooe8mgub90 0000000 O0oOooDoDoDoooOd

NMR (300 MHz): 10.86 (s, 1H), 10.59 (s, 1H), 8.38 (d, 1H), 8.24 - 8.34 (m, 2H),

7.95 - 8.01 (m, 2H), 7.73 - 7.86 (m, 4H), 7.34 (d, 1H), 2.76 (s, 3H), 2.36 (s, 3
H); m/z 4300

Oo0oooao

0 0 0O 365

N-{5-[(2,3-0 0000000000 0010000-3-003%2-000-5-{[3-(0OO
00000 oooo]looOoyooooano
OooooOoN-GHA{[,2-0000-1,3-000000-4-00)0007J0003YDO
-3-0o0)-2-000 -5{[B-(0U0O0DUODODUOO0O0DO0ODOUODOD]IODO0O}YYDODOODOO
00 331; 0.50 mg, 0.094 mmol)0 OO O25 ml ODOOOO0OOOS3mIOHCIOEL, 00O

2N0000dgopoopDo.05miD0DO0000OO0O0OO0ODDODODDODODODOUOODODODDOGO
0000000000000 0D00O0DO0Osemi-preparativel 0 OHPLCO OO DO OO

0.037 g 8OW) O OO ODODDODODODDUOODDODOOOODO

NMR (300 MHz): 11.00 (s, 1H), 10.65 (s, 1H), 8.59 (s, 1H), 8.32-8.29 (m, 2H), 8.

02 (dd, 2H), 7.99 (d, 1H), 7.83- 7.78 (m, 3H), 7.34 (d, 1H), 4.26-4.22 (m, 1H),

3.79-3.54 (m, 2H), 3.12-3.05 (m, 2H), 2.37 (s, 3H); m/z 4890

OoDoooao

0000 366

O2-000-N{6-[(B-0 0000000000010 000-=-3-0035-{[3-(0O0OO
Ooo0o0o0oooooOojoooYyooooao
02-000-N-{6-000-0000-3-003}5{[-(000O0O0CODODDODOOOOO0OI]O
OD0DYOOODODOOODOOS317; 40mg)ODDCMO OS5 mDHO O ODoOD OO0 O3-0000000
OO0 Do0oOooDo.100mbhoOO0OOOEENODO.BOMID OO ODODODOOOOOODODO
OO00D030000000000H00ECACO D00 O0DOODDOOODODOOODOOODOD
OOMgso,0 000000000 U0DD0DOCO0ODODOODOOODOODDUOHPLCO 5-95% MeCN/H,0,
15000 0000000000000 @mYL0O0O0DDOODDO0DDODODODODODODODOD

NMR (300 MHz): 10.64 (s, 1H), 10.02 (s, 1H), 8.18-8.47 (m, 3H), 7.82 - 7.96 (m,

3H), 7.43-7.66 (m, 3H), 7.07 (d, 1H), 3.69 - 3.72 (m, 2H), 3.33 (s, 3H), 2.11-2.

21 (m, 2H); m/z 5200

oooooo

0000367
O5-({B-[2-(c0o0nooo0O)-1,2-0000-2-0000007J000003%00)-2-0
OO0-N(6-0000000-3-00)3d00000

Oo0o0ooogol|joooao
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05-({3-[2-(0000000)-1,1-0000-2-000000]00000300)-2-0
00000000054, 71 mg, 0.193 mmol)d 3-0 0 0 -6-0 0 0 O O 21 mg, 0.193 mmol
)0 O O DIEAD 0.10 ml, 0.58 mmol, 3.00 O )OJ DMFO 2 miO O O O O HATUO 88 mg, 0.232
mmol, 1.20 000000000000 O0000O00400000000000010% NaOH
D0OO0O0DDEtOACD D0 000D 00O NaClgaeyd 00 NapSO4ep 000000000
000000000000 000000000 (5% MeOHO Et0OACc0 00 00000000
070 mg0 000000 (73%)0
NMR: 11.16 (s, 1H), 10.46 (s, 1H), 9.15 (m, 1H), 8.48 (d, 1H), 8.02 (s, 1H), 7.8

4 (m, 4H), 7.51 (t, 1H), 7.34 (m, 2H), 2.78 (bs, 3H), 2.68 (s, 1H), 2.46 (s, 3H)
, 2.37 (s, 3H), 1.48 (s, 6H); m/z 4590

0Doo0o00oo

0000 368

O05-[(C000000)I0000]-N-4-000-3-{[(6-0000000-3-00)000
00000 YYOo00)dooooodo
Os5-[{5-[(C000000)I0000]0000-3-003}0000)100]-2-000
000000 DOS55; 77 mg, 0.212 mmol)O 3-0 0 0 -6-0 0 0 0 O 23 mg, 0.212 mmol)O
0 O DIEAD 0.12 ml, 0.64 mmol, 3.00 O )O DMFO 2 miOd O O O O HATUO 97 mg, 0.254 mm
ol, 1.20000000000C000000000400000000000010% NaOHO
DOOOODOEtOACD 0000000000 NaClgaeyD 00 NapSO4ey 000000000
000000000 Gilsond 0000000 0HPLCO 5-95% MeCN/H,00 0 0 0 00000
0018 mgD O 0 O O O O (13%)0

NMR: 10.89 (s, 2H), 10.80 (s, 1H), 9.39 (d, 1H), 9.11 (d, 1H), 9.02 (s, 1H), 8.6
4 (t, 1H), 8.29 (dd, 1H), 7.96 (d, 1H), 7.82 (dd, 1H), 7.62 (d, 1H), 7.37 (d, 1H
), 2.71 (s, 6H), 2.57 (s, 3H), 2.38 (s, 3H); m/z 4540

0Dooooo
0000 369
ON-{6-[(2-000000)000]0000-3-00735-{[3-(1-000-1-000000)
D0000]J0003-2-000000000

OTert-0 00 {2-[(5-0000000-2-00)000]100030000000073; 33
1mg, 1.24 mmol)0O5-[3-(0000000-000)-000000007-2-000-00
00000 20; 400 mg, 1.24 mmol)O HATUD 708 mg, 1.86 mmol)O O O DIEAD 0.65 ml, 3

72mmol)IDMF0 0 02,48 mMIDO OO0 O0O0O0O0000000200000000LC/MSO
D00t-000 [R-@5-[G{[3-(1-000-1-000000)00000]10003¥2-00
00000)IC0O0]0000-2-003}00)I00]000000000000000
OHO00D0DOO0O0D0DO0O0ODOH00EtOACD 0000000000000 0000000
MgSO,0 0000000000000 O0D0000(m/z 557)0000000HCID 1,4-0
Doo00010mI000000002000000000000000000000
0000000000000 HPLCO 5-95% MeCN/H,0, 200 0 0 00000000000
D@ mOOOO0D0D0D0O00D00DONDONDDODODOOOOOOO0O
NMR (300 MHz): 10.41 (s, 1H), 10.18 (s, 1H), 10.00 (s, 1H), 8.28 - 8.50 (m, 1H),
8.01 - 8.12 (m, 1H), 7.88 - 8.00 (m, 2H), 7.70 - 7.87 (m, 4H), 7.61 (t, 1H), 7.
32 (d, 1H), 6.65 (s, 2H), 2.94 - 3.13 (m, 1H), 2.85 - 2.96 (m, 1H), 2.68 - 2.80
(m, 1H), 2.35 (s, 3H), 2.23 - 2.33 (m, 1H), 1.76 (s, 6H); m/z 4570
OooooQoO
0000 370
05-{[3-(1-000-1-000000)10000]J0003N-[5-(000000000)
000-3-00]1-2-000000000
ON-(5-0000000-3-00)5{[3-(1-000-1-000000)I00007]00073}-
2-0000000000000205; 164 mg, 0.398 mo)D 0D OO OO0O0O0O0O0O00 O
000000000000 000337 mg, 1.59 mmol)d THFO 0 0 0.80 miO 0O 0O O O O 30

Ooooooogdg:.
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gooooDoOO0oooooooooDoooLLe/MsO00000o0OoDOoOOoODOoDDODODOOO0OOOOH
SOOEtoACO D 00000000000 OooOUoooooooowMmgso,00O00O0O0OooOoOO
OO0O0D000OO000O0000O0DO0O0OHPLCO 5-95% MeCN/H,0, 200 0 0 00O O0O0OO0OO
ooooD@U@omgHUoooooooooooDoDoDoooooooooao

NMR (300 MHz): 10.91 (s, 1H), 10.47 (s, 1H), 8.39 (s, 1H), 8.06 (t, 1H), 7.93 -
8.01 (m, 2H), 7.74 - 7.85 (m, 5H), 7.63 (t, 1H), 7.36 (d, 1H), 2.37 (s, 3H), 1.7
6 (s, 6H), 1.18 (m, 7H); m/z 4560

Ooooao

000371

5-{[3-(1-0 00 -1-000000)000007J000%2-000-N-(5-00000-2-
Oo00oDD0D0-3-00)dIOO0O0OAO
t-0002-{5-[GH{[B3--000-1-0pDoooOo)ooDooD]loOoO03Yy2-00000
Ooo0H)oooDloooo-3-003¥0000-1-000000000000324; 50 mg)O
MeOHO 3 mlID O D DODODOO4NOHCID 1, 4-0 0000 @.5mhHhogoo0oooooooao
0Ooo0oo0oo0ooDOooo0Doo0DooDoooDo0oDo0DooDooDoDOooDOoDooODoDooDOooaOo
OD0O0000 (@32 mg)U

NMR (300 MHz): 10.72 (s, 1H), 10.46 (s, 1H), 8.85 (s, 1H), 8.43 - 8.54 (m, 1H),
8.25 (s, 1H), 8.06 (s, 1H), 8.01 (t, 1H), 7.96 (d, 1H), 7. -3 - 7.81 (m, 2H), 7.
61 (t, 1H), 7.34 (d, 1H), 4.23 (m, 1H), 3.73 (m, 2H), 2.27 (s, 3H), 1.93-2.22 (m
, 4H), 1.78 (s, 6H), m/z 4690

OoDoooo

0000 372-373
ooo0oo0ooUoooDoo37i00oDUoooODOooo0ooDUoooDOooDoooDOooao
OoDoooao
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goooao
£ | LS NMR M/z |SM
312 5-{[3-(1->7 /- |10.69 (s, 1H), 10.54 (s, 1), 9.42 498 | FEhEH
1-AFNTF M)A | (bs, 1H), 9.32 (bs, 1), 8.58 (s, 1), 314
ANIFE /Y- 8.-2- 815 (m 20, 7.-1 - 8.01
2~ AFIN-F{6- (m, 2H), 7.84 (d, 10, 7.75 (d, 1D,
((FayP-2- [7.61 (1, W), 7.31 (d, 1D, 7.23 (, 10

WAFIWMNFI/] |1, 3.-5- 3.8 (m, 4H), 3.- 3 -
¥UPL -3V} 13.26 (@ 1H), 2.36 (s, 3H), 2.- 9 -

NATFIHE 2.22 (m, ?H), 1.- 3 - 2.01 (m, 2H),
1.76 (s, 6H)

373 5-{[3-Q-+7 /- 10.35 (s, 1H), 8.04 (s, {H), 7.- 8 - 499 Eha
SAFLIFIVA (800 @ 2D, 7.76 (@, 1), 7.-5 - 315
ANITI - 7.73 (@ ), T.-5 - 7.65 (m, 2M0), 20
-AFN-N[6-(E | 7.27 (d, 1), 7.21 (s, 1D, 4.-0 -

QP -2-AJVA | 4.56 (m, 1H), 4.33 (¢, 1D, 3.-9 -

FFHBUD - [3.24 @m 20), 2.15 (s, 30, 1.-6 -

- NIRRT XTI | 2.04 (m, 40), 1.75 (s, 61

K
Ooooo0oao
Oo0o0oooooao 30
o001
03-000000-0000 0000000
0000-3-(000000)00000013.59g, 58.9mmo) 00000000000
4.33 g, 8. 4mmoDODMFO 25 mDO OO OO1ImOOOOO75000500000000
00000005 mMO0OO0OO0OO0OO0OO0OEOACO 100 mIix 300 0000000000000
0000000000000 D00DO0ODO0OOoOoIscoO0N 0NN DNDNO0oNOonDOoDOooDOooGOaDn
O000000O0-EtOAC) D 00D D0D0D0D07.29g070%)00000000000
NMR: 7.90 (s, 1H), 7.86 (d, 1H), 7.60 (d, 1H), 7.50 (m, 1H), 4.10 (s, 2H), 3.80
(s, 3H); m/z 1750

oooao 40
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ogoooan
piki3 ft&wm /2 SM
2 AFN -7 0O-3-(F J AFWIRJT—b | 210 | Ak 136
3 [4-{ltert-7FN (T zZ) UNIFF LA | 393 | J5ik 106
FV)--FIN]T7EFZBIIL
4 AFN 3-(F S AFN)-S5-AFINRST—+ | 189 | Hi& 137
5 AFN -7 AFI) ZaFF—b 177 | Ak 140
6 Q-7 F0-3-AF)N Tz T7Er=rUN 1150 | 1-(7OE AFIN)-2-
FNA O3~ AF R
T
7 AF N 5-(T7 J AF N --70Fn " 1— [ 195 | FHik 141
}\
ooooon
noos

03-(-000-1-000000)H)pooo oogogooao

7.

17

o3-gooooo0o-0ob0b0 oboboooboooDbOoob1; 7.2 g, 41.1 mmol)O O O DMSOO 80

mlO O 0O O 0O NaHO 60%0 O O O O

,4.99, 123.3mmol0 0 0000D0OO0OOO0OODOO
OoOO0o0Ooo0o0ooDOooog200012000000000000000200 miO0OO

Uoo0b0DEtOAcO DD DOOODODOOOoOOoOODDODOOODOoOooOooOooooDDbDDbOOOoOooOoaoniase

ooocooObOObOO0OO0O0oOooOoooOODbODbOObODO0oOoOooOooOOoODD-EtOAcO OO DOODOGDOS.5 g0

66w) 0 D DO OoOoooDOaO

NMR: 8.05 (s, 1H), 7.90 (d, 1H), 7.75 (d, 1H), 7.55 (m, 1H), 3.80 (s, 3H), 1.62

(s, 6H); m/z 2030
OooooQ0O

000 9-18
0000000000080 000000000OC0OO000000000000
000000
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Ooo000ao
Fik et /7 SM
9 - AFIN-20~-Q~-FT=)) 7SI 152 | 2-FxT=)
FEhr=kY
i
10 AF N 4-70n-3-(1->F /-1-AFILTF VIR T—F 238 | Ak 2
11 -l4-({Ttert-F7F N (7 U N1FF I AF) -2~ [ 421 | HFEE3 10
FroV]-2-AF N TaN b
12 AFN 3-(0-T J=-1-AFINITF)N)-5-AF I ST —+ | 21T | K4l
13 AFNW 5-(1->7 /-1-AFILFN)=aAFFx—hF 206 | S
14 AFIN 5-(1-F J-1-AF)ITF)V)-2-7 ) AR/ T — 222 | Fk1
N
15 2-(2-7N0Aa-3-AF N7z -2-AF 7O ZbUIV | 178 | K6
16 [ AFN -@G-TOET7 IV -1-AFNTON/ T—k 258 | 71K 89 20
17 -(-7O0e 72V -2-AFNTOEN AFIIL T—F) 244 | HE: 179
18 -GB-7aE-5-70A 7 ) -2-AFIN a2 bV [ 298 | Ak 199 B&
KA AF
WV
Ooo0o0o0ogag
00019
03-(1-000-1-000000)0000 30
03-(1-0o0o0-1-000000)oODDOD DOoOoODODODOO0OO0OB8; 5.59g, 27.1 mmol)O
100 ml THF/MeOH/H,00 3:1:10 0 00000000 O0001.95g)020ml 000000
godooogogo2s00 01200000000 oo o000 oUoogooooogoboao
000000 10% HClID OO OO pHO 1-30 00000000 O0ODODO0OOA4.83 g, 94%)0 O
goo0Qo0ooooooogDboo
NMR: 13.00 (s, 1H), 7.95 (s, 1H), 7.80 (d, 1H), 7.65 (d, 1H), 7.45 (m, 1H), 1.60
(s, 6H); m/z 1890
Ooo0oogad
0 0 0 20-55
gogoo0ogooooggo1o00gooooggyggopoUooyopooDoyggygopoDouUogooao 40

agogoano
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goooogao

Pt {L&¥ n/z SN

20 5-18- (37 /) DAFIN-AFIVY-RTANT I /1-2-AF)- | 336 H ik 96
REER

21 2-AFN-5-{[3- (R ZNF O RAFI) XS ANI-T I /& | 323 ik 97
BEM®

22 -[-TFNERS T o-1-1)) AFN]I-3- (R ZNF T AF | 316 ik 143
W) ZEER

23 ~UCAFINVT ) AFNI-3-(R) 7030 AF)) BEER | 247 ik 144

24 -3, 3-PAFNTH-1-1 >-1-1 WM REER 203 Hik 115

25 3-(3-k ROFI-3-AFNT&-1-1 -1-1 )V REEE 204 Jiis 116

26 s-rono-3-(1-27 J-1-AF N ITFI) EEER 224 710

27 3-U-2F /-1-AFINIZFN)-5-[U-AF N ERT P -1 301 F ik 145
V) AFNVIREER

28 -(1-2F /-1-AFNIF I 5-IEAFINT I /) AFN] & | 246 ik 146
EE®

29 -{[2-(->F /-1-AFNITF AV ZAF /ANITI 7}~ [323 Fik 98
2-AFINERFR

30 -ERY -1 N aF B 207 Fik 234

31 —ER) -4 N F B 209 ik 235

32 {CTFINTI/)ZaAFE 195 Fiik 236

33 -(1-37 J-1=-AFNITF)) Z2F B 191 Frek 13

34 -2 oo NEREEE 163 Frik 231

35 -[U-AFIERT D -1 AFNI-3- () 7 NF T AF | 303 Hik 147
V) ZEER

36 - AFNT I ) AFNI-G- (M) T NFADAFI)REEHE | 248 Jitk 148

37 -(1-3 7 J-1-AFINITF M) -o-[(AFNFA) AFIIREF | 250 JrHk 253
i3

38 B-HANREFLH5-(U-2F /- 1-AFINIFM T I] AZ > | 283 75 254
)% v .3 all SRR VN

39 1,3, 3- M AFIN-0-FF /1 > K1) -5-ANR B 219 Hik 218

40 -(1-[(ZAFNT I NN ANKENI--AFILIFNVIREER | 17 Fi% 160

goooogao

10

20

30

40



(140) JP 2008-525406 A 2008.7.17

goooogao

Fih (=g n/z M
41 3-(1, I-DAFNTON-1-A -1-1 I REEE 188 Fik 161
42 3-(, - AFI T -2-A - 1-1 W) BREHRE 202 FHk 164
43 3-(2,3-CE ROF -1, I-PAF LT O KEEHR 224 77k 166
44 3-(1-3 7070 EN-1-AFNIF I LEEE 205 itk 238
45 [T AFNT I DANRINIT 2/ REERE 209 ik 168
46 -(1-> 7o E)N-1-k ROF > ITF))REEE 206 HHE 170
47 -, 1-C7NAnTF)) LBER 186 Ak 171
48 -[rn7/oeil (b RoF) AFNVILEEE 193 Fik 172
49 -(I-AFNrOTo))REER 177 Fk 239
50 3-(1-27 J-1-AFNIFI)-5-{[ARF(RAFIVTI ] | 262 Hik 174
AFNIRBER
51 3-(1, 3-F 7 = N-20-1 ) KBER 205 ik 176
52 -G-TOETzIN--AFN TN R 244 Hik 16
53 5-(1-27 /- 1-AF I LTF ) -2-7 VA DR EEE 208 Hik 14
54 -((3-[2-(CAFNT I ) -1, 1-PAFN-2-FFVTFNINX | 369 Fik 182
DTANYT R ) AFINEEER
55 5~L({5-[(ZAFNT I /) ZAINRZNVIEY D 2-3-1 LR | 364 ik 183
T T R AFINEREBER

DOooooo

00056

D04-000-3-000000000-0000 0000000

0 KOHO 84 mg, 1.5 mmol)ODMSOO 5 mID 000300 0250 0000000000000
000004-000-3-000000000-00000 306 mg, 1.5 mmol)d DMSOD 5 ml)
000000000000 0001100000000000000000426 mg, 3 mmol
0000000000000 0D020025000000000000000000000
DOO0OOEOACD DD 000000 ONaClgaen 0000 0NaySO4ey 00O O00DDODO
0000000000000 000327 mgd 1000)0 000000000

NMR: 8.10 (m, 2H), 7.60 (s, 1H), 3.86 (s, 3H), 2.45 (s, 3H); m/z 2180
DOooooo

00057

02-000-5-000-N-0000-3-00000000
02-000-5-000000001.4000, 7.7mmol)03-0000000(0.73 9, 7.7
mmol)J DMFO 10 mIO 0 0 0O O HATUD 2.20 00, 7.7 mmo)0 0O OO O OS50 000000
000000000200 04800000000000000000000000 1SCO0
0000000000000 00000000000001.659g084%00)000 000
0D0oO0O0O00O00000000

NMRO 300 MHz): 10.82 (s, 1H), 8.91 (d, 1H), 8.35-8.39 (m, 2H), 8.26-8.29 (m, 1H)
, 8.20 (d, 1H), 7.95 (s, 1H), 7.64 (d, 1H), 7.43-7.48 (m, 1H), 2.68 (s, 3H); m/z
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2580
Oooooo
00 0 58-67
o000 oouoggs7c0boocggpopouoyopoDoDoUoyUopoDouUogoao
Ooo0o0o0ogad
OoO0o00a0o
Hik L& n/z SM
58 -7 Fr-5-= RO-N-E ) D-3-A N> | 261 | 2-7NFD0-5-= hOZRE
XF7IR &
59 -2 00-5-= RO-§-E 1 D -3-A )X | 278 | 2-70O0-5-Z FOKEH
7IR i
60 1-AFI-5-= hO-N6~-7 2 /-5-7ant | 308 | 2-AFN-5-Z bOEBH
NI -3 IINRXT7IR i BLU Kk 186
61 NFG-ARFIEUD -3 ) -2-AF)-5- | 288 | 2-AF)N-5-Z hOKEH
—hORIEXTIR i Bl HH118
62 2-200-FG-ARFIEYT-3-1I)-5- | 309 | 2-7O0-5-Z FOREE
—hrORATIE B BXD Hik 118
63 FIB-(ZTEFLTZI D2 -3-1]-2- |35 [ 2-AFN-5-Z hOREH
AF-5-Z bR XTI R BBXUFG-7I/) ¥
DY TERT
}:
64 2-ARFET-5-= FO-FEYD -3 |27 | 2-AbF-5-Z hOER
AT7IFR HEEBLULIF-TI/EY
v
65 -7 0a-FG-F AT -3 ))-5- | 296 |2-rpoo-3-= bOLEE
—haRIXT7IR e BXTR K252
66 NFGEG-7TOrR¥YIZ-3-1)-2-rono-5-= | 357 |- no-5-— Okl E
rORIZXT7TIR B B Hikl19
67 G- 7aRF B D -3-1)0)-2-X 316 | HE29B L TR-AF N -5-
FIN-5-— FORIATIE =~ rOEREER
Ooo0oo0ogadg
000 68
05-000-2-000-N-0000-3-00000000
02-000-5-000-N-00D00-3-0000D0000 (ODOb7; 1.65000 , 6-4 mmol)
OMeOHO OO0 O 10% Pd/CO 0 DD O O4500 10 psid D Parrl D000 O0DOOOOOODO
o000 0oooo0o0oU0oooQooopouoooooooOo IscoboopooOoooooooao
000000000000 009750000000000000(67%1 0 )0

NMR (300 MHz): 10.25 (s,

1H), 8.71-8.72 (m, 1H), 8.11-8.14 (m, 1H), 8.01 (d, 1H)
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, 8.18-8.23 (m, 1H), 6.79 (d, 1H), 6.63-6.64 (m, 1H), 6.42-6.46 (m, 1H), 4.96 (b

s, 2H), 2.04 (s, 3H); m/z 2280
Ooooooao
00 0 69-74
000000000 oOO0oe8 000000 DOODOODODDOODOOODDOOOOORO
ooonooao
Ooo0o00oano
Wilid =g Mz SM
69 57 2 J-N-G-ALFIEPYT -3 I))-0-AFINRXT I | 258 | K6l 10
F
10 N-[6-(FEFINTIDEN I -3~ N]-5-F I /-0-AF )X | 285 | Hik 63
XTI ER
11 5-7 3 )-2-ARFI-FEYD-3-AIINRILXTIHR 244 | Ak 64
72 572 /NG TORF LU D=3~ V) -2-AF LR | 286 | ik 67
ATIE
73 Tert-7FI {2-[G-FI /U= T I /1TFIVI A | 253 | Ak 207 20
WINA—
4 T-AFIENI-3,5-PT 3> 124 | 5k 200
oooooao
000075
Oos5-000-2-0000-N-0000-3-0000000O00
02-0000-5-000-N-0000-3-0000000000OQ0O058; 127 mg, 0.487 mmol)
OMeOHO 2 mIO D O D ODODODODODODODODOODOLI50p 1, 2.5 mmol0 000 O0DOODOOnDO
O30 000000000000 O02s00000000000000000000000O0 30
0000 oOoo0o0ooDoOoo0oo0ooooOoOoooiIsco00oDoDooooDoODooooooooOoan
000000 o0o0DoD0oDO0O0oD0DDoDO0O0O0dEds5 mg, 00O 31%)03
m/z 2310
oooooao
000 76-82
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0ooooan
Hik et n/z SM
76 5-7 2 /-2-20p0-N-B) D -3 NV XT IR 248 ik 59
i -7OEYIL-2,5-PTFT I 188 -oE-5-— h
o vyT-2-
7T
78 5-73/-2-700-F<GB-ARFIEYD-3-1II)R| 278 Hik 62 10
X73IR
79 5-F7 2 /-2~ 0n0-N}G-T7)ADnY D-3-1 )R | 267 H ik 65
X7 3IR
80 -7V I /-FOB-7OErEY -3 -2-2onN X | 327 Fi it 66
FIR
31 5S-F I /-NG-FI/-5-apnEyT-3-1I)-2-A4 | 218 HE 60
FI RXTIR 20
82 tert-7F) 2-{[G-T/EUZ -0~ TITA 294 Hi 157
FIY oy -1-ANRFL -k
oooooao
000 83
04-(5-0000000-2-00)00000
02-000-5-00000000400 mg, 1.52 mmol)O DIEAD 440p L, 1.52 mmol)O EtOH
Do10mID 000000000 DO660u L, 4.56 mold 0000000 DOO70000 1200
000000000 O0O0O0O0O0O0OOan 30
M/z 2110
0ooo0ooon
000 84
06-00000-4-000000-3-000
04-(5-0000000-2-00)00000000 83; 418 mg, 2 mmol)T MeOHD 5 miOd O
00000000000 0540mg, 100 mmoDDOOO5S5mMDOODCODOCOOODODOOO
0007800020000 00000000005000000000000000000
0000000000000 000O0O0O0O0O0O0O0D0D0OD0D0ODOD0ODOOODOOOOOODO
0000000000000 O0O0OO0D
M/z 1790 40
0oooooan
00085
0000000000080 0000000000000 DDODDODDDO0D

goooano
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ogoooan
Wiki3 L&% B/z SM
85 6-7 Om-5-AFH Y -3-T I 337 | -7 op-3-AF)-5-=
roBEUZ
gooooao
00 0d 86
0000 2-000-5-000000000 10
02-000-5-000000003.949g, 21.5 mmol)O MeOHO 20 miO O O O O HCI(g)D 10
0 A A 0 A A A 0 R W R W A W S LT 22 S e N e N e N N N N N R NN
0000000000 @4.8¢g)00000D0D0ELOACT 200 mI)J O 0 0 O O H,00 200 ml)
000000200 mO000000MgSO,0000000000000000000O0CDO (3.
4 g0 OO0
M /z: 1790
000000
00dnf87-91
Jdo0ooobobogobouose00dDoD0oboD0oboDU0obDU0ob0DUoboDUobDoOobDoDbao
000000 20
00000
Ex (A=t ’] M/z SM
87 AFN 3T EFARST—h 179 | -7 EFILREER
88 AFIN -7NAD-5-AFIR (169 | 2-7)FD0-5-AF)N EEEEE
JI—*h
89 AFN G-7OE7zZINTE 230 (-7oE7 V) -Eig
TF—h 30
90 AFI 5-FI YD -2-4)0 | 163 | -F I/ BV 2TV B
rFEIL-F
91 AFN -rono-b-= koY | 216 | -7 0D0-5-Z FOREER
I—hk
ogooooao
00092
0000 5-000-2-000000000 40
0000 2-000-5-00000000000086; 3.49)010% 0O OODOOODO 67
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1H NMR (300 MHz): 8.26 (s, 1H), 7.97 - 8.09 (m, 1H), 7.89 (d, 1H), 7.47 (t, 1H),
3.95 (s, 3H), 2.55 - 2.67 (m, 6H), 1.86 (s, 6H) O

goooooao
0gdoilel
oooobObOO0ob0oDooolleoc0ooooobobbOooooooooobobobOoon
gooocooao
goooao

Hik ey N/z SN

161 AFN 3-[1, 1-PAF -3 (b U AF I U Fo/s-2-A 276 | 5k 162
1= NINAST— b

Ooooao

00 162

000 3-[8-(00onoonoo)on-2-00-1-0071000000
O0o0o0oD0oDoDO0 oooooo24ml, 27.0mol0 00000 3-(0O0000ODO)HO
000003.0g, 13.1 mmol)O Pd,dbagd 300 mg, 0.3 mmol)D OO0 O O0OOOOOAO
(343 mg, 1.3 mmol)O Cs,CO50 6.0 g, 18.3 mmol)O O O Cull 187 mg, 1.0 mmol)O THF
osomhHh00000D0DOO0OODOOODODODOsS000O0DU0DOoDDOOoDOoDOooODOoDoDoDoOooaO
OOOEtOAcO D100 mID OO ODODODODODDODODODODOODODDUODODDOODODODODODODDO
OOO0OO00OO0ONa,SO,0 00 0000000000000 O0D0OOOOSsSioL,000000/ELO
AcD 4:10 000000000 DODOO0OO0OOD2.2g067 %) 000000 ODODO

1H NMR (300 MHz): 8.03 (s, 1H), 7.92 (d, 1H), 7.57 (d, 1H), 7.40 (t, 1H), 3.93 (
s, 3H), 3.71 (s, 2H), 0.21 (s, 9H)O

Oooooo

OO0 0163

oooo0 3-(L,1-0000o0o0o-2-00-1-00)000000

oooo 3-[1,1-000d00-3-(bo0OoO0oOooUdoH)Yoo-2-00-1-0OJOoO0DOOO

00O 161; 170 mg, 0.62 mmol)0 O OMeOHO 5 mIOD OO DO DODOODOOOO1.2 g, 9.3 mm
olU00O0DUOODODOOODODDUOODDUOODDODODDODODDUODDODDOODODODODODDODDUODDOO
OEtOAc/0 000 (A:5)0 000000 0D0ODOISCoO0 00 OdOdnO180 mgh 70 %O O O OO
OooooooDooooooon

1H NMR (300 MHz): 8.20 (s, 1H), 7.91 (d, 1H), 7.79 (d, 1H), 7.39 (t, 1H), 3.91 (
s, 3H), 2.37 (s, 1H), 1.61 (s, 6H) O

Ooooooo

OO0 164

oooo 3-,1-000o0o0fd-2-00-1-00)000000

O

5

O Ooo0oooo

g

000 3-(1,1-0000000-2-00-1-00)000000 000 163; 100 mg, 0.49
mmol)O THFO 0 01 mi0 O -780 0 0O O O O O LiHMDSO THFO 0.55 ml, 0.55 mmol)O O
DAMIOO0OOODO0O0OO0O0O0O0O0O046p L, 0.743mmol0 000000000000 000
000002000000 0000000000000000000000EtOACO 00O
000000000 00MgSO,0 0000000000000 0000O0 100 mgd 93%)0
000000000000 000O0000000000
14 NMRO 300 MHz): 8.19 (s, 1H), 7.89 (d, 1H), 7.79 (d, 1H), 7.39 (t, 1H), 3.91 (
s, 3H), 1.83 - 1.88 (m, 3H), 1.56 (s, 6H) O
0Doo0Oooo
000165
0000 3-(1,1-0000000-2-00-1-00)000000
0000 3-[1,1-0000-3-(00000000)J00-2-00-1-00]10000000
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00 161; 300 mg, 1.49 mmoDO 0D 0 OO0 D040)0 00000005 mI0000O0O000
000050 mg0H,0000000000000O0O0DO00O0O0OO0OO0ONODOOD0OO0O0OO
00000000000 0000000170mg056 %00 0000000000000
Ooooo0O0O0O0O0O00

14 NMR (300 MHz): 8.03 (s, 1H), 7.86 (d, 2H), 7.52 (d, 2H), 7.36 (t, 2H), 6.01 (
dd, 1H), 5.08 (s, 1H), 5.03 (d, 1H), 3.90 (s, 3H), 1.41 (s, 6H) O

00000

0 O 166

000 3-(2,3-000000-1,1-00000000)000000

000 3-(1,1-0000000-2-00-1-00)000000000165; 0.273 g, 1.3
mmol)0 t-BuOHO 2 mI0 0 O O H,00 2 mi0 0 O O O NMOO K,0s0,(H,0),0 0 0 00 00O
0000000000000 030mgdNay,S0,0 0000000000000 EtoAcd O
0000000000000 000000Na,S0,000000000000000024
mgO 75 %)0 000000000 COCO0O0O00000000O0O0O0O0O0OO0O0O0O

14 NMR (300 MHz): 8.06 (s, 1H), 7.90 (d, 1H), 7.59 (d, 1H), 7.40 (t, 1H), 3.82 (
d, 1H), 3.53 (d, 1H), 3.37 (t, 1H), 1.38 (d, 6H) O

OooooQoO

000 167

03-(1,1-00000000)0000
03-(1,1-0000000-2-00-1-00)000000041; 170 mg, 0.90 mmol)D O O
MeOHO 5 mID D00 OPd/CO017 mg0 000 0O0D000O0D00O00D000O000H000
000001200000 00000000000000000000000000000¢0
00000000 D00150mgd 86%)0 0000000000000 00O0O0O0OOOO0O00
00

o OO w@oOoo O

M/z 1920
0Doo0ooo
000 168
0000 3-{[00D0000)I0000]000Y00000
0000 3-000000000000001.09g, 5.64mmol)000O0000O000000O
000O000O002.36ml, 16.9 mmo)0 0 0000000000550 mg, 6.74 mmold O
00000000000 10000000000000000D0000O0000O00O00EtOA
c/0000@:1D0O0O0DIsCcoO0DO0NDNONNe670mgd54 )0 O OO O0O0D0DO0O0000O00
0Doo0Oo0oo
M/z 2220

000

169

0 3-(000000000000)I00000

0 3-00000000001.8ml, 10.0 mmol)O THFO 40 miID 00 0 -780 00 O
000000000 O0000002.0M, 7.0ml, 14.0 molD 0000 00O 3000
00O CuCND 1.1 g, 12.0 mmol)O LiCI0 1.0 g, 24.0 mmol0 0000 OO0 OO O 2
oO0000000000000OC0O0000000DND0NDO0DO0DOoOOoO0OOOO0 00000 00
Dooo3.0ml, 33.0mmol0 000000CCOO0O000000100000000000
O000O0O00O00EtOACI DO OONH,CIDO OO0 0000000000 0Na,S0,0000
0000000000000 0000000000000EOAc/0 0000 1:1)00 00
OooOoO0OOoIsco0 0 0000000000000 D0001.2g050%)00000000
00

14 NMR (300 MHz): 8.66 (s, 1H), 8.22 (d, 1H), 8.17 (d, 1H), 7.55 (t, 1H), 4.40 (
q, 2H), 2.76 - 2.67 (m, 1H), 1.40 (t, 3H), 1.29 - 1.21 (m, 2H), 1.12 - 1.01 (m,
2H) O

000000

O O0Oo0o0oo0oao.
O Ooo|ojgoo
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000 170

0000 3-(1-0000000-1-00000000)100000

0000 3-(000000000000)00000000169; 363 mg, 1.66 mmol)O

THFO 6 MIDOO0OO0-780 0 0000000000000 O0O0O0O0000000O03.0M, 0.73
ml, 2.6 mol0 0 000000000 D0D00000O0O0O0O0D0O000NH,CIOODODODO
000000000000 EOACD 00000000000 000000000000 Na,
S0,0 0000000000000 000000000000EOAc/00 000 1:1)00
Ooo0oO0O0O0O0O0IsSco0 0N ONDNDNDNONONO01.29g050%)0 000000000

14 NMR (300 MHz): 8.19 (s, 1H), 7.92 (d, 1H), 7.72 (d, 1H), 7.40 (t, 1H), 4.37 (
g, 2H), 1.78 (s, 1H), 1.51 (s, 3H), 1.38 (t, 3H), 1.32 - 1.21 (m, 1H), 0.46-0.37

(m, 4H) O
oooooao
Iy
o000 3-(,1-00000000)000dnoano
0000 3-0000o0o0ooooooda87; 700 mg, 3.9 mmol)O DeoxoFluor™0O 0 O 5
miDOOOO8UIODODDDDUIDUODODODODOODDDODODODODODUOOLODOoODODDDODODODOOOOOaO
OO00D000O000000ECACO DO ODODODODOOOOONaSO,000000000080
000000 o0oDoDoo0oo0oDoDo0o0oo0oDoDoo0o0o0DoDOoOO0o0DOnECAc/Z0 OO O (1:4)
oooooDoOooooiIscooooooooOo39 mgs0m)yD 0000000 ooooooOoao
oooo

1H NMRO 300 MHz): 7.96 (s, 1H), 7.86 (d, 1H), 7.50 (d, 1H), 7.31 - 7.22 (m, 1H),
3.73 (s, 3H), 1.74 (t, 3H) O
ooooo
00 172
D000 3-[0000000@O0O000)0O0]J000000
000 3(00O0000000000)00000 (O0O0169; 363 mg, 1.66 mmol)O
ODOEtOH (G mID 00000000 O0000O(0mg, 1.86 molD 000000 COOO
30000000000 O00NH,CIDO0O0O0D0O00000000O000000O00EtOAC
000000000000 0000000Na,So,00000000000000000
DO0O0O0O00D0ISCO00OO0D0EOAc/0 000 (1:10 000000000000 0021
mgd 77 )0 0 OO0 O0O0O000OO
1H NMR (300 MHz): 8.07 (s, 1H), 7.95 (d, 1H), 7.61 (d, 1H), 7.41 (t, 1H), 4.36 (
q. 2H), 4.04 (d, 1H), 2.16 (s, 1H), 1.38 (t, 3H), 1.27 - 1.15 (m, 1H), 0.66 - O.
54 (m, 2H), 0.52 - 0.36 (m, 2H) O
ooo0O
0 173
00 3-0000000000000
O
0O

oo oOooQgoao

0 00000OO0O0O0O000000000O0THFOS m)DOO0O000O0OO0OO0OO0OO
00000n-BuLidO 2.5M, 1.0ml, 2,52 mmol0 000 000000000000
000000000000 0000 3-000000000000087; 375 my, 2.10
mmol)J THFO 15 mID 000 OO OO0 OO0 0000000000000 O0O0O0O0O0000
00200000000000000000C0C000000E0ACOODOOOOCOODOO0
0000O00000Na,So,0 00 0000000000000000000000000
O0I1SCO0 00O DEOAc/0 00D ((:9)0 0000000000108 mg0 000000
00000000000 Q%o

14 NMR (300 MHz): 8.15 (s, 1H), 7.96 (d, 1H), 7.67 (d, 1H), 7.41 (t, 1H), 5.45 (
s, 1H), 5.16 (s, 1H), 3.94 (s, 3H), 2.19 (s, 3H) O

Oooo0Qoo

000 174

0000 3-(1-000-1-000000)-5-{[0000(@00)I00]J0003 000

OoOoo0ooodg
O O|oo o
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00

gooo0 3-(booogdg)-5-1-0d0-1-0J0d0g0opoQoO)H)fgoooooDbDDO138; 176
mg, 0.595 mmol)O 5 mlO DMFO O O O K,COz0 206 mg, 1.49 mmol)Od NHMeOMe-HCIO 65 mg,
o666 mMmolD DD D DDOOOOOSSIODDDODODODODODODDODDDDODDODODODOODOOO
I O A W = (@7 Yo M
ocoODOooOo0OooOO0O0ODbONa-,So,0 00 00DOO0O0ODO0OO0O0O0DDODO0DODbDOoO0OODOoODODO0DOoODO
OISCOO EtOACc/0 0 0 0 (1: D000 O0DDDODDDODO0ODO0DO0DOO88 mgb4n)yd 0o oonooOano
ooooDoDoOOoooooo

1H NMR (300 MHz): 8.02 (s, 1H), 7.98 (s, 1H), 7.74 (s, 1H), 3.93 (s, 3H), 3.82 (
s, 2H), 3.35 (s, 3H), 2.65 (s, 3H), 1.77 (s, 6H) O

oooooao

0002175

03-(1-000-1-000000)-5-[(00000p0oo0)h)fob]ljoooan
03-(1-000-1-000o0poo)-5-[(000gog)H)0g]jooooogo37; 58 mg, 0.2
3mmol)OMeCNO 5 mDO O OH,OO3mIDOODODODOODODODOOODOOOODOOS358mg, O
S22 mmolD000D0DODOO0DO0O0O0O0ODO0OOODDOODODODO0OUODOoODDbODODDODDOODOoOoQOoOO
000000000000 0000ECACOD D 000000 D0ODOO0ONaSO, 000000
0oo0o0DDoDDODO00oOooooooe0omgUo2)D 00000000 o0oDoDOoDOo0DO0OoOoooao
gooooDbOoOOoooooooao

M/z 2810

oooooao

Oo0nQ0ai7ve

oooo0 3-(1,3-00000-2-00)H)000000
0oo0oo0ooDoDo0Do0o0oo0oooooDooDoDoDooooooooOo @61p 1, 6.51 mmol)O 15 ml
OTHFO OO OoOoQoODODODDOOO0oOoOoooo-ys0d00O0OO0n-BuLid 3.80 ml, 6.0 mmolO
ocooocooo0ooobDOoooobO0ooobDooboOoboOooDbDOooDbDOob0OznC,01.9 g, 13
OS5 mmoDI 0D 0D0DDDD0ODO0DODODODOOODDDODODODODOOODOODDOOOOOGOePdC
PPh3),0 269 mg, 0.233 mmol)0 000 3-00000000001.09, 4.65 mmol)O O
gooooOoOOoOooodooooobDDbOoOoUoUodooobDbDbobO oo ooooDb oo
OCODO0O0O0O00O0O0ODO0ODODO0ODO0O0OON,CIDO0D0O0OD0OO0O0ODODODDODOODODODODDODODO
OOO0OD0OOO0OEOACO 0 DO O0O0OD0OOOD0ODOONaSO,000000000000C00D0BDO
ooooD22mg28) 0 000o0DOO0O0O00O00dOC0COCODoODDODODODOoDOoDO0oOooooooDOO
oooooao

M/z 2190

goooooao

oonoavy

o2-(00000O0O0O0DO))Y 0000 -4-00000

oooo0 2-(000g0dgooQoo)ydoooo-4-0000D00O01.00 g, 4.85 mmol)O THR/
H0O0 3:1, 8 miIDOOOO2 N LiOHO 2.5 ml, 4.85mmol0 0000000001200 0
ooooobDbOoOoooooboboobobbooOooooco

m/z 1930

goooooao

Oo0n0avs

03-(2-0000-1,1-0000000)0000
0gz2-B3-00io0poooo)y-2-000dgdoooDoDbOO0DO0O0O0oooOaal7; 281 mg, 1.16 mmol

Y OTHFOD 10 MmO O -780 0 0JAr0 00 t-BuLiD 1.7 MOOOCOCDODO, 1.4 mhl, 2.31 mmol
,2.000000000000000000D0ODOO0O0DDODOOCO gy ODODOOODOD
oo1o000000010% NaOHO OO DO OEtOACcO 0 00 00O 0O0DOI10% HCID OO O oo
EtOACU D D O 00D D0 O0ONaClegaeryU NaxSO,p DO DD DODOODDDODOOODDDOODN
O
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m/z 2090

Oo0oooad

O0oaoai79

02-@B-000o00o0on0)-2-0000000-1-000
02-@-0000o0o0o0)-2-0000000000O0OO0S52, 300 mg, 1-23 mmol)O O O THFO
1I0mlDOO00OOBHZO 1.0 M THFO O , 2.49 ml, 2.49 mmol, 1.50 000000000
0 A o o A o R Ko L7 (@4 MMM
OO0D0OECACD D0 0D D0O000DONCHgaqen DO OODONaSO,sn DOODDODDDODODO
0000000265 mgd OO (94%)0O

m/z 2300

oooooad

0 00 180

02-GEB-0000000)-2-000000000 000003
02-(3-000p0pooDOo)-2-000000O0O0D0O0O0O0ODBb’2, 564 mg, 2-32 mmol)d DCMO 5 ml
ad

ad

O

O0oo0o0oooDooO0Ooo0o-31 ml, 3.48 mmol, 1.50 0 )0 0O O DMFO 0.10 mD)O O O
O00o0o0oo2000000000000000D000DU0ODDDODOOO0DODODODDOO
265 mgd 94%)0 O O O
m/z 2620
Oooooo
000181
02-@B-0000000)-N,N,2-000000000000
02-(3-0000poDoo)y-2-000000000 DODODDODODOOA180, 607 mg, 2-32 mm
ol 0D0DO0ODDUODDODOODO2.0M THFO O , 5 ml, 10 mmol, 430 0000000000
g0 o00o0obb0b0D0010% HCID D OO ODODEOACO 00 D00 D000 ONaCh gqen U
O00D0NaxSO4sy DDDDDDDDDODDDODDDODDDDS39 mgh OO (86%)0
m/z 2710
OoDoooao
000182
ooDo0 5-{@B-2-(ooooono)-1,12-0000-2-0000007J000003%YI00
)-2-0 00000000
02-(3-0 0 000D00O0)-N,N,2-00000D0D0O0O000O0O0ODODOA181; 200 mg, 0.740 mm
ohHO OO0 5-000-2-00000000000O0D0O092; 122 mg, 0.740 mmol, 1.00 O)
O Pd(OAc),0 17 mg, 0.075 mmol, 10 mol%)Od Mo(CO)gO 293 mg, 1.11 mmol, 1.50 O )O C
s,C050 362 mg, 1.11 mmol, 1.50 O )O O O BINAPO 46 mg, 0.074 mmol, 10 mol%)Od O O
O0-MeCNO 1102 mlO 00090 O Ar0 0001200000000 00O010% NaOHO O 0O
OO0O0EtOACO DO DD DODOD0OOONCH a0 O0ONaSOsy DO D DDODDODDODDODODODODO
0 Y R O A =3 w07
c-0000HDO0D0DO0DOODO0DD0O7smgui27rw) 00000 O00O0ODODO
m/z 3830
ooDoooo
000 183
00000000 o0oDO0o1820 000000000000 ooDoooooooan
Oooooo
OoDooao

pskis A=K n/z |

183 AFN b-I{5-[(ZAFINT I ) AIEZNIEY D | 318 | FE 0 BIU
3 HNKRIN T R ] AFNAR AT b Jiik 92
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oooooao

000184

Os5-[(0O0D00o0o0o0odlXdod]J-NN-O00D0D00000-3-0000000
O5-000-N,N-O0 0000000 -3-000000000034230; 170 mg, 0.641 mmol)O
ooooo0oo0o000000.13 ml, 0.769 mmol, 1.20 0O )0 Cs,COz0 313 mg, 0.962 mmol,
1.50 0O )OO BINAPO 40 mg, 0.064 mmol, 10 mol®) D OO OO DOO3ImMHOODDODOOOOO
O O Pdy(dba)sz0 30 mg, 0.032 mmol, 5 mol)0 0000000000 O0OOOCOODODO
000000000000 O0D010% NaOH(ag OO O OO O EtCACO O O O OO OO DO O Na

CliscaryD 00 00ONaSOLsp DODDODDODDODODOODDOODODODODODODODODODODDIISCOD O
0000000000000 o0DDDO0oD00O000O0D0-EtOACO 000000234 mgh O 0O (9

9%)0

m/z 3660

oooooao

0 00 185

O5-000-N,N-O00D00000-3-0000000
O5-[(COD0D00000Q)dd]-N,N-OCODDDODOO0OO-3-000000000D0O 184;
234 mg, 0.640 mmoD)O THFO 3 MmO O OO DO10% HCIO S mID 0O 0000 O0OOODOOO
000000000000 10% HCl(aq 0 O 0 00 O EtOACO 0 0 00O 00O 0 0O K,Coz0 0
ODO0OO0OO0EOACO D ODDOO0OO0DOOO0OOOODDODO129 mg OO O (99%)O

m/z 2020

goooogao

00a0ais6

og3-0o0o0o0000-2,5-0000

gs3ooml DODODO0O0O0OO0ODO13.9gd 0.1mo)O 2-000 -5-000000O0O0O14.790 0.11

moDON-ODODOODODOOOODOOOCDO1SOMIDCOOO0OOODODOODODOOCOODODOODOD
gopuuouoooooboboooooo2-0co000bO0O-5-000000000C000D0¢0
oLeMsO O ooDOooOODOO0OO0OO0oDO0OOoODODOODODOO0OO0DO0Di100mIOHOO00000000O
Ooo0ooo0oooOoooOoR 000000000 O0O0OSmIcCO0O0O000O02-000-3-00

0O 0 M/z 1750

goooano

sooml O O0OO0DOO0OOO0ODODO02-000-3-000-5-00000000 8.72g, 50mmol)O Me
OHO 125 mIDO O DOOO0OOODOOODOODODOOD13.5 g, 250mmol)O H,00O 125 miIO O O
gobbo0ugoooobooogoboogysobo200000b0b00OoO0O0bDOOOoson D
ooocoboOobOoOoooooooooMeoHD DO DO OODOOoOOOOOOODOOOOODDDOO
OoOooco0OooO0ooDOooOoOobOO0oOoDOooODbDOooODOOsoml vFeOHO OO DO OOOODOS
omiO4NO DO ODODOOODODODODDDODOODODODOODDODODDDOODODII0DOOODDGO

O
g
a
O-5-00000000D000010.8¢g, 620 000000000000 O0O0O0ODO
O
g
u

Oo000O00o0o0oO0b0OO0oo0oo0oo0oo0oo0oo0oOo0oo0ooooO0ob0oooooboooOooooOos3s-00a0
oooo-2,5-000007.5g, HCID)HO DO OOODDODDODOOODODOO®OAOM/z 1450
oooooao
0Ooo0ooais7y
Oo0o0O0oo0oo0oo0ooOooboOo1se0 0000000 OooOobOOoOoOoooooooaoao
ogooooao
Ooo0ooao
HiE [ A=x ] n/z SM
187 3-TJOE-C)Jo-2,6-073> |18 |2-732/-5-—hRPYVUBIR

NBS
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O
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ON2-(2-{[t-0 00 (@ O000)I00]J0003}00)I000-2,5-0000

02-000-5-000 O0O0OODOA400 mg, 2.5 mmol)O EtOHO 5mi0 OO0 O 0O 2-((e-0 O O
(oooHh)oooloooH)ooo DooOo3smUOOO0ODODO0OODOOODODODODODOO
oooocoooO0ooDbDOoobobOOobO0oOoDOoosS-000-2-[2-CO0O00CDOHY0O0D00O00O0DOI]O

ooboboesomgpODODOOODODODODODOODDDODODODODODUOODDODODDDODOOO

goooano

ON-(-{[t-000(@O000)I00]0003¥O00)5-0000000-2-000000
1565 1.29 g, 4.34 mmol)O 20 mlI0 MeOHD O 0 0 0 0260 mgd 0 0 00 O O 10 wekd O O
000 -Degussal 0 00 0D0)I0DO0O0O0O0OCOOO0O0O0O0O00000O0DOOOOLC/MSO O
000000000000 0000000C0O0O0O00000MeOHD EtOAcO 00 0 O O O

O

ocoboo(@emomgpoOoooobooobooboboooooobooboDboobooonDn

M/z 2680
0oo0ooaon
00 0 189-199
00D000D0000D00188000000000000000000000000
0oo0ooao
ooooao
Pite L&y /z SM
189 FI-[2-(AFNTINTFN] E [181 | 2,2-PAFNT I/ -ZFINVTIr
JP-2,-7 3
190 6-4-AFNERT T -1 ) EV) 193 | 4-AF)N ERFP
T Ir
191 N2-1B-E 53— )L-b-1 )L EU D - 176 | 3-7 X /-1H-EZ5/—)
2,5-F7 2
192 I-AFNEYD-2,5-VT I 124 | 2-700-3-AF)-b-Z O E)
T
193 -3~ (CAFNT 2 /)T E)] 195 | 2, 2-PAFNTI/-FOENTI
BUD-2,5-Y T3 >
194 N-2-AFNT I -3-7apo-EY 158 | 2,3-7oo-5-=hO0 72X P
=TI KU AFNT I
195 N-2-AFNT I -3-ALFI-EUY | 164 | 2-70D0-3-A bF-5-2 b0 ¥
TRy ¥
196 By ,3,5-rUT 2 125 1 2-2700-3,5-Y=— koI
BIU 7T
00000
00197

@G-000-5-00000000)H30000

O Oooo

1.0 M THFO O

3-000-5-0000000001.14 g, 5.21 mmol)O O O THFO 10 miO O O O O BH3O
, 8.0ml, 8.0mmol, 1.500)000000COOQCoO0O0DOUOODODOGO
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goooboO0O3o0bD000O02s0000000000000000010% HCID OOODO
OEtOAcO 00D 00000 O0010% NaOHO O OO OO0 ooagd NaCI(Sat)D 0 0 NaySO4¢sn O
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206; 180 mg, 0.727 mmoD)O S mMID O OO OOOOOOY7 mIOIM NaOHO O 0000 OO

ooao
ooo
ooo
ooao

oo
OO0
00
oo

M/z 2710

00
0o

00O
202

5-(1H-0

O

g
t
0

0

O 0Oooo

O

pgloo0 000000 DOODOOO0OO0OODODODDOOHCIOpPH 30000
goooob0OD0O0000000EOACcO OO DODONaSo,0 0000000
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coboocooooobDOooooboooobDOoooDOoMgSO,000O0O0DODOO0OOOOOODO
OoODO0o0O0O0O0Om/z 2600 000 O000OMeOHO 30 mIDOO DO ODODOA4N HCID 1,4-000 0
oco2smp)boO0O0O0O0CDOOOODOOOODODODDODOODOODDODODOODODODODDODODO
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000203

03-(-000-1,2-00000000)H>0000

03-(1-000000)J0000 0500 mg)l THFDO 50mi0 O O O -780 O O O LiHMDSO 60ml,
1.0M THFOOOOODOOODODOODODOOOODOOOOOOOOOODOO300000000
000000000010 mOOO0000O0O0000O000O0O0000O00000000
000000000 O0EOACOH,00 0000000000 INHCIOpH 300000000
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D0O0O0D00O000 (300 mg)O
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000-780 00 LiHMDSO 1.0 M, 16.7 ml, 16.75 mmol)O O O MelOd 1.3 ml, 20.9 mmolO
ODooO0o0O0oO0oo0oo0oo0Do0o0O0O0O0oo0oo0Oo0Do0oO0O0oO0O0oooo0oo0oO2s mIONH,CIODOOOOO
OO00O0OEtCAcU D00 D000 O000O0D0D0O0O00O0O0O00O0DO0DONaSo,000000
Oo0o0O0000000O0O000000D0O0O0SIOL,OOEOAc/ /D O OO OOODOODODOOO
ODoOs81mgdi17w)0 D0 OO0 O0O0O0O0O0O0DO0OOOO0O0
2330
oodao

0 219

10

20

30

40

50



oo oooogogooo

(166) JP 2008-525406 A 2008.7.17

OoooooooooooooDooogogogogooao

5-00 000000000 -3-000
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1.65ml, 17.2mmol)0 Cs,COz0 8.60 0 0O , 25.9mmol0 0 00000 O0O0OC0DODODOO
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Hik ey M/z SM
224 - 0O-5-{[3-(hU7Z)ADnAFI)NL | 344 AFI -Znoa-5-7 3/
AN T3 VEEER o JT—b (BiE LD
BIO-MUTINAOLR
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,456 mo) D 00D OOCODODOOODDODO0.59 g, 6.84 mmolD 000000 O0DODOO
15 mI)O H,00 0.75 mI)O O O O O K5zPO0,0 3.86 g, 18.24 mmol)O Pd(PPh3),0 1.05 g, O.
g1z mmolD 0D OO DOOOOODOODOCODODOODODODDODODODODODODODODODDODODDOO
OD10% NaOHO O O (1oomlDO OO0 O0OC0DOODODOOOODODODOODODOOOODOE
tCAcD D 100 mIDODDOOODOOOOODODDDOOOOOOODODOGS3NHCIOOOUODO pHO
bz2200000000C0cOO0O0cO0O0ooO00oo0obOOoO0cbOO0ooOobOO0oDbODO0OO0DbODOO0DOOOHxrodDnbaiao
omliODOODOODODOOOODODOODOODODOODOODO.B1I0OgODODOOODOODOD
ooooODDO0O0Og @GO
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000000000000 0KCIogN 214 mg)OH,003mMIO OO D0000D000000000
0006000000000 D00O0DO0O0ODOD0OO0ODOO0OONDOO0OODO0O0OONDO0O0O
000000000 D0003-000-5-000-2-0000000000000000000
0 0600 mg, 68%)0 0 000 0600 mg)0 000 00O0.4ml)OO0POCI;00.35 mi0 O O
0000000000000 000000000000000O000Et0ACH H,00 00 O
O000D0O0000NaCkgaey DO0O0O00D0D000NaSO,eyg 000000000000
0000000000000 D000000000000 (358 mg, 55%)0

O
000 228
03-[(2-000-1H-0000-1-00)000]0000
O
O
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000 3-(000000)I000000500 mg)dDMFO 10 mID O OO0 02-000 0O
000350 mg)ODMFO 5 mID 00 ONaHO 100 g0 0 0000 00000000000
0000000000000 000D000O0OEtOACOH,00 0000000000000

NaCl eaen 00000000 0NaSO,ey 0000000000000 0000 3-[(2-

10

20

30

40

50



(168) JP 2008-525406 A 2008.7.17

000-1H-0000-1-00)H)000]Jo00O00o0O300mghOOddnam/z 241.

ooo0 3-[(2-000-1H-0000-1-00)H000J0000D00D0 300 mg)d MeOH/H,0
0gio0ml, 3:1 wwvO O OGOGOODOLIOHDeO mgD O OO0 0DDDOOODDOOODDOOO1
o000 D0DDO0D0O0DD0DD0DODO0ODDECACO 00D D00 ODDDOOOINHCIOpH 30000
oobooooobbo0oDO0O0bO0EOACO 3D 000D D0O0O0O0 NayzSO,sp DO D DDODODO
0000000000000 D0DO0oDO0OO0o00O0Ogd @210 mg)d

m/z 2260

oooooad

O 0o 229

03-(1-000-1-000000)-5-00000000
02-GB-000-5-00000000)-2-00000000000O00O0O0OI18; 258 mg, 1.07
mmol)O THFO 10 m)O -780 O O Ard0 00O t-BuLiO 1.7 M OO ODODOO, 2.13 mmol, 2.0

ool0Db0b0b000Db0D0DD0D0D0IL00000D00000CO, g, 0000000 oonaonilo
O00000010% NaOHO O OO OO EtOACO D D OO0 OO0 DODO 10% HCIO O O O O O EtOAc
000000000D0NaChgaenyd O0ONaSO,gp 0000000000000 0000
00O m/z 2080

oooooao
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O5-000-N,N-O00D00000-3-0000000
ON,N-ODDD0ODO0O0O0O0-3-000000000O0O129, 1.30 g, 6.98 mmol)O NaOAcO 1.7
2 g, 20.9 mmol, 3.00 O )O HOAcO 10 miO O O O O Br,O0 0.72 ml, 14.0 mmol, 2.00 O
0000000000000 O0O00D0OU0O0OC0OD0DDODO0ODODO0OO0OR0000000OEACO OO
O000000NaChgaeyD O ONaSO,gnp D0 000000000000 000000O
goooDoOoiIsco0 00 oooDoDoUooO0ooooDoDDDO0OOdEtOAC-00 0O 0O)HO
DoooDD0O340mgU 18O OO D ODO0DO0OOOODOmMm/z 2660

oooooao
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Os5-000000000d

oooooooo2,6-0000-5-0000D00000O05.00¢9, 23.8mmol0 00O O O 1L

OOODDODOOMeOHO 240 mI)O DIEAOD 8.30 ml, 48.0 mmo) D 0D 00O OODODOODDOS
comgOO0O0O0OO0OCOD010wWwe®)OOODODOOODOOOODODODODOOOOOOHR,OO
ocoO0o0OH0000Q@amOO0O0O0O0ODOOO0DODOOO0OODODODOODODODODOODO
ooo0o0ODODbOO0O0o0oOoOoooODbDbODboOoOoOoUoUoooobDDbOoOo2s miIDOOO250 mIO E
.00 000000000 @IPEA/HCIO DI DD OOOOOOOOODODOODDODOODOODOO
0oo0o0DDOO00O00ogOoo3.2gdgy0 00000000 oooDoDOoDOoDOoOoOooOooao
ooooDbDDboOOooooao
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oooooao
000 232
os5-0000000000<0
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émg, 1.15mmol)O Pd,(dba);0 526mg, 0.575mmol)0 000 CO00O0O00O0 25mLO00 01,1
-0D0DD0O0O0000O0OO0D0ODO1.43ml, 8.6mmoLD 0 0 OO ODO0DOCODDOOOOOODOOGO
goloo00ooooDoDDO0ODO0O0O0O0Uo0oDoDoDDOoODOoDO0DO0DO0O0Oo0OooOoDDOO0Oilomb)oo
ooo0o0O4NHCIDOOGOOOoOODOmMIDOODODOGOOOODOODODD30DO0O0O0O0DOoOoDoOooDDOO
ooooDObOO0oOoO0ooUooo0OoDbDDbbOU0UoDUoU0oUoobOoODbDDbODbOO0O0OOo (8o mgo
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oooooao
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-3-000-5-000000001.0g9)i0opooopoz2miDOO0DO0O0DO@O
ycooooo @s5m00000o0o00DoDO0ooDoDOooOoDooDoooDoooOOd
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oo
00
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M/z
o0
o0
0o

000000050000 000000000000000000000000000
000000000000 00O0O00D0DOO0O0O0DOO0O0ODOO0ONODOoOoOoOoooOan
00000000000 (100 mg)O

2720

0ooO
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g s-gbood-1-ggooodaghno

O25ml00000CDOOOCOODOO0OODOODOO 5-0000000O0O000O0O0.500 9, 2.31
mmol)OD OO OOOOO0.305¢g, 3.46mmo)D OO0 0O OOOSmIDODOOOOOOO

ad

0000 @@.25 g, 6.9C3mmoD)0 D00 OO DOOOODODOS2 mg, 0.23 mmol)O O

O BINAPO 0.287 g, 046 mmo)D 0 O DO OOCOOO8ODOODODOOOOOELOAc(O 50 ml

oo
00

ocooosio, 00000000000 D0OOO0OO0OO0OD0O0DO0DODA40 g Si0,0 O EtOAcH
OoOO0o00O0ooO0ooDOoo376 g0 0O0DODODODOOODODDODDODO (74 O
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oooooao
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godbooouobooo240 bbbt oogboooogoao
oooooad
goooao
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ABSTRACT: -
Title: Chemical Cﬁmpuunds

5 The invention relates to chemical compounds, ot pharmaceﬁtically acceptable salts
thereof of the fotinuld (I): o

o N _ :

LY
which possess B-Raf inthibitoty activity and are accorditigly useful for ’:Lheir attti-cancet
10 activity aitd thus in tﬁetlioé_ls of treatrﬁent of the human o animal body. The invention also
telates to processeé for the tna'nufacfur'e of sdid chemical compotitids, to phattiaceutical
compositiofis containing thett and fo theit use in the mantifactite of medicatments of tse in

 the production of an anti-caticer effect in a wartn-blooded arimal such as mas.
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