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TH-NMR (dg-DMSO; 300 MHz): 8.57 - 8.63 (m, 3 H); 7.22 (s, 1 H); 2.86 (d, 3 H).
13C-NMR (dg-DMSO; 150 MHz): 151.27 (CH); 141.44 (Cy); 124.39 (CH); 119.34 (C.);
32.83 (CH3).
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0 TH-NMR (dg-DMSO; 300 MHz): 8.59 (s, 2 H); 8.55 (t, 1 H); 7.51 (s, 1 H); 4.70 (
t, 1 H);3.58 (g, 2 H); 3.25 (q, 2 H).

MS (ESI): [M+H]* = 324 (Br,0 0 00000 )O

0Dooooo

00001.30
D[0000O0000000000000000000000EDDOONONODD]0O000
Doo0o00oo

goooboooooboboo
O0o0oo00o0oD0O0OoOomio
amwbnooooooooooano

O Ooo0oooao
O 0Ooo0oo0ooao

10

20

30

40



(89) JP 2010-513232 A 2010.4.30

gooooao
8r
y/ D
HN—N ||
~N
Br
goooO00o0oo

OGP0 00O O0O0S4mg0 000D O0D0C0OO0O0O0O0OO0O000OO0O0O0D0DCOODO0O0COO.2m00
00000000000 O00O0O0OUSe2323200 0 O 0 W020051104100 D 000 0000
000000000 OmMIOOCOPOHOOOODO30p 1080000000000 0O0.61m0 0
000000000000 00012000300000000000000000Biotage |
nitiatorO 0 000000000000 O00O0C0CO0O000O0O0000O00O0PrOHO OO O
O0O02/mg0 0 000000.Am0 0050000000000

0 *H-NMR (dg-DMSO; 400 MHz): 8.61 (s, 2 H); 7.96 (s, 2 H); 7.72 (s, 1 H). NS (LC
-MS): 90% 0 0 OO0 ; [MHH]Y =279 (Br,0 0O O OO0 O )0
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0 *H-NMR (dg-DMSO; 400 MHz): 11.36 (br., 1 H); 8.74 (s, 2 H); 8.04 (s, 1 H); 1.4
4 (s, 9 H)O
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TH-NMR (dg-DMSO; 300 MHz): 8.60 (s, 2 H); 8.53 (t, 1 H); 7.40 (s, 1 H); 3.18 (
dg, 2 H); 1.16 (t, 3 H)O
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0 *H-NMR (dg-DMSO; 400 MHz): 9.16 (s, 1 H); 8.34 (s, 1 H); 8.16 (s, 1 H); 4.17 (

s, 3 H)O MS (ESI): [M+H]* = 212 (BrO0 O 0O O O 0O O )O
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0 *H-NMR (Dg-DMSO; 400 MHz): 9.20 (s, 1 H); 8.34 (s, 1 H); 8.18 (s, 1 H); 4.56 (
q, 2 H); 1.42 (t, 3 H)O
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0 *H-NMR (dg-DMSO; 300 MHz): 9.25 (s, 1 H); 8.37 (s, 1 H); 8.27 (d, 1 H); 4.98 (
t, 2 H); 3.96 (t, 2 H)O
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TH-NMR (dg-DMSO; 400 MHz): 8.97 (s, 1 H); 8.24 - 8.25 (m, 2 H); 7.46 (d, 2 H);
.69 (d, 2 H); 5.40 (br. s, 2 H); 4.15 (s, 3 H)O
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0 TH-NMR (dg-DMSO; 400 MHz): 9.01 (s, 1 H); 8.28 - 8.30 (m, 2 H); 7.42 (dd, 1 H)

; 7.35 (dd, 1 H); 6.89 (dd, 1 H); 5.45 (br. s, 2 H); 4.16 (s, 3 H). MS (ESI): [M
+H]* = 2430
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0 *H-NMR (dg-DMSO; 300 MHz): 8.96 (s, 1 H); 8.24 - 8.25 (m, 2 H); 7.32 - 7.37 (m
, 2H); 6.73 (d, 1 H); 5.14 (br. s, 2 H); 4.15 (s, 3 H); 2.12 (s, 3 H)O MS (ESI
): [M+H]T = 2390
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0 TH-NMR (de-DMSO; 400 MHz): 8.99 (s, 1 H); 8.30 - 8.32 (m, 2 H); 7.12 - 7.16 (m
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H); 6.76 (d, 1 H); 5.03 (br. s, 2 H); 4.16 (s, 3 H); 3.85 (s, 3 H)O MS (ESI)

[M+H]* = 2550
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0 *H-NMR (dg-DMSO; 300 MHz): 9.01 (s, 1 H); 8.25 (s, 1 H); 8.24 (s, 1 H); 7.46 (
d, 2 H); 6.69 (d, 2 H); 5.39 (br. s, 2 H); 4.55 (q, 2 H); 1.42 (t, 3 H)O MS (ESI
): [M+H]T = 2390
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0 *H-NMR (dg-DMSO; 300 MHz): 9.05 (s, 1 H); 8.29 (s, 1 H); 8.28 (s, 1 H); 7.42 (
dd, 1 H); 7.34 (dd, 1 H); 6.89 (dd, 1 H); 5.44 (s, 2 H); 4.56 (g, 2 H); 1.42 (t,
3 H)O MS (ESI): [M+H]* = 2570
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(d, 2 H); 6.70 (d, 2 H); 5.38 (br. s, 2 H); 4.69 (t, 2 H); 3.76 (t, 2 H); 3.17 (
s, 3 WO
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TH-NMR (dg-DMSO; 300 MHz): 9.02 (s, 1 H); 8.31 (s, 1 H); 8.26 (s, 1 H); 7.42 (

dd, 1 H); 7.34 (dd, 1 H); 6.89 (dd, 1 H); 5.44 (s, 2 H);4.69 (t, 2 H); 3.76 (t,

2 H); 3.17 (s, 3 H)O
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0 *H-NMR (dg-DMSO; 300 MHz): 10.11 (br. s, 1 H); 9.09 (s, 1 H); 8.35 (s, 1 H); 8
.31 (s, 1 H); 7.74 (d, 2 H); 7.63 (d, 2 H); 4.73 - 4.75 (m, 2 H); 4.18 (s, 3 H):
1.93 (s, 3 H)O 30
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O TH-NMR (dg-DMSO; 300 MHz): 9.81 (br. s, 1 H); 9.14 (s, 1 H); 8.40 (s, 1 H); 8.

35 (s, 1 H); 7.82 (t, 1 H); 7.60 - 7.70 (m, 2 H); 4.72 - 4.75 (m, 2 H); 4.20 (s,

3 H); 1.93 (s, 3 H)O 30
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0 *H-NMR (dg-DMSO; 300 MHz): 9.08 (s, 1 H); 8.87 (s, 1 H); 8.71 (s, 1 H); 8.35 (
s, 1 H); 8.31 (d, 1 H); 7.72 (d, 2 H); 7.62 (d, 2 H); 7.45 (dd, 2 H); 7.26 (t, 2

H); 6.95 (tt, 1 H); 4.18 (s, 3 H)O

MS (ES1): [M+H]" = 3440
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0 *H-NMR (dg-DMSO; 400 MHz): 9.40 (s, 1 H); 9.10 (s, 1 H); 8.96 (s, 1 H); 8.61 (
dd, 1 H); 8.36 (s, 1 H); 8.31 (s, 1 H); 7.75 (d, 2 H); 7.64 (d, 2 H); 7.48 (dd,
1 H); 7.35 - 7.39 (m, 1 H); 4.19 (s, 3 H)O MS (ESI): [M+H]* = 4300 40

0Doo0o00oo

00000 1.30

01 -(2-0000-5-000-0000)-3-[4-(1 -000-1H-0000([3,4-c]0000 -
4-00)-0000]1-0000000




(104) JP 2010-513232 A 2010.4.30

goooano

HN

Iz

000000

OGP0 000 O00112mg0 00D DOO0OO0OO0OCOOIHO DO OO[DOOOC0O0OO0O0O00O
00000000000 00003.100.5m0000000005.2nl0DCMO 000 OO
O072p ID00000000000000OCOCOO0O0O000000000O0O0.55m000O 1.
1I00000000000GP0 0000000000000 0N0NDNDDON0OOOOO0On
DooO0O0O0O0O0O0O0O0O03m 0000000000 0o0.080m0O001600 00000
00

0 TH-NMR (dg-DMSO; 400 MHz): 9.25 (s, 1 H); 9.09 (s, 1 H); 8.51 (d, 1 H); 8.36 (
s, 1 H); 8.31 (s, 1 H); 7.97 (dd, 1 H); 7.73 (d, 2 H); 7.62 (d, 2 H); 7.08 (dd,
2 H); 6.76 - 6.80 (m, 1 H); 4.19 (s, 3 H); 2.25 (s, 3 H)O MS (ESI): [M+H]* = 37
60
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0 *H-NMR (dg-DMSO; 400 MHz): 9.10 (s, 1 H); 9.09 (s, 1 H); 9.02 (s, 1 H); 8.36 (
s, 1 H); 8.31 (s, 1 H); 8.01 (s, 1 H); 7.74 (d, 2 H); 7.64 (d, 2 H); 7.58 (d, 1
H); 7.50 (t, 1 H); 7.29 (d, 1 H); 4.19 (s, 3 H)O MS (ESI1): [M+H]" = 4120
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0 *H-NMR (dg-DMSO; 300 MHz): 9.08 (s, 1 H); 8.84 (s, 1 H); 8.64 (s, 1 H); 8.35 (
s, 1 H); 8.31 (s, 1 H); 7.72 (d, 2 H); 7.62 (d, 2 H); 7.31 (s, 1 H); 7.25 (d, 1

H); 7.16 (t, 1 H); 6.80 (d, 1 H); 4.18 (s, 3 H); 2.55 (g, 2 H); 1.15 (t, 3 H)O

MS (ES1): [M+H]* = 3720
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TH-NMR (dg-DMSO; 400 MHz): 9.09 (s, 1 H); 8.87 (s, 1 H); 8.71 (s, 1 H); 8.35 (
, 1 H); 8.31 (s, 1 H); 7.72 (d, 2 H); 7.62 (d, 2 H); 7.12 - 7.17 (m, 2 H); 6.90

(dd, 1 H); 6.51 (dd, 1 H); 4.18 (s, 3 H); 3.97 (q, 2 H); 1.30 (t, 3 H)O MS (ESI

): [M,H]* = 3880
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0 *H-NMR (dg-DMSO; 400 MHz): 10.83 (S-, 1 H); 9.44 (s, 1 H); 9.10 (s, 1 H); 8.36
(s, 1 H); 8.31 (s, 1 H); 8.16 (d, 1 H); 7.75 (d, 2 H); 7.69 (d, 2 H); 7.31 (d,

1 H); 6.88 (dd, 1 H); 4.19 (s, 3 H); 2.57 (g, 2 H); 1.15 (g, 3 H)O MS (ESI): [M+

H1" = 3730
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O *H-NMR (dg-DMSO; 400 MHz): 10.88 (br. s., 1 H); 9.41 (s, 1 H); 9.09 (s, 1 H);

8.36 (s, 1 H); 8.32 (s, 1 H); 8.08 (d, 1 H); 7.75 (d, 2 H); 7.69 (d, 2 H); 6.99

(d, 1 H); 6.61 (dd, 1 H); 4.19 (s, 3 H); 4.06 (9, 2 H); 1.32 (g, 3 H)O MS (ESI):
[M+H]" = 3890
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0 TH-NMR (de-DMSO; 400 MHz): 9.83 (br. s., 2 H); 9.10 (s, 1 H); 8.53 (d, 1 H); 8
.36 (s, 1 H); 8.31 (s, 1 H); 8.06 (s, 1 H); 7.76 (d, 2 H); 7.68 (d, 2 H); 7.34 (
d, 1 H); 4.19 (s, 3 H)O MS (ES1): [M+H]* = 4130 30
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H-NMR:
RIS (DMSO, 300 MHz)
-1 --E5vB 3 4- . _
] /g], P S oaq ) |9:13 (s, 1H); 9.02 (s, 1 H); 9.01
o -7 TZM-3-U- | (s, 1 H); 8.40 (s, 1 H); 8.35 (s, 1
: AFI-3-
10 hUZL40 H): 7.97 (d, 1 H); 7.77 (d, 2 H);
' AFN-ZzZM - | 7.68(d, 2 H);7.54 (dd, 1 H);
N/ | S 'j|/7
Yo 7.36 (d, 1 H); 4.23 (s, 3 H);
2.39 (s, 3 H).
MS (ESH):
[M+H]" = 426.
TH-NMR:
. I -l4-zO0-3-
N puTZAFOAFL (DMSO, 300 MHz)
5/-' -7 =k -3-14- {1 , _
mj\ﬂ T e 9:26(5, 1H); 9.14 (s, 1 H); 9.1
: ¥>vnl(3 4-¢cl |(s, 1 H); 8.40 (s, 1 H); 8.35 (s, 1
B -4- A L) _ , .
1.11 e | ) 8.14(d, 1H); 7.78 (d, ZH);
ath 7.62-7.70 (m, 4 H); 4.23 (5, 3
7 H).
MS (ESH):
[M+H]" = 446.
TH-NMR:
i -(-&00-5- (DMSO, 400 MHz)
OCI )(3")11—7I:J|/) . H . 8 36
JK:Q\ i1 g |97 THE9.0945, 1 H); 8.
: -1 H-E>v0al 4- 1(s, 1 H); 8.32 (s, 1 H); 8.28 (s, 1
1Y S —d-1 ) , . ‘
112 e L | H); 8.00 (s, 1H); 7.74 (d, ZH);
) ath 7.64 (d, 2 H); 7.30 (d, 1 H);
J 6.83 (d, 1 H); 4.19 (s, 3 H);
2.26 (s, 3 H).
MS (ESI):
[M+H]" = 392.
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Al L H-ESva | (s, 1H); 8.63 (d, 1 H); 8.36 (s,
1.13 BAdEY S | 1H); 83205, 1H); 7.76 (d, 2
a0 S r=J]- H); 7.70 (d, 1 H); 7.65 (d, 2 H);
/ TL7 7.36 (dd, 1 H); 4.19 (s, 3 H).
MS (ESI):
[M+H]" = 446.
TH-NMR:
1 -, 3-
o )-3-14-01 - 9.68 (s, 1 H); 9.09 (s, 1 H); 8.52
]: | AFN-1 H- , )
HNAE Coun e |& 1HE8.36(s 1H); 8.31 (s, 1
B -4-A ) H); 8.16 (dd, 1 H); 7.75 (d, 2
1.14 -
75;17 H); 7.64 (d, 1 H); 7.32 (d, 1 H);
2t 7.26 (dd, 1 H); 4.19 (s, 3 H).
NN MS (MS-ES1):
[M+H]* = 4127414 (Cl,
T =T —).
o°’:© 1~ (2-#On-
Py 7 121 -3 l4-
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S N oL7
/
Ct
1 -3-200-
JOL 7T -3-[4-
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TH-NMR (dg-DMSO; 400 MHz): 9.63 (s, 1 H); 9.09 (br. s, 1 H); 8.55 (br. s, 2 H)
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0 *H-NMR (dg-DMSO; 400 MHz): 9.45 (s, 1 H); 9.13 (s, 1 H); 8.82 (d, 1 H); 8.40 (
s, 1 H); 8.36 (s, 1 H); 8.31 (t, 1 H); 8.03 (s, 1 H); 7.70 (dd, 1 H); 7.61 (dd,
1 H); 7.49 - 7.55 (m, 2 H); 7.32 (d, 1 H); 4.19 (s, 3 H)O MS (ESI): [M+H]" = 430
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0 *H-NMR (dg-DMSO; 300 MHz): 9.45 (s, 1 H); 9.09 (s, 1 H); 8.36 (s, 1 H); 8.31 (
s, 1 H); 8.17 (s, 1 H); 8.01 - 8.06 (m, 2 H); 7.46 - 7.64 (m, 4 H); 7.29 (d, 1 H
); 4.19 (s, 3 H); 2.34 (s, 3 H)O MS (ESI1): [M+H]* = 4260
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0 *H-NMR (dg-DMSO; 300 MHz): 9.40 (s, 1 H); 9.10 (s, 1 H); 8.66 (dd, 1 H); 8.61
(s, 1 H); 8.36 (s, 1 H); 8.31 (s, 1 H); 8.08 (d, 1 H); 7.63 (s, 1 H); 7.60 (dd,
1 H); 7.48 (dd, 1 H); 7.34 - 7.38 (m, 1 H); 4.19 (s, 3 H); 2.35 (s, 3 H)O MS (ES
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0 *H-NMR (dg-DMSO; 300 MHz): 9.77 (s, 1 H); 9.15 (s, 1 H); 8.49 (s, 1 H); 8.46 (

s, 1 H); 8.42 (s, 1 H); 8.35 (d, 1 H); 8.07 (s, 1 H); 7.52 - 7.57 (m, 2 H); 7.32
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0 TH-NMR (dg-DMSO; 400 MHz): 9.63 (d, 1 H); 9.10 (s, 1 H); 9.06 (s, 1 H); 8.66 (

dd, 1 H); 8.41 (s, 1 H); 8.37 (s, 1 H); 8.30 (d, 1 H); 7.47 (dd, 1 H); 7.33 - 7.

38 (m, 3 H); 4.19 (s, 3 H); 4.00 (s, 3 H); MS (ES1): [M+H]* = 4600

Ooo00Q0O0

00000 6.10

01-000-1-[4-(1 -000-1H-0000 [3,4-c]0 000 -4-00)-000 0 J-3-(3-
00000000 0-0000)-0000000

00000
0
~ ,JL\ F
N N
N F
F
H
NS
N(I |
i
oooooo

oGP0 00 O0ODO17OmgC O OO 2.100.8mI 000000 DO403mg 0 00O O DOODOO
00000000 ooDooo0ooU0oo@Oooo0Do0oDUoooDooDoDooDoDooDooao
A o A A o e 15 A s 2] R
0O O 0O 55.5mgd Pd(PPhg),0 0.048mO0 D 060 D0 00O 0OBiotage DO OO OODOODODOO
Oooooooooo0ooOmiDO00OOO0OO0COmMIDO0OOOOOO0ODOMONa,COzGOOOO1
SAaml0 1.54am0 0019000 0000000000 0O0O0OOOODDODODODO0OO0O0OO0OOO
O0ODO000100000000000Biotage Initiator0 00000 O0O0OOOOODODOO
01200 0150 000000000 O0O0ODODOOODOOO0DODDODODDODOOODOODODODO
000000000 DO0ooO0Do0oD0ooDo0ooDo0DO0o0D0Do0ooDU0ooODoDO0ooDOoDOooDoDoOooDoOooaO
00000000 ooDo0ooo0D0oo0DoDo0oo0Do0DO0o0DO0DOoDO0oDoDDoDOO0OO0ODO00O0ODODdds9mg
OoDOoooooOooo.2ami 0026000000000

Oooooao

0 *H-NMR (dg-DMSO; 300 MHz): 9.14 (s, 1 H); 8.74 (s, 1 H); 8.41 (s, 1 H); 8.33 (
s, 1 H); 7.90 (s, 1 H); 7.84 (d, 2 H); 7.75 (d, 1 H); 7.50 (d, 2 H); 7.44 (t, 1
H); 7.25 (d, 1 H); 4.20 (s, 3 H); 3.33 (s, 3 H)O MS (ESI): [M+H]" = 4260
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0 "H-NMR (dg-DMSO; 300 MHz): 9.09 (s, 1 H); 8.73 (s, 1 H); 8.34 (s, 1 H); 8.30 (
s, 1 H); 7.51 - 7.71 (m, 8 H); 4.18 (s, 3 H); 3.35 (s, 3 H)O MS (ESI): [M+H]* =
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O TH-NMR (dg-DMSO; 300 MHz): 9.42 (s, 1 H); 9.33 (s, 1 H); 9.13
dd, 1 H); 8.40 (s, 1 H); 8.36 (d, 1 H); 8.35 (s, 1 H); 7.71 (dd, 1 H); 7.62 (dd,
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0 *H-NMR (dg-DMSO; 300 MHz): 9.09 (s, 1 H); 9.03 (s, 1 H); 8.96 (s, 1 H); 8.35 (
s, 1 H); 8.31 (s, 1 H); 7.95 (d, 1 H); 7.73 (d, 2 H); 7.63 (d, 2 H); 7.60 (d, 1
H); 7.54 - 7.57 (m, 1 H); 4.19 (s, 3 H); 3.50 (s, 2 H); 2.21 - 2.42 (m, 8 H); 2. 40
12 (s, 3 H)O MS (ESI1): [M+H]* = 5240
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0 H-NMR (dg-DMSO; 300 MHz): 10.37 (br., 1 H); 9.73 (s, 1 H); 9.08 (s, 1 H); 8.3
9 (s, 1 H); 8.31 (s, 1 H); 8.26 (s, 1 H); 8.23 (d, 1 H); 8.02 (s, 1 H); 7.51 (s, 30

1 H); 7.49 (t, 1 H); 7.26 - 7.29 (m, 2 H); 7.21 (dd, 1 H); 4.18 (s, 3 H)O MS (
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oooooo
00000 8.10

01 -02-0000-4-[1 -(2-00000-000)-1H-00001([3,4-c]0000-4-00

1-00000 -3-(2-0000-5-000000000-0000)-00000000




(122) JP 2010-513232 A 2010.4.30

goooano

ooocooao

gep3a b bbogs8somgb 0 dd2.200.3Bm 0000 obobD1vsmgd 000000000
ocooocooooooDOoooooO0oooDUoEooooloooDgoooooboooDooo
ooocooboboOoboDoooooooboobobobooooooooobobbOoboDooooooDbODbDn0o.4m
OD001.200 00 0 23mgd Pd(PPhg),0 0.02m0 0 O 60 0 0 0 0O O Biotage 0 OO O OO
ocooooooooo0oooOooooo01sm000O00O01.5miO0O0O00O000O00O0OMIONay,
copbOoonoo.e4amiDO.64amb 00190 0000CO00OCOOO0OOOOODOCODORGDG

000000

00000000000 000001000 00000000 Biotage Initiatord O O O
000000000000120001500000000000000000000000
00000000000 0000000000O0O000000000000000000
0000000000000 000000000000000000064mg0 000000
0000.134m0 0041000000000

Oooo0Q0O0

0 TH-NMR (dg-DMSO; 400 MHz): 9.43 (s, 1 H); 9.33 (s, 1 H); 9.13 (s, 1 H); 8.64 (

dd, 1 H); 8.37 (s, 1 H); 8.34 - 8.38 (m, 2 H); 7.70 (dd, 1 H); 7.62 (dd, 1 H); 7
.49 (dd, 1 H); 7.36 - 7.41 (m, 1 H); 4.90 (t, 1 H); 4.60 (t, 2 H); 3.82 (g, 2 H)
0O MS (ES1): [M+H]™ = 4780
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0 *H-NMR (dg-DMSO; 400 MHz): 9.39 (s, 1 H); 9.14 (s, 1 H); 8.97 (d, 1 H); 8.66 (

dd, 1 H); 8.38 (s, 1 H); 8.37 (s, 1L H); 7.79 (d, 2 H); 7.69 (d, 2 H); 7.53 (dd,

1 H); 7.39 - 7.46 (m, 1 H); 4.94 (t, 1 H); 4.64 (t, 2 H); 3.87 (g, 2 H). MS (ESI

): [M+H]* = 4600
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TH-NMR (dg-DMSO; 400 MHz): 9.12 (s, 1 H); 9.09 (s, 1 H); 9.03 (s, 1 H); 8.33 (
2 H); 8.01 (s, 1 H); 7.73 (d, 2 H); 7.64 (d, 2 H); 7.58 (d, 1 H); 7.50 (t, 1

H); 7.29 (d, 1 H); 4.91 (t, 1 H); 4.59 (t, 2 H); 3.82 (g, 2 H). MS (ESI): [M+H]*

= 4420
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Bi wE & SFF—
"H-NMR:
i (DMSO, 300 MHz)
T 1 - -oaAD-4- | 9.45(s, 1 H); 9.12 (s, 1 H);
_-E RO%-
1 3 I(Ef;w: A 8.80 (s, 1 H); 8.37 (5, 1 H); 10
L E5v/nl, 4-c} 8.36 (s, 1 H); 8.31 (t, 1 H);
Y -4-4 JV)-
T | 8.03 (s, 1H); 7.69 (dd, 1 HY;
8.5 =
\ PUZIARXTI 1 761 (dd, 1H); 7.53 (s, 1 H);
‘A T -7
A 7.51 (t, 1 H); 7.32 (d, 1 H);
HOH 4.91 (t, 1 H); 4.60 (t, 2 H);
3.82 (q, 2 H).
MS (ESI): 20
[M+H]* = 460.
T .
I - (41 - (2 H-NMR:
EKO#F2-TFL) (DMSO, 400 MHz)
. -1 K-E5vDO I3 4- . )
E;j/“’\ AP Soaqn] | 9.08 (s, 2 H); 9.00 (s, 1 HY;
A LA -7z2A) -3-[4- | 8.32 (s, 2 H); 7.96 (s, 1 H);
(4% F )b~ ,
e BRs i - 7.72 (d, 2 H); 7.64 (d, 2 H);
. 1 AN AFI) -3~ 7.60 (d, 1 H); 7.56 (dd, 1 H); 30
/J" ~ FUZIAOXAFI
ol -ZzZM]-Y LT 4.91 (t, 1 H); 4.59 (t, 2 H);
3.82 (g, 2 H); 3.50 (s, 2 H);
2.23 - 2.41 (m, 8 H); 2.12 (s,
3 H).
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0 TH-NMR (dg-DMSO; 300 MHz): 9.09 (s, 2 H); 8.98 (s, 2 H); 8.36 (s, 2 H); 8.33 (
s, 2 H); 7.64 - 7.77 (m, 8 H); 4.19 (s, 6 H)O MS (ESI): [M+H]" = 4750
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TH-NMR (dg-DMSO; 300 MHz): 9.13 (s, 1 H); 9.09 (s, 1 H); 9.00 (s, 1 H); 8.35 (
, 1 H); 8.32 (s, 1 H); 8.01 (s, 1 H); 7.73 (d, 2 H); 7.64 (d, 2 H); 7.58 (d, 1

0w OO oOooogoogao
O
O

H); 7.49 (t, 1 H); 7.29 (d, 1 H); 4.59 (g, 2 H); 1.44 (t, 3 H)O NS (ESI): [M+H]
* = 4260
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E7
i BiE &5 SHT—5
"H-NMR:
(DMSO, 300 MHz)
1-[4-0 -TF)-] 9.12 (s, 1 H); 8.86 (s, 1 H);
o -5 /a 3, 4-c]
mJLHQ PO Sadg - | 8.71(s, TH); 8.35 (s, 1 H);
ZT=N-3-7 120 | 832 (s, 1H); 7.72 (d, 2 H);
10.2 ~H L7
4 7.62 (d, 2 H); 7.45 (d, 2 H);
j‘ (A 7.26 (t, 2 H); 6.95 (t, 1 H);
4.58 (g, 2 H); 1.44 (t, 3 H).
MS (ESI):
[M+H]* = 358.
"H-NMR:
(DMSO, 300 MHz)
9.13 (s, 1 H); 8.85 (s, 1 H);
8.70 (s, 1 H); 8.34 (s, 1 H);
1-3-Th+i- 8.32 (s, 1 H); 7.72 (d, 2 H);
jPelt IE AN |61 2wy 71 - 708 m,
N T\ 3, 4~cJ U -4- |2 H); 6.90 (dd, 1 H); 6.51 (dd,
10.3 M :571/17—“’]‘ 1 H); 4.58 (q, 2 H); 3.97 (g, 2
at H); 1.44 (t, 3 H); 1.30 (t, 3
D H).
MS (ESI):
[M+H]+ = 402.
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"H-NMR:
(] —T e {DMSO, 300 MHz)
1 H-ESva3 4| 924(s, 1H); 9.13 (s, 1 H);
o F cJ EVU L -4-A 4 | 8.51(s, 1H); 8.35 (s, 1 HY;
”kﬂm =72 =M1-3-12- | 833 (s, 1 H); 7.98 (dd, 1 H);
ZIAO-5-AF I
10.4 ) STl - 7.74 (d, 2 H); 7.63 (d, 2 H);
TS 34 7.08 {dd, 1 H); 6.75 - 6.80 (m,
g 1 H); 4.58 (g, 2 H); 2.25 (s, 3
H); 1.44 (t, 3 H).
MS (ESI):
[M+H]+ = 390.
"H-NMR:
1 -l-{1 ~ZF - (DM, 300 Miz)
1 H-¥>>/Ol3 4- 9.36 (s, 1 H); 9.14 (s, 1 H);
o © ] EY L -4-A )L | 8.94 (s, 1 H); 8.61 (dd, 1 H);
Aj@* b=22=M]-3-02- | g35(s, 1H); 8.32 (s, 1 H);
! Z)LA0-5-
10.5 ) ST 7.75 (d, 2 H); 7.64 (d, 2 H);
a0 SF ), TroJi) |7.49(dd, 1 H); 7.34 - 7.40 (m,
S A 1 H); 4.58 (g, 2 H); 1.44 (t, 3
H).
MS (ESI):
[M+H]+ = 444.
TH-NMR:
(DMSO, 400 MHz)
1 -4-00 -TFN 9.13 (s, 1 H); 8.84 (s, 1 H);
-1 H--EZvAls 8.62 (s, 1H); 8.34 (s, 1 H);
SN A EYZ A g (s, 1H); 772 (d, 2 H);
X A -7z =N]
10.6 e B U b 7.62 (d, 2H); 7.28 (s, 1 H);
JL7 7.23 (d, 1 H); 7.14 (¢, 1
H):6.77 (d, 1 H); 4.58 (q, 2
H); 2.26 (5, 3 H); 1.44 (t, 3
H).
MS (ESI):
[M+H]+ = 372,
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10.7

1 -[4-01 ~TF -1
H-EZv0 {3 4-¢l
B -4-4N)-

Zz=)V]-3-(3-

ArF 70

i V4

"H-NMR:
{DMSO, 400 MHz)

9.13 (s, 1 H); 8.86 (s, 1 H);
8.73 (s, 1 H); 8.34 (s, 1 H);
8.32 (s, 1 H); 7.72 (d, 2 H);
7.62 (d, 2 H); 7.18 (5, 1 H);
7.16 (t, 1 H); 6.92 (d, 1 H);
6.53 (d, 1 H); 4.60 {(q, 2 H);
3.70 (s, 3 H); 1.44 (t, 3 H).

MS (ESI):

[M+H]+ = 388.

10.8

1 -3-TF -
Z =l =3-[4-01
-IFI-1 H-ESVn
[3. 4-clEU -4~
AN -7 =]~
il Py g

"H-NMR:
(DMSO, 400 MHz)
9.13 (s, 1 H); 8.86 (s, 1 H);
8.67 (s, 1 H); 8.35 (s, 1 H);
8.32 (s, 1 H); 7.72 (d, 2 H);
7.62 (d, 2 H); 7.31 (s, 1 H);
7.25(d, 1 H); 7.16 (t, 1 H);
6.80 (d, 1 H); 4.59 (q, 2 H);
2.55 (q, 2 H); 1.44 (t, 3 H);
1.15 (t, 3 H).
MS (ESi):
[M+H]+ = 386.
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0 *H-NMR (dg-DMSO; 300 MHz): 9.50 (s, 1 H); 9.22 (s, 1 H); 8.86 (s, 1 H); 8.44 (
s, 1 H); 8.41 (s, 1 H); 8.36 (t, 1 H); 8.07 (s, 1 H); 7.74 (dd, 1 H); 7.66 (dd,
1 H); 7.53 - 7.60 (m, 2 H); 7.34 - 7.38 (m, 1 H); 4.64 (q, 2 H); 1.49 (t, 3 H)O
MS (ES1): [M+H]" = 4440
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1) s B ST —%
"H-NMR:
(DMSO, 300 MHz)
T ~[4-01 -ZF -1 9.47 (s, 1 H); 9.37 (s, 1 H);
i H-EZ+ 013 4-¢l
j\ :@\F B Ao L) -2~ 9.22 (s, 1 H); 8.68 (dd, 1 H);
WO T ZAAB-Tx20) |8 a4 (s, 1 H); 8.41 (s, 1 H);
F -3-(2-7)40-5-
11.2 FUZNAOAFL- | 8.40 (t, 1 H); 7.75 (dd, 1 H);
ah Zz=M-TLT 17 66 (dd, 1 H); 7.54 (dd, 1 H);
i 7.40 - 7.46 (m, 1 H); 4.64 (q,
2 H); 1.48 (t, 3 H).
MS (ESI):
[M+H]" = 462.
TH-NMR:
(DMSO, 300 MHz)
9.25 (s, 1 H); 9.21 (s, 1 H);
9.08 (s, 1 H); 8.43 (s, 1 H);
8.42 (s, 1 H); 8.40 (d, 1 H);
1 -[4-{1 ~ZF -1 . )
U sUnDag |8:04(dd, 1H) 7.74 (dd, 1 H);
o :@ P US4 -2- 17.65 (dd, 1 H); 7.14 (dd, 1 H);
A 3-@2-7nAn-5- | 6-81-6.86(m, 1H); 4.64(q,
11.3 AFH- 7z - | 2H); 2.30 (s, 3 H); 1.49 (t, 3
LT
N\/ I\ H).
t MS (ESI):
[M+H]" = 408.
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) thiz B ST —%
TH-NMR:
(DMSO, 400 MHz)
9.16 (s, 1 H); 9.04 (s, 1 H);
LU ST | 8706, 11);8.39 (5, 1 H;
A /Q\ BV -4 -2- | 8.37 (s, 1 H); 8.33 (d, 1 H);
YL Z0A0-7 £ =)
114 4 3eme R U - 7.68 (dd, 1 H); 7.60 (dd, 1 H);
) V7 7.28 (s, 1 H); 7.23 (d, 1 H);
I 7.15 (t, 1 H); 6.79 (d, 1 H);
-~ 4.59 (g, 2 H); 2.26 (s, 3 H);
1.44 (t, 3 H).
MS (ESI):
[M+H]" = 390.
Ooo0o0o0Oooao
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0 *H-NMR (dg-DMSO; 00 MHz): 9.10 (br. s, 2 H); 9.00 (br. s, 1 H); 8.34 (s, 1 H);
8.33 (s, 1 H); 8.01 (s, 1 H); 7.73 (d, 2 H); 7.64 (d, 2 H); 7.58 (d, 1 H); 7.49

(t, 1 H); 7.29 (d, 1 H); 4.72 (t, 2 H); 3.77 (t, 2 H); 3.17 (s, 3 H); MS (ESI): 10
[M+H]* = 4560
0Doo0ooo
D00O0000012.2012.500000012.10000006P50000000000000
000000000000 00O0000003.7003.80000000
0Dooooo
Doooo
#=12
1 1Bis 2 AT —% 20

TH-NMR:
(DMSO, 300 MHz)
1~ (4-01 -2-2 b+ | 9.09 (s, 1 H); 8.87 (s, 1 H);

SIFN - H-ESY
jb@ o 4_c]E.J:)y7_; 8.71 (s, 1 H); 8.33 (s, 2 H);

i AM-7z=A) 3~ | 7.72(d, 2 H); 7.62 (d, 2 H);

12.2 7T=NOVT 45 (d, 2 H); 7.26 (8, 2 HY;
) 6.95 (t, 1 H); 4.72 (t, 2 H); %

_c/ 3.77 (t, 2 H); 3.17 (s, 3 H).

gooooao
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i B= 2 ST —%
"H-NMR:
(DMSO, 300 MHz)
F 1 -2-7A40-5- | 9.23(s, 1H); 9.10 (s, 1 H);
miﬁm "{i’[';?{zl_j’:’;; 8.51 (d, 1 H); 8.33 (s, 2 H);
IFNM-1H-ESV/A | 7.97 (dd, 1 H); 7.73 (d, 2 H);
B A-cEY S 4
12.3 - Mo ezt - | 7.63(d, 2 H); 7.08 (dd, 1 H);
Mt w7 6.75 - 6.81 (m, 1 H); 4.72 {t,
_OJ 2 H); 3.77 (t, 2 H); 3.17 (s, 3
H).
MS (ESI):
[M+H]* = 420.
TH-NMR:
- (-7 hAa-4-[I- (DMSO, 300 MHz)
1O (EH__.’(E%T}ZI;:_LC)]—] 9.50 (s, 1 H); 9.18 (s, 1 H);
LW | BV DAL 8.86 (d, 1 H); 8.42 (s, 2 H);
Zx=)b} -3-(3-
12.4 kyzuAoxFL | 8.36(t, 1H); 8.01(s, 1H)
w1 Zx=M-DV7 7,75 (dd, 1 H); 7.66 (dd, 1 H);
_J’) 7.53-7.61 (m, 2 H); 7.37 (d,
1 H); 4.78 (t, 2 H); 3.82 (¢, 2
H); 3.22 (s, 3 H).
"H-NMR:
| - (2-70Fa-4-11 (DMSO, 300 MHz)
JL& _](ZH";';_*/DI[ST’C’] 9.42 (d, 1 H); 9.32 (d, 1 H);
VSR | BUSy-aA M- | 9.14 (s, 1 H); 8.64 (dd, 1 H);
12.5 7= SR 838 (s, 2 H); 8.36 (8, 1 H);
FUZAATAFL | 7.71 (dd, 1 H); 7.62 (dd, 1 H);
e 7z =TIV 49 (dd, 1 H); 7.35 - 7.42 (m,
1H); 4.73 (t, 2 H); 3.77 (¢, 2
H); 3.17 (s, 3 H).
goooO00o0oo
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0 TH-NMR (dg-DMSO; 300 MHz): 9.09 (s, 1 H); 9.06 (s, 1 H); 8.36 (s, 1 H); 8.31 (
s, 1 H); 8.20 (d, 1 H); 7.74 (d, 2 H); 7.63 (d, 2 H); 7.29 (s, 1 ); 7.23 (d, 1 H
); 4.18 (s, 3 H); 2.37 (s, 3 H)O MS (LC-MS): [M+H]" = 3590
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000000013.2013.4200000013.1006GP1I00 00000000000 000O
000000000 0000004.1004.20000000
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gooooao
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i BiE B MrTF—4
"H-NMR:
I (DMSO, 300 MHz)
AW -3-14-(1 ~ | 9.53(s, 1H); 9.09 (s, 1 H);
Py, AFI- K- 8.98 (s, 1 H); 8.35 (s, 1 H);
13.2 ’ t'_f,j';f_?_',f‘t'lf}]_ 8.31 (s, 1 H); 7.74 (d, 2 H);
L Jz=)]-mL7 | 7.61(d, 2H); 6.49 (s, 1 H);
} L 4.18 (s, 3H); 1.27 (s, 9 H).
MS (LC-MS):
[M+H]® = 391.
"H-NMR:
(DMSO, 300 MHz)
1 -[4- (4~ X F - 9.09 {s, 1 H); 8.98 (5, 1 H);
s O/ I‘fj‘é?ﬁ)‘/gh;ﬁ& 8.94 (s, 1 H); 8.35 (s, 1 H);
BYe A F e gy | 830 (5 TH) 789 (d, 1 H);
133 ) -3-[4-01 -AF )b | 7.72(d, ZH); 7.62(d, 2 H);
I ESY00 | 7,58 (dd, 1 H); 7.48 (d, 1 H);
/ (_ jfb], t__‘gl/:/)f}_ 4.18 (s, 3 H); 2.75 - 2.82 (m,
o7 4 H); 2.35-2.44 (m, 4 H);
2.20 (s, 3 H).
MS (LC-MS):
[M+H]* = 510.
TH-NMR:
(DMSO, 300 MHz)
T -G-tert-7FI | 922 (s, 1H); 9.08 (s, 1 HY;
[ E’;’;f;_’;’j”,h 8.44 (s, 1 H); 8.34 (s, 1 H);
| S3-[4-{1 -AF N | 8.29 (s, 1H); 7.70(d, 2 H);
13.4 @ ST HESYRB |7 57.(d, 2 H); 7.49 - 7.53 (m,
4-cjEYU - 4
AW -FT =]~ 4 H);, 7.35-7.43 (m, 1 H);
] “N L7 6.37 (s, 1 H); 4.18 (s, 3 H);
) 1.26 (s, 9 H).
MS (LC-MS):
[M+H]" = 466.
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TH-NMR:
{DMSO, 300 MHz)
9.09 (s, 1 H); 8.95 (s, 1 H);
1 -l4-U-AF - 8.94 (s, 1 H); 8.35 (s, 1 H);
i BRI -4 L)
Py F O/ “3-kUZIAD 8.31 (s, 1H); 7.86 (d, 1 H);
; 5’ AFN-ZT=N3- | 772 (d, 2 H); 7.62 (d, 2 H);
HN)LH [4" [1 —)(3-')[/—1 H" ( )’ ( ’ ),
13.5 E5v/0I[3 4 7.57 (dd, 1 H}; 7.44 (d, 1 H);
. EU D41 L) - . X
D S limby | 418(s, 3H); 2.78 - 2.85 (m,
"}N | 4 2 H); 2.62-2.70 (m, 2 H);
1.59 - 1.63 (m, 2 H); 1.35 -
1.50 (m, 1 H); 1.15 - 1.29 (m,
2 H); 0.92 (d, 3 H).
MS (LC-MS):
[M+H]* = 509.
"H-NMR:
(DMSO, 400 MHz)
9.47 (s, 1 H); 9.13 (s, 1 H);
1 -[2-7Jb40-4-
(1 -AFJL-1 H- 8.82 (s, 1 H); 8.39 (s, 1 H);
ES5v/AB 4l 8.35 (s, 1 H); 8.31 (t, 1 H);
By Sy d-A ) -
7 =) -3-[4~ (4- 7.97 (d, 1 H); 7.69 (dd, 1 H);
AFN~ EXZL |759-7.63 (m, 2 H); 7.53 (dd,
1= WA FI)-3-
13.6 NUTLADAF - | 1H); 4.19 (s, 3 H); 3.50 (s, 2
Zx=N-TLT7 | Yy 2.20 - 2.42 (m, 8 H); 2.12
(s, 3 H).
MS (LC-MS):
[M+H]" = 542.

goooogao

10

20

30

40



(140) JP 2010-513232 A 2010.4.30
gooooao
16
# HE i T e S F—
TH-NMR:
(DMSO, 300 MHz)
1 U~ (1 -AF -1
P50 3, dec] 9.13 (s, 1 H); 9.12 (s, 1 H);
: EUZ =440~ | 9.05 (s, 1 H); 8.40 (s, 1 H); 10
~NF 7 =)L]-3-(4-
1 O b1 -4 | 8.35(s, 1H); 8.00 (d, 1 H);
oy *FIb-3- 7.78 (d, 2 H); 7.59 - 7.69 (m,
13.7 hUZAFOAFIL
) -7z=M-oLy | 4H); 423 (s, 3H); 3.51 (s, 2
) H); 2.31 - 2.39 (m, 4 H); 1.47
/ -1.57 (m, 4 H); 1.37 - 1.46
(m, 2 H).
MS (LC-MS): 20
[M+H]* = 509.
TH-NMR:
(DMSO, 300 MHz)
9.90 (s, 1 H); 9.14 (s, 1 H);
| U F 8.45 (s, 1 H); 8.41 (s, 1 H);
. ERSUU-1 - | 8.36(s, 1 H); 8.20 (s, 1 H);
FyF -5-hYU 740 _ ,
XF s ez | 7-80(ds 2H); 7.72(d, 2H); 30
j\ [4-{1 -*F -1 H- | 7.31-7.38 (m, 2H); 4.24 (s,
T BISSDN 3 H); 2.89 - 2.92 (m, 4 H);
13.8 //‘4‘41[/]‘
()| oz=m-ov7 | 2.62-2.67(m, 4H); 231,
N
q | 3 H).
/4
A MS (LC-MS):
/ [M+H]* = 510.
40
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{51 1B & PFTF—4
TH-NMR:
(DMSO, 300 MHz)
) 1 =[2--ZAFN | 10.04 (s, 1H); 9.14 (s, 1 H);
PN TR ERYDY _ .
D ) 5 8.47 (s, 1 H); 8.41 (s, 1 H);
)y MUZILAROAFIL | 8.36(s, 1H); 8.29 (s, 1 H);
N -7 1 =)L) -3-[4- 1 ,
N T b 7.71-7.81(m, 4H); 7.30 -
13.9 " ESvn0l3 4-c 7.37 {m, 2 H); 4.24 (s, 3 H);
TN T | EYEEAN 3 403,04 (m, 2 H); 2.64 -
. =N 71—)!1]_9 vr
) 2.72 (m, 2 H); 2.33 - 2.45 (m,
BEIE & U THE 1 H); 2.37 (s, 6 H); 1.82 - 2.00
{m, 4 H).
MS (LC-MS):
[M+H]* = 538.
TH-NMR:
1 -{4-(1 =X F -1
Ry oy G d] (DMSO, 300 MHz)
S EYT-4-4 ) - 9.34 (s, 1 H); 9.09 (s, 1 H);
WA, ZxZ)b-3-02- 8.35 (s, 1 H); 8.31 (s, 1 H);
T Eausy-1 -4
13.10 Q -5- FUTZAD 8.03 (s, 1 H); 7.93 (d, 1 H);
" AFN-T7xZMN - | 7.72(d, 2 H); 7.64 (d, 2 H);
L
‘O V7 7.28 (dd, 1 H); 7.05 (d, 1 H);
4.19 (s, 3 H); 3.19- 3.23 (m,
4 H); 1.88 - 1.93 (m, 4 H).
T B
. P XFN H-NMR:
T TE/5-FUTN (DMSO, 300 MHz)
AQAFN-TT =N . .
mi" T (1 AT 9.74 (s, 1 H); 9.09 (s, 1 H);
A -1 H-ESVA 8.53 (s, TH); 8.50 (d, 1 H);
e TN dBUSYA g 1y 831 (s, 1 H);
" AN -7 T ZH]- ' ’ T ’ ’
s o L7 7.74 (d, 2 H); 7.66 (d, 2 H);
)« =N 7.32(d, 1 H); 7.27 (dd, 1 H);
4.19 (s, 3 H); 2.66 (s, 6 H).
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"H-NMR:
| (DMSO, 400 MHz)
R L-/[g;:(?:;gia/'—i[{j: 9.40 (s, 1 H); 9.12 (s, 1 H);
O SoERYTS o] 8390, 1H) 834 (s, 1 H)
" )LH ,@ j_%“n/_—;;}f_)h]H—_sé[ 8.16 (HCOzH 3" M ; 8.06 (s, 1
y s ov e | Wi 79209, 1H); 775 0, 2
13.12 |, | ¥-4-4M1-7 22001 | H); 7.68 (d, 2 H); 7.32 (dd, 1
20 vs H); 7.07 (d, 1 H); 4.2 (s, 3
T H); 3.18 - 3.47 (m, 4 H); 2.76
MRS LT ©2.84(m, 1 H); 2.10 - 2.19
(m, 1 H); 1.76 - 1.85 (m, 1 H).
MS (ESI-MS):
[M+H]* = 524.
TH-NMR:
(DMS0, 400 MHz)
- (-[2-U4FN7 | 10.07 (s, 1 H); 9.12 (s, 1 H);
. S{MTE ] 9.03 (s, 1 H); 8.53 (d, 1 H);
OAFAZz=0} -3 | 8.40 (s, 1 H); 8.35 (HCOM
P V-4 A W) -7 2= | 7.78 (m, 4 H); 7.41 (d, 1 H);
13.13 |, 7\, ovr 7.31 (dd, 1 H); 4.23 (s, 3 H);
20 / 3.11 (t, 2 H); 2.70 (t, 2 H);
" 2.68 (s, 3 H); 2.35 (s, 6 H).
HEBAE & L TR MS (ESI-MS):
[M+H]" = 512.
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1 Bis BER MRTF—%
TH-NMR:
DMSO, 400 MHz
1-(2- 13- A F I ( )
7I-7OEJ)) - 9.82 (s, 1 H}; 9.10 (5, 1 H);
5 | AFN-7I/1-5- | 8.53 (s, 1H); 8.50 (d, 1 H);
hUZlA0 8.36 (s, 1 H); 8.33 (s, 1 H);
)i AFN-T =)} . .
oy 4= (- ¥ | 7-75(d, 2H); 7.66 (d, 2 H);
13.14 = “H-¥3v/n013. | 7.35(d, 1 H); 7.27 (dd, 1 H);
" 7\ 4BV D01 | 4495, 3H); 2.91 (t, 2 H);
ST T od ";II/_M- 2.64 (s, 3 H); 2.16 (t, 2 H);
e 7 .
2.02 (s, & H); 1.53 (guint., 2
H).
MS (LC-MS):
[M+H]" = 526.
1 -[2-(3-AFN
. T/ -ERYL
"~ -1 -4 JV)-5-
JDL FUZIAR
L AFINT V] MS (ESI-MS):
13.15 " -3-[4-{1 -XFI .
_ = 538.
. QT’ -TH- £5va0, (M1
ST 4l B S -d-
b A -F =]~
oLy
"H-NMR:
1 ~4-4-A %> {DMSO, 300 MHz)
7\”’*:]”"45’;5 9.12 (s, 1 H); 9.10 (s, 1 H);
Py -4
’ AF ) 3= o U 8.95 (s, 1 H); 8.36 (s, 1 H);
5"/\‘ IFOAF - | 8.31(s, 1H); 7.95 (s, 1 H);
WA L op | T2 I-3-1-11 | 7.73 (d, 2 H); 7.55 - 7.65 (m,
13.16 - AF -1 H- _
g Esvnn ag | AW 419 (s 3H); 3556, 2
Nae vy -4-4L) | H); 3.05-3.15 (m, 4 H); 2.85
"7 M-I VT | (s, 3H); 2.40 - 2.50 (DMSO
S MR UA-N =297 F 5 4H) .
MS (LC-MS):
[M+H]" = 588.
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1 3 &5 ST —5
TH-NMR:
(DMSO, 300 MHz)
9.58 (br. s, 1 H); 9.50 (br. s, 1
| -l BT AFIL H); 9.09 (s, 1 H); 8.36 (s, 1
73I/-EAYUY>-1 | H); 8.31 (s, 1 H); 8.25 (br. s,
; TS | HCOaH signal; 7.96 (d, 1 H);
Ao IR | 1T a2
g B d-cl B U 5w | 7.61(dd, 1 H); 7.57 (d, 1 H);
13.17 ;g A ) ;71/1;—1”' 4.19 (s, 3 H); 3.61 (higher
e order q, 2 H); 2.87 - 2.93 (m,
SERRIS & L C B 1 H); 2.61 (dd, 1 H); 2.45 -
2.55 (overlap with DMS0
signal; 2 H);2.38 (dd, 1 H);
2.17 (s, 6 H); 1.83 - 1.91 (m,
1 H); 1.60 - 1.69 (m, 1 H).
MS (LC-MS):
[M+H]" = 538.
"H-NMR:
1 =40 -2 F -1 (DMS0, 400 MHz)
H-E5/01(3 4-c] 9.09 (br. s, 2 H); 9.01 (s, 1
By Sy -4 -
7 x=)b]-3- (4- H); 8.36 (s, 1 H); 8.31 (s, 1
ENARY 24| ) 7.97 (d, 1H); 7.73 (d, 2
AFI- 3-FU 7
13.18 FOAFN-7x=)) | H);7.64(d, 2H); 7.62 (d, 1
LT H); 7.58 (dd, 1 H); 4.19 (s, 3
H); 3.55 (t, 4 H); 3.51 (s, 2
H); 2.32 - 2.36 (m, 4 H).
MS (LC-MS):
[M+H]" = 511.
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1 1B X0 ST~
"H-NMR:
(DMSO, 300 MHz)
1-6-4v70aEN . )
9o = JoH- 9.21 (s, 1 H); 9.08 (s, 1 H);
o S €SV —A-3-1I) 8.46 (s, 1 H); 8.33 (s, 1 H);
N -3-[4-00 -AF -1
NJ\N N H-E3 013 4-c] 8.28 (S, 1 H), 7.70 (d, 2 H),
EYSY - 44N~ | 757 (d, 2 H); 7.49 - 7.53 (m,
13.19 @ TJZN-9LT ( ) 33 (
4 H); 7.33 - 7.43 {m, 1 H);
‘S 6.30 (s, 1 H); 4.18 (s, 3 H);
N
/ 2.88 (sept, 1 H); 1.18 (d, 6 h).
MS (LC-MS):
[M+H]® = 452.
"H-NMR:
(DMS0, 300 MHz)
9.12 (s, 1 H); 9.08 (br. 3, 1
H); 8.37 (br. s, 1 H); 8.31 (s,
1H); 7.97 (s, 1 H); 7.73 (d, 2
1 -[4- 4-AFJL-3-
FEU-Erzu- | H); 7.64(d, 2H); 7.57 - 7.62
~AIN AT -3- (m, 2 H); 4.19 (s, 3 H); 3.58
FF F |‘"J7)117]'E|)‘7'Jb-
5”’\ ZT=M-3-14-11 - (s, 2H); 3.23 (t, 2 H); 2.97 (s,
&y s | AFATH-ESYO | gy 2,79 (s, 3 H); 2.60 (¢, 2
13.20 ° 3. 4-c]EVU -4~
AW -7 =]~ H).
. vy MS (LC-MS):
[M+H]® = 438.
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'I-_f-NMR:
(DMSO, 300 MHz)
1 -[4-{4-XF)u- [9.79 (br. s, 3 H); 9.70 (br. s, 1
(1,4 271 ;
H); 9.08 (s, 1 H); 8.35 (s, 1
L A xFN) - | 08 THEBIS (s
] ’5”",3 b U L0 H); 8.31 (s, 1 H); 7.97 (d, 1
o | AFN-Z =)= | H); 7.60 - 7.73 (m, 5 H); 4.18
3-[4-(1 -AFIN- . .
13.21 s, 3 H); 3.65 (s, 2 H); 3.37 -
WESUAB 4 || (521
S0 QEPU D4 | 343 (m, 2H); 2.66 - 2.70 (m,
! AN -7 =)= | 2H); 2.58 - 2.64 (m, 4 H);
L7 2.32 (s, 3 H); 1.72 (quint., 2
H).
MS (LC-MS):
[M+H]* = 538.
TH-NMR:
0 M
1 - {4 (4- A F L~ (DM30, 300 MHz)
ERS -] - 9.34 (br.s, 1H); 9.18 (br.s, 1
HAHNEKR=ZN)-3- H); 9.14 (s, 1 H); 8.41 (s, 1
¢ kUZ40 H); 8.36 (s, 1 H); 8.08 (d, 1
EN QL [ZFA-T =M= | o 4 2Hy7.67 - 7.71
13.22 g 3_ [4_ (] _)"‘9".”/‘1 )' ' ( ! )’ ' c
H- E>vO(3 4- | (m, 3H)7.37 (d, 1 H); 4.23
1 c] )E'J "/"‘/'4"]4’)'/ (s, 3 H); 3.55 - 3.71 (m, 2 H);
) = _
Py 3.05 - 3.20 (m, 2.H); 2.13 -
2.46 (M, 4 H); 2.20 (s, 3 H).
MS (LC-MS):
[M+H]" = 538.
1 - @-FAF "H-NMR:
T I S AFI-3- (DMSO, 300 MHz)
hUZivAn0 9.15 (br. s, 1 H); 9.14 (s, 1
AFI-Z =N .
“3-l4-(1 -AF N H}; 9.08 (s, 1 H); 8.40 (s, 1
13.23 -1 H ESvV0OI03 | H);8.36(s, 1H); 7.99 (s, 1
Al EU L -4~ | 1y 7 78 (d, 2 H); 7.68 (d, 2
ANV -7 =]~ _ )
oL H); 7.63 (m, 2 H): 4.23 (s, 3
H}; 3.48 (s, 2H); 2.19 (5, 6
H).
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Bl 181 B SHT—%
-urea MS (LC-M5):
[M+H]" = 469.
TH-NMR:
(DMSO, 300 MHz)
9.14 (br.s, 2 H); 9.08 (s, 1
1 -[4-{4-AF - .
E,\UU :/;\/_1 _ H); 8.40 (5, 1 H), 8.36 (5, 1
) _ AN AFIV)-3- H); 7.99 (d, 1 H); 7.78 (d, 2
Y bUZAAD ) 7,68 (d, 2H); 7.59 - 7.68
115/\0\ AFu-Tzzm- | 2H -(4,23 3 H); 3.52
1324 " 3_ [4_ H ")‘ 3")’/—1 (m’ ), ’ (S, )’ )
H- ¥S5Y (3 (5, 2H); 2.73-2.79 (m, 2
e j‘cbl}t”'J "/"‘/—‘;- H);1.92 - 2.01 (m, 2 H); 1.55 -
M-z NI]-
LT 1.62 (m, 2 H); 1.30 - 1.43 (m,
1 H); 1.09 - 1.22 (m, 2 H);
0.90 (d, 3 H).
M5 {LC-MS):
[M+H]® = 523.
"H-NMR:
(DMSO, 400 MHz)
9.41 (br.s, 1 H}; 9.33 (br. 5, 1
(§-1 -[4-13- H); 9.09 (s, 1 H); 8.36 (s, 1
DAFIINTE /- . .
Py et - H); 3.31‘(5, 1 H); 8.19 (br. s,
o AV AF ) -3~ HCO:H signal); 7.95 {d, 1 H);
1 5»@’\ FU 7D 7.72 (d, ZH); 7.64 (d, 2 H);
10 93‘5;“'{‘17 Ij;l’}b‘ 7.56 - 7.61 (m, 2 H); 4.19 (s,
13.25 2 1 H-ESYAL 3 H); 3.61 (higher order q, 2
r d-c] BU Ss-4- | H); 2.87 - 2.93 (m, 1 H); 2.61
FRIEE LTEREE | A -Tx2I]- l(dd, 1 H); 2.45 - 2.55 (DMSO
L7 WM K YUR-N -5y7
T5;2H ;2 36
(dd, 1 H); 2.13 (s, 6 H); 1.82 -
1.90 (m, 1 H); 1.59 - 1.68 {m,
1 H}.
MS (LC-MS):
[M+H]" = 538.

goooogao

10

20

30

40



(148)

JP 2010-513232 A 2010.4.30

Ooo000ao
#&24
i 185 &5 HET—4
TH-NMR:
(DMSO, 400 MHz)
1 -[4-14->20 9.25 (s, 1 H); 9.16 (s, 1 H);
O AF -
ERSUY-] - 9.09 (s, 1 H); 8.35 (S, 1 H);
AFN-3-RUT | 831 (s, 1H); 7.96 (d, 1 HY;
o FOAF -7 =]
, 5” [0 - xF e | 773(d, 2H); 7,64 (d, 2 H;
A L) H-ES5v0(3, 4-c] i )
13,26 " l AR 7.56 - 7.61 (m, 2 H); 4.18 (s,
. ZJr=l-9L7  [3H); 3.51 (s, 2 H); 2.31 - 2.51
! ) (n, 8H: DMSO3" FAIZ & U AN =597
T32); 2.19(d, 2 H); 0.74 -
0.82 (m, 1 H); 0.40 - 0.44 (m,
2 H); 0.02 - 0-06 (m, 2 H).
MS (LC-MS):
[M+H]" = 564,
TH-NMR:
(DMSO, 400 MHz)
9.09 (s, 1 H); 9.08 (s, 1 H);
1 -[4-4-EFAFZ | 901 (s, 1 H); 8.36 (s, 1 H);
—ERY T -
AFIN)-3-FU T 8.31 (s, 1H); 8.11 (5, 1 H);
w s AAAFN-72Z] | 7.95(d, 1H); 7.73 (d, 2 H);
. ) -3-[4-(1 -2 F -1
SO | b esvaBsaco | 7.64(d, 2H); 7.5 - 7.61 (m,
" EU -4 ) - )
- 4, ., TH); 4.19 (s,
1327 ey 2 H); 4.52 (br ); 4.19 (s
ST 3 H); 3.48 (s, 2 H); 3.40 - 3.46
i 1 H): 2.59 - 2.65 (m, 2 H):
VRS & LA (m, 1 H); (m, 2 H);
2.04 (t, 2H); 1.65 - 1.71 (m,
2 H); 1.32 - 1.41 (m, 2 H).
MS (LC-MS):
[M+HCO,H]* = 569.
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1 -{4-[B-TAFN
7I/-78EN)
oy “AFN-F /13-
- gjbﬁ MU TZAABAFN
w oy A~ | -7z =)V} -3-[4-
{1- AF -1 H- MS (LC-MS): 10
13.28 £35/0 (3 4] ( . §
S E US4 ) - (M+H]" = 526.
TJrz=M]-UL7
TR 10
1 -4 {3-[4-01
- AF -1 H-
v¥=>v0[3 4-c] 20
. x E-4-4 ) -
Y
1 O’ ° ™ ZxzN]-OLA4 R MS (LC-MS):
13.29 1 ¢ } -2- FUZAAO ( )
H% AFIN-T7 =M} - [M+H]* = 610.
S EARY D -4-4 L]
~HhINZE FEE tert
-T7FINIRFI
TH-NMR:
(DMSO, 300 MHz) 30
9.13 (s, 1 H); 9.09 (5, 1 H);
1 -4 (R -3- (s 1H) s, 1H)
:/*)(3:”,7 3z /- 9.03 (S, 1 H); 8.40 (S, 1 H);
i 5= Eoy ol - 8.36 (s, 1 H); 8.19 (s, 1 H;
i T AMS3-RUT b Lo signal); 7.88 (d, 2 H;
L ;rn)(i_)l/_ ¥ . ? ?
13.30 - t=i]-3-[4-(1 | 7.76 (d, 2 H); 7.67 (d, 2 H);
: N o )7-“[/3—14 H‘] 7.57 (dd, 1 H); 7.30 (d, 1 H);
L L LY D , —_
! o ,f_;y_“,,“f] | 424, 3);3.09-3.23(m, 4
RGeS LTS .
Z1=0]-91L7 |H); 2.88 (quint., 1 H); 2.22 (s, 40
6 H); 2.03 - 2.13 (m, 1 H);
1.73 - 1.85 {m, 1 H).
MS (LC-MS):
[M+H]" = 524.
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{31 & I B M F—4
"H-NMR:
(DMSO, 300 MHz)
1 ~[4-((S)-3- 9.24 (s, 1 H); 9.19 (s, 1 H);
SAFNT -
, By St g | 9135, 1H); 8.40 (s, 1 H);
% - | 1=3-hUZAAD 8.36 (s, 1 H); 8.23 (s, 1 H;
o AFN-T 2 =N | HCOH signal); 7.89 (d, 2 H);
-3-[4-01 - AFI _ :
1331 i H-t;’i-:{tt 3, 7.76 (d, 2 H): 7.68 (d, 2 H);
g B! 4-clEY -4~ 7.59 (dd, 1 H); 7.32 (d, 1 H);
AN -7 =ZI]-
4.24 (s, 3); 3.08 - 3.27 (m, 4
MRS L L THE HL7 s 3) (
H); 2.96 {quint., 1 H); 2.26 (s,
6 H); 2.03 - 2.14 (m, 1 H);
1.75 - 1.87 (m, 1 H).
MS (LC-MS):
[M+H]" = 524.
4~ (4~ {3~-[4-(1 -
AF -1 H-
E=4/0 (3 4-¢l
By -4-A ) -
5/ =N -obAa K
J°L= \OT‘\TC }-2- FUZILADO MS (LC-MS):
13.32 : AFN-7 =) MAHT = 610
FI ) -ERY DY [M+H]" = 610.
e ~1-n N Eitert-
FFN ITRFIN
1= {4- [AF)-
(1 -AF )L~
o ERY S -4-A L)
i . -7 /]-3-hU
WJL“iéif\(:]\ LADO -
~ Eekaiin MS (LC-MS):
13.33 = .
(1 - XFI-1 H- [M+H]" = 538.
JT ESv0 3 4]
h B -4-1 L) -
2 M]-o L7
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E-vA
i 1B 25 ST —F
"H-NMR:
{DMSO, 400 MHz)
|l (] A F S 9.23 (s, 1 H); 9.08 (s, 1 H);
ERUY D -4-A jb 9.00 (s, 1 H); 8.35 (s, 1 H);
i FE/)-3-hUTL ,
55 FOAF -7 ==y | 8:31 (5, TH); 8.20 (HCOH, s,
s \Q\ -3-[-{1 ~AFN-1 | 1H); 7.70 (d, 2 H); 7.69 (d, 1
" H- E3/0(3, 4-c)
13.34 ey - | H); 7.63(d, 2 H); 7.41 (dd, 1
ST ZIzN-vL7 H); 7.87 (d, 1 H); 4.33 (d, 1
1 H); 4.18 (s, 3 H); 2.75 - 2.83
RSIE S L THE
(m, 2 H); 2.22 - 2.29 (m, 2 H);
2.26 (s, 3 H); 1.85 - 1.93 (m,
2 H); 1.46 - 1.56 (m, 2 H).
MS (LC-MS):
[M+H]* = 524.
TH-NMR:
(DMSO, 400 MHz)
9.27 (s, 1 H); 9.10 (s, 1 H);
e (1A F e 9.08 (s, 1 H); 8.35 (s, 1 H);
EAYZy-4-4)1 | 8.31 (s, 1 H); 8.19 (HCOzH, s,
% ;*V’ SbUT 4 H); 7,83 (d, 1H); 7.71 (d, 2
o OAFN-Z7 )]
s U\ -3-[4-(1 =2 F)-1 | H); 7.64 (d, 2 H); 7.56 (dd, 1
" H- £3v0 13 4-c] ) i i
13.35 EU gt | H57.23(d, 1H); 4.50 - 4.56
A P a=y B el ) Wiy d (m, 1 H); 4.18 (s, 3 H); 2.56 -
o 2.63 (m, 2 H); 2.31 - 2.41 (m,
RIS S LT HE
2 H); 2.23 (s, 3H); 1.87 - 1.94
(m, 2 H); 1.64 - 1.72 (m, 2 H).
MS (LC-MS):
[M+HCO,H]* = 569.
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£ Bia B¥n N —%
"H-NMR:
(DMSO, 400 MHz)
9.71 (s, 1 H); 9.66 (s, 1 H);
1 -[4- - AF)L | 9.08 (s, 1 H); 8.35 (s, 1 H);
FI/-ERYDY
8.31 (s, 1 H); 8.27 s,
N T Ny (5, 1 H); 8.27 (HCOaM, 5
% O7 | adasFa- | 1H;7.91(d, 1H); 7.72(d, 2
o 7z =M-3-14-(1 1 H); 7.66 (d, 2 H); 7.62 (dd, 1
3.6 ~AF -1 H- _ .
3- t"a\j‘u [3‘ 4_c] H), 7.44 (d, 1 H), 4-18 (S, 3
1Y EUS 41~ | H); 2.88-2.92 (m, 2 H); 2.70
! ZIZh-OLT AN i im _
EN1DD7 02 34 (s, 6H)
1.85 (br. d, 2 H); 1.47 - 1.56
(m, 2 H).
MS (LC-MS):
[M+HCO;H]* = 538.
TH-NMR:
| -(3-7OE- (DMSO, 400 MHz)
3 7=V -3-[4-01 | 9.14 (s, 1 H); 9.01 (s, 1 H);
- AF -1 H- , _
1 © o0 (3, doc] 8.97 (s, 1 H); 8.40 (s, 1 H);
Y B -4-A)L)- | 8.36 (s, 1 H); 7.89 (dt, 1 H);
13.37 Zx=M-ULT 4 7,78 (d, 2 H); 7.69 (d, 2 H);
1l 7.36 (dt, 1 H); 7.27 (t, 1 H);
2
H}" L _a 7.17 (dt, 1 H); 4.23 (s, 3 H).
MS (LC-MS):
[M+H]" = 422/424 [Br
Ty h=TNRE—2).
a a| 1-024-vsran
AT | 7z=maw
H -AF -1 H- MS (LC-MS):
13.38 ESVa 0l 4-cl 1 meH) = 4127414 [CL
' B S y-4-A ) -
ath Z=)]- 97 TS h=TnE =),
i
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&l Bis X0 D
TH-NMR:
c -l A F L (DMS0, 400 MHz)
F | H-ESVRIR 4 . 9.10 H)-
| LUoIh | 9135 1H); 910 (s, TH);
JoL Zx=I]-3-1(3- 9.03 (s, 1 H); 8.40 (5, 1 H);
PUZNARRA RFL . _
13,39 MY S L 8.36 (s, 1 H); 7.78 (d, 2 H);
7.73 (s, 1 H); 7.67 (d, 2 H);
PN 7.43 (t, 1 H); 7.34 (d, 1 H);
2
) [ 6.97 (d, 1 H); 4.23 (s, 3 H).
MS (LC-MS):
[M+H]" = 428.
o | -(3-&Oo-4-
Pl rUZALATAFN-
1 Fl Tz -3-4- 0 -
! AF -1 H-E5v0
13.40 ) [3. 4-cl U >4 MS (LC-MS):
: AN -Z =]~ [M+H]" = 446.
i L7
W |\
;i e
"H-NMR:
(DMSQ, 400 MHz)
9.13 (s, 1 H); 8.88 (s, 1 H);
1 -R-4V7RENL~ | 870 (s, 1H); 8.40 (s, 1 H);
T -3-4-01 -
o AF -1 H—E.ﬁ Yi= 8.35(s, 1 H); 7.76 {d, 2 H);
S 3. 4-cl Y S0 | 7.67(d, 2 H); 7.36 (s, 1 H);
H AW -Z =] -
13.41 SL7 7.28 -7.31 (m, 1 H); 7.21 (t,
H 1 H);6.88 (d, 1 H); 4.23 (s, 3
T H): 2.86 (sept., 1 H); 1.22 (d,
/ 6 H).
MS (LC-MS):
[M+H]" = 386.
L
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&30
fi this & AT —5
1-[3-» OO-4- (4-
~ AFN-ERS -1
CT i ANAFN-T =)
“”j\ﬂ A 1-3-[4- (1 ~AF N1
13.42 H-E35/0(3 4] MS (LC-MS):
| ST [M+H]" = 490.
N ZIZN-OL7
!N
goo0oao
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a

TH-NMR (dg-DMSO; 400 MHz): 9.65 (s, 1 H); 9.26 (s, 1 H); 9.10 (s, 1 H); 8.36 (
1 H); 8.31 (s, 1 H); 8.20 (d, 1 H); 8.02 (d, 1 H); 7.73 - 7.79 (m, 3 H); 7.65

(d, 2 H); 4.19 (s, 3 H)O MS (ESI1): [M+H]* = 4370
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Bl BiE X ST —%
TH-NMR:
(DMSO, 300 MHz)
| ~(3-AFA-4> | 10.12 (br.s, 1H); 9.10 (s, 1
& | Y —IL-5-1 ) _ _
1 /[‘f,n ol Ao | W 905 (br.s, TH); 836 s,
R H-E3v/0103 4-c) | 1 H); 8.31 (s, 1 H); 7.75 (d, 2
B -4 L) -
14.2 S eZ- oLy | H); 7.63(d, 2 H); 5.96 (s, 1
H H); 4.18 (s, 3 H); 2.14 (5, 3
X
Nl H).
N N
/ MS (LC-MS):
[M+H]® = 349.
"H-NMR:
0 MH
1 - (5-tert-7FIL-2- (DMS0, 40 2)
AFIW-H-ESU—iL | 9.09 (s, 1 H); 9.07 (s, 1 H);
o 3 L) -3-[4-(1 - _ _
By L0 | 2z teesyva | 850 TH) 835 (s, TH);
W [3.4-clEU - 4- | 8.31(s, 1H); 7.72 (d, 2 H);
14.3 AW =7 =]~
H s 7.62 (d, 2 H); 6.05 (s, 1 H);
PR 4.18 (s, 3 H); 3.58 (s, 3 H);
Nt 1.19 (s, 9 H).
/
MS (LC-MS):
[M+H]* = 404.
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i 1Bis & T~
"H-NMR:
(DMSO, 400 MHz)
1 -[2-7)A40-4-01 12.1 (br. s, 1 H); 9.93 (s, 1
. X -AF -1 H-
By | E>0al3 4-c] H); 9.12 (s, 1 H); 8.47 (t, 1 10
LR B P-4-1 ) - H); 8.41 (s, 1 H); 8.37 (5, 1
Zx=)]-3-16-
14.4 AF - Py | H); 7.73(dd, 1 H); 7.62 - 7.67
H
ST Ao LT (m, 2 H); 6.99 (br. d, 1 H);
Nt 6.89 (d, 1 H); 4.1% (s, 3 H);
2.45 (s, 3 H).
MS (LC-MS):
[M+H]* = 377. 2
TH-NMR:
P (1 =XF -1 K- 10.0 - 10.15 (br., 2 H); 9.13
q =03 4-cl
j\ | BV 4o L) - (s, 1 H); 8.53 (dd, 1 H); 8.41
Wy 7z =/k]-3-l4- 1 H); 8.36 (s, 1 H); 7.99
14.5 ¢ MUz | &1 83061 HE 759G,
EUTr-2-)- | 1H); 7.73 (dd, 1 H); 7.64 (dd,
JE N L7 1 H); 7.36 (d, 1 H); 4.19 (s, 3
U 30
h =N H).
MS (LC-MS):
[M+H]" = 431.
{
e |1 -l X F H-NMR:
Fl H-ESvOB 4 {DMSO, 400 MHz)
o N \ EU :/>_4_’f)b)“
,]j\ )Lo 7 1 =)L]-3- (4~ 9.71 (s, 1 H); 9.09 (s, 1 H);
i & PUZNARXTI | 846 (s, 1H); 8.36 (5, 1 H)
' AN -5 L7 8.32 (s, 1 H); 7.75 (d, 2 H); *
"/ Q 7.66 {d, 2 H); 4.18 (s, 3 H).
“}N L+ MS (LC-MS):
[M+H]" = 403.
goooO00o0oo
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0 *H-NMR (dg-DMSO; 300 MHz): 9.28 (br. s, 1 H); 9.13 (s, 1 H); 8.60 (br. s, 1 H)
; 8.38 (s, 1 H); 8.34 (s, 1 H); 7.75 (d, 2 H); 7.62 (d, 2 H); 7.55 - 7.62 (m, 1
H); 7.43 - 7.48 (m, 2 H); 7.23 - 7.30 (m, 1 H); 6.39 (s, 1 H); 4.23 (s, 3 H); 2.
92 (sept., 1 H); 1.26 (d, 6 H)O MS (ESI): [M+H]* = 4700
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30

TH-NMR (dg-DMSO; 300 MHz): 9.14 - 9.17 (m, 2 H); 8.99 (m, 1 H); 8.43 (s, 1 H);

8.40 (s, 1 H); 8.31 (t, 1 H); 7.72 (dd, 1 H); 7.57 - 7.65 (m, 2 H); 7.42 - 7.48
(m, 2 H); 7.29 (dt, 1 H); 6.42 (s, 1 H); 4.24 (s, 3 H); 2.92 (sept., 1 H); 1.25

(d, 6 H)O MS (ES1): [M+H]* = 4880
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£33
1 wis B AT —2%
TH-NMR:
1 -[2-7)bA0-4- 1 (DM50, 300 MHz)
“AFA-1 H-ESVA | 9.12(s, 1 H); 9.11 (br. s, 1
(3. 4-cl BV -4 , ,
ey e | 899 (br.s, 1H); 8.38 6s,
jL B 4V 7REN-2- 7z | 1H); 8.34 (s, 1 H); 8.29 (¢, 1
HNT ZI--ES b3 . )
15.3 b A -B LT H); 7.67 (dd, 1 H); 7.59 (dd, 1
H); 7.48 - 7.56 (m, 4 H); 7.37
= -7.45 (m, 1 H); 6.36 (s, 1 H);

4.19 (s, 3 H); 2.86 (sept., 1
H); 1.21 (d, 6 H).
MS (LC-MS):
[M+H]" = 470.
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i s BER TRTF—%
TH-NMR:
1 - G-tert-7F L (DMS0, 300 MHz)
2-Z7 T =JL-2H- | 9.12(s, 1 H); 9.11 (br. s, 1
B3 ==3-14)b | H); 8,92 (br. s, 1 H): 8.38 (s,
}-3-12-740- _ _
b XS f | TH) 834 (5, 1H); 8.30 (t, 1
15.4 ESY0(3 4- ¢] |H); 7.67 (dd, 1 H); 7.59 (dd, 1
t;J “/_"/b‘]’l*;”’} H); 7.49 - 7.55 (m, 4 H); 7.38
T=MEOVT 7 a3 (m, 1H); 6.41 (s, 1H);
4.18 (s, 3 H); 1.26 (s, 9 H).
MS (LC-MS):
[M+H]" = 484,
TH-NMR:
, (DMSO, 300 MHz)
1-[5~tert-7FJL _
PGk fdss | 933 (br.s, TH) 9.43 (s, 1
Z =) -2H- H); 8.50 (br. s, 1 H); 8.39 (s,
]'535’ ‘[f"(”f%-*flb 1H); 8.34 (s, 1 H); 7.75 (d, 2
=3-[4-{1 -AF ) , _
155 S H- E5vnm | H57.63(d,2H);7.45 (1
4-cl¥ Yy si-4- | H);7.10-7.15(m 2 H); 7.00
A =7 2Z01- | (dd, 1 H); 6.42 (s, 1 H); 4.23
vy (s, 3H); 3.83 (s, 3 H); 1.30 (s,
9 H).
MS (MS-ESI):
[M+H]* = 496.
TH-NMR:
|- 5-tert-7F L (DMSO, 300 MHz)
-2-p— b U Jl-2H- 9.28 (br. s, 1H); 9.13 (s, 1
Ff‘é‘({‘”i?k H); 8.45 (br. s, 1 H); 8.38 (s,
IO |)-3-la -AFy . .
H,,JLE . 0 HESvnE | 1HE 834 TH);7.75(d, 2
15.6 Q 4-c]EU - 4- | H); 7.62(d, 2 H); 7.43 (d, 2
AW -7 ZN]- | H): 7.35 (d, 2H); 6.39 (s, 1
==
) w7 H); 4.23 (s, 3 H); 2.39 (s, 3
/
H); 1.29 (s, 9 H).
MS (MS-ESI):
[M+H]" = 480.
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5 Bis B SRT—%
TH-NMR:
. (DMSO, 300 MHz)
1 ;_[5(12};;?[’_ 9.22 (br. s, 1 H); 9.13 (s, 1
7 =)L) -2H- H); 8.47 (br. s, 1 H); 8.38 (s,
j\ L E;é;;”:i;j? 1H): 8.34 (s, 1 H); 7.75 (d, 2
15.7 -1 H- ¥SvOIls H); 7.62 (d, 2 H); 7.57 - 7.62
e | 4l EU 4 (m, 2 H); 7.39 (t, 2 H); 6.41
T AW ,;7[/17:”’]_ (s, 1 H); 4.23 (s, 3 H); 1.30 (s,
’ 9 H).
MS (MS-ESI):
[M+H]" = 484.
1H-NMR:
1-[5-tert~-7F I (DMSO, 300 MHz)
ZHOHRT | 9.24(brs, 1H; 91365, 1
JCL 1 :/N S5 —-3-4 1] | H); 8.52 (br. s, 1 H); 8.39 (s,
5.8 L Q _-]S-H[_4-é15-‘j§[13b 1 H); 8.34 (s, 1 H); 7.75 (d, 2
) ( 4-cl € _;;y_4_' H); 7.62 (d, 2 H); 7.60 (s, 4
ab AM=-Tz=)]- | H);6.42(s, 1H); 423 (s, 3
e w7 H); 1.30 (s, 9 H).
MS (MS-ESI):
[M+H]* = 500.
TH-NMR:
1 -B-tert-7F b (DMSO, 300 MHz)
-2-(4-7)ADO- | 9.17 (s, 1 H); 9.10 (br., 1 H);
TV | 894 (br., 1 H); 8.43 (s, 1 H);
JOR A I:’7‘,f—__)lz—3-4’le] 839 _ .
P 3 [2-T LA O -4- .39 (5, 1H); 8.33 (¢, 1H);
15.9 F Q (1ﬂ:;t FIb-1 H~ 17.72 (dd, 1 H); 7.55 - 7.65 (m,
5 L F ;ﬁ;ﬁﬁj;ﬁg- 3IH); 7.41 (t, 2 H); 6.44 (s, 1
N\/N P Jr=]-9L7 | H);4.23(s, 3H); 1.30 (s, 9
H).
MS (MS-ESI):
[M+H]" = 502.
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15y 32 Z ¥R TMRT—%
TH-NMR:
1 -G-tert-FF I (DMS0, 400 MHz)
-V D44 | 9,31 (s, 1 H); 9.09 (s, 1 H);
“H-E S5 —JL-3-
PN ) aota-(1 - | 8.69(s, 1H); 8.63 (d, 2 H);
510 Sl @ I:";‘j“-élb[_; 4H~— ] 8.34 (s, 1 H); 8.30 s, 1 H);
= | ST et | 771 2H); 7,64 (d, 2 H;
an ZrxZA)-OoL7F 7.99 (d, 2 H); 6.43 (s, 1 H);
p 4.18 (s, 3 H); 1.27 (s, 9 H).
MS (LC-MS):
[M+H]" = 467.
TH-NMR:
‘ (DMSO, 300 MHz)
]_;fgztf;ff_;fl’ 9.16 (s, 1 H); 9.15 (br. s, 1
ESYV—IL-3-1J1) | H); 8.90 (br. s, 1 H); 8.43 (s,
M | 3RO | 44839 (s, 1 H); 8.35 (¢, 1
: (1 -AF -1 H-
15.11 ’ Q ESvn34- ¢ |H)s 7-71(dd, 1 H); 7.64 (dd, 1
EU S 440N~ | H): 7.35 - 7.43 (m, 4 H); 6.43
<1 ZT=M=OVT g 1y 4.23 (s, 3 H); 2.40 (s,
/ 3 H); 1.29 (s, 9 H).
MS (ESI-MS):
[M+H]" = 498.
TH-NMR:
(DMSO, 400 MHz)
]_;_[5{;‘;5;;?" 9.26 (s, 1 H); 9.09 (s, 1 H);
EUDr-3-14J) 8.71 (s, 1 H); 8.65 (s, 1 H);
AL “M-ES Y —A-3- | 859 (d, 1H);8.34 (s, 1 H):
M A W-3-14-(1 -
15.12 Q AF ] e 8.29 (5, 1 H): 7.98 (dt, 1 H);
g E=v03 4-cl 7.71 (d, 2 H); 7.57 (d, 2 H);
/’ ! SO AN | easis 1Ry 4186, 3 1)
1.27 (s, 9 H).
MS (LC-MS):
[M+H]® = 485.
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B s ¥ ST —4
TH-NMR:
(DMSO, 400 MHz)
1-15-tert-7 FJb-2- _
B A O o 9.13 (5, 1 H); 9.11 (br. s, 1
~3-A L) ~2H- H); 9.02 (br. s, 1 H); 8.70 (s,
BV —N-3-1 ] ) .
10 | apionrnen | H); 8.62 (d, 1 H); 8.38 (s, 1
e T ) -AF - H- H); 8.35 (s, 1 H); 8.22 (t, 1
1313 | TG e 00 e 1 H); 7.68 (dd, 1
. ‘ ey a4 ) - | M) 8.00(dt, 1H); 7.68 (ad,
S Zr=M-9L7 | H); 7.59 (dd, 1 H); 6.46 (s, 1
i H): 4.19 (s, 1 H); 1.27 (s, 9
H).
MS (LC-MS):
[M+H]" = 503.
1H-NMR:
(DMSO, 300 MHz)
9.12 (s, 1 H); 9.08 (d, 1 H);
1-[5-tert-7F )N-2- . .
e 2T | 891 (s, 1H); 838 (5, 1 H);
OH-E5U—)-3- | 8.34(s, 1H); 8.27 (t, 1 H);
AN]-3-[2-707%0 . )
L e i b |7-67 (dd, 1H); 7.52- 7.61 (m,
(5.4 L Q K303, 4-c] 5 H); 6.40 (s, 1 H); 4.19 (s, 3
: B U244 L) - ,
c. S Ly H); 1.25 (s, 9 H).
S MS (LC-MS):
e [M+H]" = 5187520 (CL
T =Ty =),
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TH-NMR:
(DMSO, 400 MHz)
| -[5-tert-7F)-2- | 9.14 (br.s, 1 H); 9.12 (s, 1
B3-AbrFr7z=I) . .
H-E S o3~ H); 8.90 (br. s, 1 H); 8.38 (s,
AN]-3-12-7 040 | 1H); 8.35(s, 1 H); 8.19 (t, 1
~4- (1 ~AF -1 H- , _
15 15 e5un 4 |1 7-67(dd, 1H); 7.59 (dd, 1
EUSy-4-10)- | H); 7.43 (t, 1 H): 7.05 - 7.09
ZT=MOVT ) 2 H); 6,98 (ddd, 1 H);
6.40 (s, 1 H); 4.19 (s, 3 H);
3.79 (s, 3 H): 1.25 (s, 9 H).
MS (MS-ESI):
[M+H]" = 514.
TH-NMR:
(DMSO, 300 MHz)
9.18 (s, 1 H); 9.08 (s, 1 H);
8.44 (s, 1 H); 8.33 (s, 1 H);
8.29 (s, 1 H); 7.77 (d, 2 H);
1-65-2070EM
9w =2~ | 7-57 (d, 2 H); 7.47 - 7.51 (m,
ES Y —-3-1 ) 4H); 7.35-7.42 (m, 1
A, “3-[4- {1 ~AF L1
A | esvnn a [H36.47 (s, 1H); 4.8 (s, 3 H);
15.16 @ B4 A ) - 1.82 - 1.90 (m, 1 H); 0.83 -
Zx=N-o L7
L 0.89 (m, 2 H); 0.64 - 0.70 (m,
/4
P 2 H).
MS (LC-MS):
[M+H]" = 450.
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TH-NMR:
(DMSO, 300 MHz)

9.12 (s, 1H); 9.10 (br. s, 1
1 -6->2R7aE)N | H); 8.92 (br. s, 1 H); 8.38 (s,
-0-7 = = JL-2H- _ HY: .28 (¢ 1

£5v—-3-4n) | 1H; 8346, 1H); 8.28 (¢,
R x| 3-27aAn-4-01 |H); 7.66 (dd, 1 H); 7.59 (dd, 1

Y A F -1 H-

15.17 - @ EsvnE 4 | H); 7.47 - 7.55 (m, 4 H); 7.37
" EUZ 44N - | _7.43(m, 1 H); 6.20 (s, 1 H);
at Zxz)M-oL7
e 4.19 (s, 3 H); 1.81 - 1.90 (m,

1 H); 0.83 - 0.89 (m, 2 H);
0.64 - 0.69 (m, 2 H).
MS (LC-MS):
[M+H]" = 468.
TH-NMR:
(DMSO, 300 MHz)
9.28 (5,1 H); 9.13 (s, 1 H);
P --G-7047408- | 8.75(s, 1 H); 8.71 (s, 1 H);
By S -3-4 L) -5~
jj;-u tffb-gH_ 8.65 (d, 1 H): 8.38 (s, 1 H);
ESYV—-3-1J] | 8.34 (s, 1 H); 8.03 (dt, 1 H);
i | n “3-[4- (1 ~AFJb-1
N H- 3303 4-c] 7.75(d, 2 H); 7.62 (d, 2 H);
a BUZ =44 - | 643 (s, 1 H); 4.23 (s, 3 H);
15.18 3 B (s, 1H); 4.23 (5, 3 H)
H F 2.94 (sept., 1 H); 1.26 (d, 6
N\'; | :N H).
/ MS (LC-MS):
[M+H]+ = 471,
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1H-NMR:
(DMSO, 300 MHz)
1 -[2-7)Fn-4 9.17 (s,1 H); 9.14 (s, 1 H);
~(1 =AF -1 H-
E3v0 3 4-c 9.08 (s, 1 H); 8.74 (s, 1 H);
P BV I -4-4 - | g8 67(d, 1H); 8.43 (s, 1 H);
HN/lLN | "/N 7z =1-3-[2- (5- td, ) (s, )
519 | ° "o | oaAn- gusy | 8.39(s, TH); 8.27 (t, 1H);
. N A5y _ )
. . S 8.05 (dt, 1 H); 7.73 (dd, 1 H);
PN ESyV—)L-3 44 - | 7.61-7.67 (m, 1 H); 6.47 (s,
N ’ ZN olr
1 H); 4.23 (s, 3 H); 2.93
(sept., 1 H); 1.26 (d, 6 H).
MS (LC-MS):
[M+H]+ = 489,
1H-NMR:
(DMS0, 300 MHz)
9.20 (s,1 H); 9.13 (s, 1 H);
8.53 (s, 1 H); 8.38 (s, 1 H);
1 -5-14v 7O | 8.35(d, 1H); 8.34(s, 1 H);
-2-(6-4 hF _ :
U S e L) 2H- 7.88 (dd, 1 H); 7.75 (d, 2 H);
j’,\ | Ou £S5y —IL=3-1 L] 7.62 (d, 2 H); 7.01 (d, 1 H);
NN N =3-[4-00 -AF )N . .
15.20 I\, | - P50 4-cl 6.37 (s, 1 H); 4.23 (s, 3 H);
= B D44 L) - 2.91 (sept., 1 H); 1.25 (d, 6
A P 2= i-o T H)
N/ 1 = .
et MS (LC-MS):
[M+H]+ = 483.
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TH-NMR:
1 -[2-7040a-4-01 (DMS0, 300 MHz)
“AF -1 H- 9.17 (s,1 H); 9.09 (brs, 1 H);
E =0 (3, 4-c]
By ) - 8.99 (br. s, 1 H); 8.43 (s, 1
8 S | 7x=M-3--4Y | H): 8.39 (s, 1H); 8.31-8.36
A FOE N-2- (6- ); 8.39 (5, 1 H);
15.21 ¢ o | ARFvEUSY-3- | (M, 2H);7.88(dd, 1H); 7.72
: N A -H-EZS—= . .
. G R g (dd, 2 H); 7.64 (dd, 2 H); 7.02
S / (d, 1 H); 6.40 (s, 1 H); 4.23
N
ot (s, 3 H); 3.94 (s, 3 H); 2.90
(sept., 1 H); 1.25 (d, 6 H}.
MS (LC-MS):
[M+H]+ = 501.
TH-NMR:
(DMSO, 300 MHz)
9.32 (s, 1 H); 9.13 (s, 1 H);
8.52 (s, 1 H); 8.39 (s, 1 H);
8.34 (s, 1 H); 7.75 (d, 2 H);
| -[5-14VFOEN . _
o 3en LS 7.62 (d, 2 H); 7.45 (t, 1 H);
7 12V -2 7.10 - 7.15 (m, 2 H); 7.00 (dd,
g B> —b-3-1 ] . .
Py Ul x| TH); 6.38 (s, TH); 4.23 (s, 3
15.22 Q H- ESV03 4-c]  |H); 3.82 (s, 3 H); 2.91 (sept, 1
VI Py Syt -
PN FIZA-ILT H); 1.25(d, 6 H).
“\/,, | MS (MS-ES!):
[M+H]" = 482.
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1H-NMR;
(DMSO, 300 MHz)
g uomen | 929 (5 THE 913 (s, 1 H);
-2-m- U JL-2H- 8.52 (s, 1 H); 8.38 (s, 1 H);
i ESV—b-3-1 1) ) .
A SR T | 8346 1 i 775 6 2y
Q H-E5v/003 4 | 7.62(d, 2 H); 7.44 (t, 1 H);
15.23 EUDy d-A ) -
H Zr=)]l-9L 7 7.37 (S, 1 H); 7.34 (d, 1 H);
‘0! 7.25 (d, 1 H); 6.37 (s, 1 H);
/ 4.23 (s, 3 H); 2.90 (sept, 1 H);
2.40 (s, 3 H); 1.25 (d, 6 H).
MS (MS-ES!):
[M+H]+ = 466.
1H-NMR:
(DMSO, 300 MHz)
9.28 (s, 1 H); 9.13 (s, 1 H);
8.60 (s, 1 H); 8.39 (s, 1 H);
8.34 (s, 1 H); 7.75 (d, 2 H);
1 -[2-(3-20A-
2 2= L) -5 7.65 (s, 1 H); 7.62 (d, 2 H);
o} N o
| A4y 7O )I-2H- B 2 H): 7.45 -
HMJLE ) o ey | 7-56-7.58 (m, 2 H); 7.
15 24 @ “3-[-01 -AFJ-1 | 7.51(m, 1 H); 6.38 (s, 1 H);
: H-ESvas 4 cl
, . . ; 2. , TH)
[ s 1423 (s, 3 H); 2,92 (sept, 1 H)
'SP JIZN-oL7 1.26 (d, 6 H).
/ MS (MS-ESI):
[M+H]+ = 486.
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TH-NMR:
(DMSO, 300 MH2)
1 -[2- 14-}7JMD- 9.23 (s, 1 H); 9.13 (s, 1 H);
=} -5
A 7;@}5»?21} 8.51 (s, 1 H); 8.38 (s, 1 H);
M A Ik
HNT TN ¥ —-3-1 ] 8.34 (s, 1 H); 7.75 (d, 2 H);
“3-[4- (1 ~AF -1
15.25 H-£SvO3 4-c | 7.57 - 7.64 {m, 4 H); 7.39 (t,
H el US4 L) - i .
PN ZI=NW-TLT 2H); 6.36 (s, TH); 4.23 (5, 3
M A H); 2.91 (sept, 1 H); 1.25 (d,
/ 6 H).
MS (MS-ESI):
[M+H]+ = 470.
1H-NMR:
(DMSO, 400 MHz)
9.12 (s, 1 H); 9.10 (d, 1 H);
8.97 (s, 1 H); 8.38 (s, 1 H);
8.35 (s, 1 H); 8.25 (t, 1 H);
1 -[2-B-280- {768 (dd, 1 H); 7.45 - 7.60 (m,
ZxzZ) b1
{ 0 -4 4 H); 6.37 (S, 1 H}, 4.19 (S, 3
T oo ESY—=N-3-4N) | Hy; 2.87 (sept, 1 H); 1.21 (d,
HNJL'; N Ao | (sep ) (
F @c, A FJb-1 He 6 H).
15.26 ) ¥Zv0Ol3 4-cl MS (MS-ESI):
g B U -4 L) -
‘a0 ZzzM-vL7 | [M+H]+ = 504/506 (CL
/ FoU =TS =),
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TH-NMR:
(DMSO, 400 MHz)
1-[2-7 A 0-4- (1 , :
g ey | 915 (d, 1H); 912 (s, 1 HY;
B.4-cEU-4- | 8.93(s, 1H); 8.38 (s, 1 H);
AN -7 =] -3-
o Bq e | 8-35(s 1H);8.29 (¢, 1 H);
WA A (3- Ah#%2722)L [7.67 (dd, 1 H): 7.60 (dd, 1 H);
i H ) =2H- 5 — b-3-
15.27 1 o) L7 7.42 (t, 1 H); 7.05 - 7.08 (m,
1 L 2 H); 6.97 (m, 2 H); 6.36 (s, 1
7
) L H); 4.19 (s, 3 H); 3.79 (s, 3
H); 2.86 (sept, 1 H); 1.21 (d,
6 H).
MS (MS-ESI):
[M+H]+ = 504.
TH-NMR:
(DMSO, 300 MHz)
9.18 (s, 1 H); 9.15 (br, 2 H);
9.06 (d, 1 H); 8.43 (s, 1 H);
1 -R-Z)F0-4-
{1 -2 F -1 H- 8.40 (s, 1 H); 8.32 (dd, 1 H);
E>v/0 3 4-c] - 8.12 (d. 1 H):
SSGhONE 8.27 (t, 1 H); 8.12 (d, 1 H);
1O S x=]-3-[5-  |7.74 (dd, 1H); 7.64 (dd, 1 H);
AN H A 7aE2-(6- . .
528 | | tundarEa- | 6506 H); 4.24 (s, 3 H);
= By Sy-3-4 ) 2.96 (sept, 1 H); 1.27 (d, 6
q SE | e S Y= -3 H)
WA AN)-5 L7 -
/ MS (LC-MS-ES):
[M+H]+ = 539.
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TH-NMR:
(DMSO, 300 MHz)
‘_2‘_[(56‘_': I;’j’:f;é" 9.31 (s, 1 H); 9.13 (s, 1 H);
AF-EYTo-3- | 9.06 (d, 1 H); 8.80 (s, 1 H);
j\f\g 4?«%}?{4};» 8.39 (s, 1 H); 8.34 (s, 1 H);
15,29 "R q >[<3f:_vc—] éHljt;ﬁ//E 8.31 (dd, 1 H); 8.10 (d, 1 H);
' ~_ | Am-zzoar- | 775 2H);7.62(d, 2H);
ap wF w7 6.47 (s, 1 H); 4.23 (s, 3 H);
F7 2.96 (sept, 1 H); 1.28 (d, 6
H).
MS (LC-MS-ESI):
[M+H]+ = 521.
TH-NMR:
(DMSO, 300 MHz)
9.28 (s, 1 H); 9.13 (s, 1 H);
8.81 (d, 1H); 8.67 (s, 1 H);
8.61 (dd, 1 H); 8.38 (s, 1 H);
| EAYTREN 834 (s, 1 H); 8.01 (ddd, 1 H);
o -5 —-3- | 7.75(d, 2 H)7.61 (d, 2 H);
s };jt’_fH_["t'g;u 7.60 (dd, 1 H); 6.41 (s, 1 H);
15.30 N | B4 dEUTE-4- |4.23 (s, 3H); 2.93 (sept, 1 H);
Y A0) ;71/174»]— 127 (d, 6 H).
A MS (LC-MS-ESI):
/ [M+H]+ = 453.
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1H-NMR:
(DMSO, 300 MHz)
1 -[2-2)1A40-4-
(1 -AF -1 H- 9.17 (s, 1 H); 9.13 (s, 1 H);
ESv0 I3 4-c] . H):
SN 9.05 (s, 1 H); 8.81 (d, 1 H);
e 7 £ =V]-3-(5- 8.64 (dd, 1 H); 8.43 (s, 1 H);
HN/u\ﬁ A FALEN-2- 8.39 1 H): 8.30 1 H):
15.31 ; I\ | BV YA -2k 39 (s, 1 H); 8.30 ¢t, 1 H);
~ £S5y —-3-4 L) 8.02 (ddd, 1 H); 7.72 (dd, 1
A b7 H); 7.59 - 7.62 (m, 2 H); 6.44
g s, 1 H); 4.23 (s, 3 H); 2.93
(sept, 1 H); 1.26 (d, 6 H}).
MS (LC-MS-ESI):
[M+H])+ = 471.
1H-NMR:
(DMSO, 400 MHz)
9.22 (s, 1 H); 9.08 (s, 1 H);
8.38 (s, 1 H); 8.34 (s, 1 H);
S 8.30 (s, 1 H); 7.70 (d, 2 H);
1 -[5-4 v 7aEN
2[ ok 7.57 (d, 2 H); 7.40 (d, 2 H);
751») —2H- 7.06 (d, 2 H); 6.29 (s, 1 H);
g N ESY—-3-A ]
L A lell oA Fg1 | A18(s, 3H); 3.78 (s, 3H);
15.32 b H- €500 4] | 285 (sept, 1 H); 1.20 (d, 6
EU 24 ) -
“/ L /° JIzM-OLT H).
"}, L MS (LC-MS-ESI):
[M+H]+ = 482,
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TH-NMR:
1-[5-tert-7F )b (DMSO, 300 MHz)
;f‘:{j'l:_"j’l’_j;')’ 9.17 (s, 1 H); 9.15 (5, 1 H);
2H-ESV—)L-3- | 912 (s, 1 H); 8.43 (s, T H);
e, A ] -3-12-7 8.38 (s, 1 H); 8.31 (t, 1 H);
TN LA O-4-(1-
15.33 F Q X F -1 He 8.09 (d, 2 H); 7.87 (d, 2 H);
( p2 | E5VRB 4] 17.73 (dd, 1 H); 7.64 (dd, 1 H);
N\; () ';'JI"/:)/;]“_";L"’?' 6.51 (s, 1 H); 4.24 (s, 3 H);
3.27 (s, 3 H); 1.32 (s, 9 H).
MS (LC-MS-ESI):
{M+H]+ = 562.
TH-NMR:
1 -{5-tert-7FJL- {DMSO, 400 MHz)
12-:(1_1;)-(7&1/5)}1,!’\ 9.28 (s, 1 H); 9.08 (s, 1 H);
-2H-¥3v/— -3~ | 8.68 (s, 1H); 8.34 (s, 1 H);
A AN]-3-14-(1 - | 8.30(s, 1 H); 8.03 (d, 2 H);
15.34 ) Q t");?;_gs, i‘_c] 7.83 (d, 2 H); 7.71 (d, 2 H);
1K ,5?: gy *“,:"‘/—4-4‘)“ - | 7.59(d, 2H); 6.43 (s, 1 H);
A JIZNI-TLT L 448 (s, 3H); 3.24 (s, 3 H);
1.27 (s, 9 H).
MS (LC-MS-ESI):
[M+H]+ = 544.
, TH-NMR:
I -[5-tert-7F I
-0-(3. 5-SI 040 (DMSO, 300 MHz)
7 x =) -2H- 9.17 (br. s, 2 H); 9.01 (br. s, 1
B ‘_f:[‘{_;’ ;bl:jrﬁ; _’:_] H); 8.43 (s, 1 H); 8.39 (s, 1
15.35 . Q [1;;(—7-)[,-1 H- H); 8.28 (t, 1 H); 7.73 (dd, 1
=~ t[ﬁf;{/ﬁlﬁ jﬁ_ H); 7.64 (dd, 1 H); 7.29 - 7.43
20 e lom Ly | (M. 3H); 6.48 (s, 1H); 4.24
g (s, 3 H); 1.30 (s, 9 H).
MS (LC-MS-ESI):
[M+H]+ = 520.
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TH-NMR:
1 -[B-tert-FF I
2-B,5-7AA0 (DMS0, 300 MHz)
7 1 ZIL) -2H- 9.31 (s, 1 H); 9.08 (s, 1 H);
ESY—b-3-A ] _ .
1 g Ul e | 861 (s, 1TH); B34 (s, TH);
16 g Q ST H-ESYAR | 8.30(s, 1H); 7.71 (d, 2 H);
15. s AclBU D4 ,
F oS 17596, 2H);7.23-7.36 (m,
ath oLy 3 H); 6.40 (s, 1 H); 4.18 (5, 3
e H); 1.26 (s, 9 H).
MS (LC-MS-ESI):
[M+H]+ = 502.
TH-NMR:
! ~[5-tert-7F M (DMSO, 300 MHz)
- 42T /- 9.17 (s, 1 H); 9.15 (s, 1 H);
Z =) -2H-
. ; 8. , TH);
. A e5v -3 | 07 ETHE 8436 H)
A J3-[2-7)A0-4- | 8.38 (s, 1H); 8.28 (t, 1 H);
NN (1 -AFI-1 B | 03 (d, 2 H); 7.82 (d, 2 H);
15.37 B30 3 4-c (d, 2 H); (
N | BUZr-4-q) - |7.74(dd, 1H); 7.64 (dd, 1H);
a N
LA TIZM-9UT | 6.49 (s, 1H); 4.24 (s, 3 H);
/
1.31 (s, 9 H).
MS (LC-MS-ESI):
[M+H]+ = 509.
TH-NMR:
1-[5-tert-7F I DMSO. 300 MH
“0-(4-2F - (DM30, 2)
7=V -2h- 9.33 (s, 1 H): 9.13 (s, 1 H);
ESY=N=3-4] | 70 (s, 1H); 8.39 (s, 1 H);
JOLI\% ettt g | 270G THEEIEH
(5.38 A -1 H-EZVR3 8.34 (s, 1 H); 8.01 (d, 2 H);
' 4- JEV Y Y-4- | 7.83(d, 2 H); 7.75 (d, 2 H);
" N | A -7z " .
e \ L7 7.62 (d, 2 H); 6.46 (s, 1 H);
1Y 4.22 (s, 3 H); 1.31 (s, 9 H).
MS (LC-MS-ESI):
[M+H]+ = 491.
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1H-NMR:
(DMSO, 300 MHz)
0= G- b Ode | 9-17 (5, 1H); 9.13 (s, 1 H);
ARFLTIV-5- | 891 (s, 1 H); 8.43 (s, 1 H);
470 N-2H~
0 I\( E5 U~ A ] | 839(s, 1 H); 833 (t, 1 H);
A 3-[2-TNAR-4-(1- 1 7 77 (dd, 1 H); 7.64 (dd, 1 H);
. d AFN-H-ESVO
15.39 ¢ (3, 4-clE Y 2 -4- 7.44-7.49 (m, 1 H); 7.29 -
" AN -z ZI]- . .
L L 2 oo 7.38 (m, 2 H); 6.38 (s, 1 H);
) L 4.23 (s, 3 H); 3.92 (s, 3 H);
2.89 (sept., 1 H); 1.24 (d, 6
H).
MS (LC-MS-ESi):
[M+H]+ = 518.
TH-NMR:
(DMSO, 300 MHz)
9.20 (br. s, 1 H); 9.08 (s, 1
H); 8.43 (br. s, 1 H); 8.34 (s,
1-[2- B~ A D41 4 1) 8.30 (s, 1 H); 7.71 (d, 2
A RS T Il 5
£uFaei-2i- | H); 7.58 (d, 2 H); 7.42 (dd, 1
. ES Y — -3 U] 7o .
Jy SRl T HY 7.25-7.33 (m, 2H); 6.30
5 40 i b - E5YA 03 4-c) | (s, 1 H); 4.18 (s, 3 H); 3.86 (s,
: B US4 ) - . .
’ e vw | 3H);2.85 (sept., 1H); 1.20
N | = (d, 6 H)
)7 MS (LC-MS-ESI):
[M+H]+ = 500.
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TH-NMR:
(DMSO, 400 MHz2)
1 ;_[E}Ef‘;)tl:;zfl" 9.12 (s, 1 H); 9.03 (br. s, 1
=) -2 H}; 8.88 (br. 5, 1 H); 8.38 (s,
A ?3?[?_7))[;;;—}:—] 1 H); 8.34 (s, 1 H); 8.31 (t, 1
15.41 y ) @ (1 —AFJb-1 H- | H); 7.66 (dd, 1 H); 7.53 - 7.61
L L Et‘;/:/‘/ﬂlﬁ-:;s_ (m, 3 H); 7.48 (dt, 1 H); 7.38
N\/N | a S r=n]-mLy |t TH) 6.41 (s, 1 H); 4.19 (s,
3H); 1.24 (s, 9 H).
MS (LC-MS-ESI):
[M+H]+ = 502.
TH-NMR:
1 -[5-tert-7FJL- (DNSO, 400 Mz}
2 (-9 ) F O 9.10 (s, 1 H); 9.08 (s, 1 H);
7 =) -2H- 8.44 (s, 1 H); 8.34 (s, 1 H);
PP 55[41?1:;3;}&]] 8.29 (s, 1 H); 7.70 (d, 2 H);
15.42 ) @ H- 3903 4- | 7.51 - 7.60 (m, 4 H); 7.46 (t,
K clEUD=4-4 ) | 1H); 7.35(t, 1 H); 6.38 (s, 1
{0 TTIEMOVT e 41905, 3H) 1.24 (5, 9
/ H).
MS (LC-MS-ESI):
[M+H]+ = 484.
TH-NMR:
I-[5-tert-7F L (DNS0, 400 MHz)
-2-3.5-24~n0n (9.13 (br.s, 2H); 9.97 (br. s, 1
o 857‘/:'—_)):—]3‘—2'2_»] H); 8.38 (s, 1 H); 8.35 (s, 1
g L 27t mae | 5 8.20(t, 1H); 7.69 (dd, 1
15.43 | ° f_} (1 ~AF -1 H- | H); 7.63 (s, 3 H); 7.59 (dd, 1
L E':;ﬁ/f/ﬁﬁ'j;ﬁ]]_ H): 6.43 (s, 1 H); 4.19 (s, 3
o ZJr=Nl-ULT H); 1.26 (s, 9 H).
MS (LC-MS-ES):
[M+H]+ = 552/554 (Cl,

Ty b=TnRy—>2).
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i 1Bz 2 H5 ST —%
TH-NMR:
1 -{5-tert-7FJb (DMSO, 300 MHz)
-2-3.5-vsnn .
e T o 9.28 (br. s, 1 H); 9.08 (s, 1
}’ ESY—I-3-41] | H); 8.59 (br. s, 1 H); 8.34 (s,
0 M “3=[4- (1 =AF)b-1 . .
HNJJ\n . b P5vnD 4w | 1H) 830 (s, 1H); 7.71(d, 2
15.44 Qa EU D -4-4 L)~ | H); 7.56 - 7.64 (m, 5 H); 6.39
Zxz=MA-uL7
@ - (s, 1 H); 4.18 (s, 3 H); 1.26 (s,
=
// L 9 H).
MS (LC-MS-ESI):
[M+H]+ = 534/536 (Cl,
ToUR—=FRE—1).
1H-NMR:
1 -[B-tert-7F I (DMSO, 400 MHz)
-2- (-7 A n-2- ~ ) .
et 2 e | 9105, TH); 9.08 (s, 1 H);
ESy—-3-44] | 8.34(s, 1H); 8.31 (s, 1 H);
1 i -3-[4- (1 -AF -1 _ .
HNJLrd , e b5vnn ae | 829 1TH); 7.74(d, 2H);
15.45 f_j U Ss-d-4 ) - | 7.55(d, 2 H); 7.41 - 7.46 (m,
F Je=MULT Wy, 7.27 - 731 (m, 2 HY;
=
// (A 6.36 (s, 1 H); 4.18 (s, 3 H);
1.96 (s, 3 H); 1.24 (s, 9 H).
MS (LC-MS-ESI):
[M+H]+ = 498.
1-[5-tert-7Fb-2-
(5-7 ) Aa-2-AF )
-7 1 = L) -2H-
a A ES e —-3-4 L]
HN/U\N ! "/N =3-2-7A40-4-
15.46 | N fj (1- XF -1 H- M5 (LC-MS-ESI):
E>val 4l [M+H]}+ = 516.
§ ’ B Sy -4-1 ) -
N\/ | i x0T
/
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il 1B #i5 SFF—F
1-[5-tert-7FJL-2-
(3-Z A O-4-AF )
-7 =)V -2H-
10 S — -3+ 1]
yQ A MS (LC-MS-ESI):
15.47 g )
Q E>v0 (3 4-c] [M+H]+ = 502.
g B -a-4 ) -
N |\N Zxz=NM-UL7
/
1H-NMR:
DM 0
| -[2-3-7440 (DM50, 300 MHz)
4-AFN-7r=M) | 9.22(br.s, 1H); 9.08 (s, 1
5-4 v 70 EJL-2H- , _
A oo g | H) 849 (br.s, 1H); 834G,
AN A “3-[4-(1 -2F)L-1 | 1 H); 8.29 (s, 1 H); 7.71 (d, 2
" H- €303 4-c] _ .
15.48 C 0ty | Y757 (d, 2H); 7.26 - 7.43
4 - Zz=MN-0oL7 (m, 3 H); 6.32 (s, 1 H); 4.18
-
; (o (s, 3 H); 2.86 (sept., 1 H);
2.26 (s, 3 H); 1.20 (d, 6 H).
MS (LC-MS-ES!):
[M+H]+ = 484.
ooooOooao
00000 16.10
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0 1H-NMR (DMSO, 300 MHz): 9.16 (s, 1 H); 9.13 (s, 1 H); 9.05 (s, 1 H); 8.40 (s,
1 H); 8.38 (s, 1 H); 8.00 (s, 1 H); 7.73 (d, 2 H); 7.65 (d, 2 H); 7.58 (d, 1 H);
7.49 (t, 1 H); 7.29 (d, 1 H); 4.98 (t, 2 H); 3.81 (t, 2 H); 2.95 (s, 3 H)OMS (
LC-MS): [M+H]" = 5040
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TH-NMR (dg-DMSO; 400 MHz): 9.12 (s, 1 H); 9.11 (br. s, 1 H); 8.84 (s, 1 H); 8.

38 (s, 1 H); 8.35 (s, 1 H); 8.31 (t, 1 H); 7.67 (dd, 1 H); 7.59 (dd, 1 H); 7.39
(d, 2 H); 7.07 (d, 2 H); 6.32 (s, 1 H); 4.19 (s, 3 H); 3.80 (s, 3 H); 2.84 (sept

o oOooo-e

1 H); 1.20 (d, 6 H)O MS (ES1): [M+H]* = 5000

00000

00000016.3016.40 0 000016.2006GP80 0 0 0000000000000
000000000000 0000005.10000000

00000

10

20

30



(182) JP 2010-513232 A 2010.4.30
Ooo0ooOoao
=5
1 s 25 DT~
TH-NMR:
(DMSO, 400 MHz)
1 -[2-7 07404
(1 -AF -1 H- 9.12 (br. S, 2 H); 8.91 (S, 1
E>/al3 4-c H); 8.38 (s, 1 H); 8.35 (s, 1
By -4-A -
5 1 =JL]-3- (5- H); 8.29 (t, 1 H); 7.67 (dd, 1
HMEH | AV7REN-2m- | Wy 759 (dd, 2 H); 7.40 (t, 1
i : R UL-2H-ES Y=
16.3 - - LT H); 7.32 (s, 1 H); 7.30 (d, 1
N H); 7.22 (d, 1 H); 6.35 (s, 1
=
)’q P H): 4.19 (s, 3 H); 2.86 (sept.,
1 H); 2.36 (s, 3 H); 1.20 (d, 6
H).
MS (LC-MS):
[M+H]" = 484.
'"H-NMR:
| -2-7AAD0-4- ) .
Madcha, (de-DMSO; 400 MHz)
E5v/06 4-c 9.12 (s, 1 H); 9.08 (br. s, 1
B Sy-4-4 L) - ) ,
S = -3-[- | H):8.90 (br. s, 1H); 8.38 (s,
H,,j\u 7111#[!7-? Zx=)k) | 1H); 8.35(s, 1H); 8.28(t, 1
H -5-4 Y 7O EIL-2H-
16.4 ] ESy— -3 L]~ | H); 7.67 (dd, 1 H); 7.59 (dd, 1
LT H); 7.51 - 7.57 (m, 2 H); 7.36
-
P (t, 2 H); 6.35 (s, 1 H); 4.19 (s,
/
3 H); 2.86 (sept, 1 H); 1.20
(d, 6 H).
MS (ESI): [M+H]" = 500.
Ooo0oooOooao

ooo00bODi16.50

01 -[4-1 -000-1H-00001[3,4-c]l0000-4-00)H)-00007-3-4-(0 000
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0 *H-NMR (DMSO, 300 MHz): 9.82 (s, 1 H); 9.62 (s, 1 H); 9.12 (s, 1 H); 8.42 (s,
1 H); 8.39 (s, 1 H); 8.35 (HCO,H signal); 7.68 - 7.76 (m, 5 H); 7.51 (dd, 1 H);
6.95 (d, 1 H); 4.41 (d, 1 H); 4.21 (s, 3 H); 3.52 - 3.62 (m, 2 H); 3.02 - 3.20 (
m, 3 H); 2.77 - 2.88 (m, 2 H); 1.94 - 2.04 (m, 2 H); 1.42 - 1.56 (m, 2 H)O MS (L
C-MS): [M+H]* = 5100

OoDoooo

00000 16.60

01-[4-4-000-00000-1 -00)-3-000000000-00007-3-[4-(1 -0
O0-1H-0000[3,4-c]000D0-4-00)-00007-0000000
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MS (LC-MS): [M+H]* = 5100
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