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S0

B

M/z
ES' [M+H']

"H NMR

1-(4-907220) -9-FAFN-2-t" 0YY" »

-1-4b-1,9-Y" £} B-6H-7" Y»-6-%

330. 332

(400 MHz, CD;0D) 8 7.76
(1H,s),7.54 QH,d,J
8.7),7.37 (2 H, d,J8.7),

378 3 H, 5), 3.14-3.11 (4

H, m), 1.80-1.76 (4 H, m).

1-(4-9n07120) -9-2FN-2-ENF) -
4-{h-1, 9-Y" £} n-6H-7" Yy-6-1>

346.348

(400 MHz, DMSO) § 7.92
(1H,5),7.57 QH,d,J
8.7), 745 (2 H, d, J8.7),

3.69 (3 H, 5), 3.33-3.31 (4

H, m), 3.00-2.98 (4 H, m).

1-(4=-yn07z2)h) -9-4F1-2-[4-
(MIIMEDIFR) B A" YY" v=1-40]-1,
9-%" £V B-6H-7" Y-6-%>

412.414

(400 MHz, CD;0D) & 7.86
(1H,s),7.54(2H,d,J
8.7),740 2 H, d,J8.7),
3.77(3H,s), 3.65-3.62 (2

H, m), 2.78-2.72 (2 H, m),
2.30-2.20 (1 H, m), 1.69-

1.67 (2 H, m), 1.23-1.13 (2

H, m).

1-(4-9nn7120) -9-4FM-2-[3-
(MZVARAFN) B A )Y y=1-4N] -1,
9-%" £} n-6H-7" Yy-6-1

412.414

(500 MHz, CD;OD) § 7.90
(1H,5),7.57 QH,d,J
8.9), 7.43 (2 H, br. 5), 3.80-
3.79 (4 H, m), 3.53-3.49 (1
H,m),2.79 (1 H, t, J11.8),
2.70-2.64 (1 H, m), 2.17-
2.09 (1 H, m), 1.92-1.90 (1
H, m), 1.61-1.58 (1 H, m),
1.44-1.36 (1 H, m), 1.21-
1.15 (1 H, m).

1-(4-hnn7z20) -9-1Fh-2-(3-
FFVET AT YUY Y-1-4M) -1, 9-Y" kM I
-6H-7" Vy-6-%Y

372.374

(400 MHz, DMSO) 5 7.96
(1H,5),7.56 2 H, d,J
8.8), 7.42 (2 H, d,J8.7),
411 (2 H,q,J7.3), 3.33-
3.28 (2 H, m), 2.66-2.56 (1
H, m), 2.35-2.29 (1 H, m),
1.61-1.55 (1 H, m), 1.42 (3
H,t,J4.2), 1.42-1.36 (1 H,
m), 1.18-1.16 (1 H, m),
1.01-0.85 (2 H, m), 0.67 (3
H, d,J6.7).
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2012.6.7

it

B

M/z
ES" [M+H']

'H NMR

1-(4-9nn7zzh) -2- 3, 3=V F ¥k
E AT Y v-1-40) -9-1F4-1,
9-%" kb n-6H-7" Yy-6-1Y

386.388

(500 MHz, DMSO) & 7.98
(1H,s),7.57 2H,d,J
8.5), 7.41 (2 H, d, J 8.6),
411 (2 H, q,J7.2), 2.89-
287 (2H,m), 2.72 2 H, 5),
142 3 H,t,J7.2), 1.16-
1.08 (4 H, m), 0.68 (6 I, s).

1-(4-ynn7z=p) -2- (4, 4-Y" 7040
B AT u=1-40) -9-1F0-1,
9-5" £V n-6H-7" Yu-6-1Y

394. 396

(400 MHz, DMSO) § 8.02
(1H,s),7.59 2 H,d,J
8.7), 7.50 (2 H, d, J 8.7),
414 (2 H, q,J7.2), 3.15-
3.13 (4 H, m), 1.78-1.68 (4
H,m), 1.44 3 H, 1,J7.3).

10

1-(4-4n07=4) -9-1Fh-2- (34 b4y
E AT )Y y=1-40) -1, 9-¥" tb o
-6H-7" )u-6-1v

388.390

(400 MHz, DMSO) & 7.96
(1H,s),7.57Q2H,4d,J
8.8),7.53-7.38 (2 H, br. 5),
411(2H, q,J7.3), 3.49-
343 (1 H,m), 3.28-3.21 (1
H, m), 3.07 (3 H, s), 2.76-
2.68 (2 H, m), 2.50-2.45 (1
H, m), 1.83-1.75 (1 H, m),
1.47-141 (4 H, m), 1.19-
1.01 (2 H, m).

11

2-(3-A" UV MET AN 1) - 1-
(4-yn7xzh) -9-1F4~1, 99 Eb 0-
6H-7" Yu-6-1v

448. 450

(500 MHz, DMSO) 6 7.95
(1H,s),7.54-744 (1 H,
m), 7.34-7.20 (6 H, m),

701 (2H,d,J7.0),4.07 (2

H,q,J7.2),3.40-3.36 (1 H,
m), 3.31-3.25 (1 H, m),

2.66 (1 H, 1, J 10.9), 2.37-

2.30 (2 H, m), 2.23-2.18 (1

H, m), 1.56-1.53 (1 H, m),
1.46-1.38 (4 H, m), 1.20-

1.13 (1 H, m), 1.13-1.06 (1

H, m), 1.00-0.93 (1 H, m).
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Eiin]

B

M/z
ES" [M+H']

'H NMR

12

1-(4-4an7z=h) -9-1F0-1,9-Y" M I
-2-(3-7120-1-t" A" YY" Z1) —6H-

77 Ys-6-1

434, 436

(500 MHz, DMSO) 5 7.97
(1 H,s),7.60 (2 H, br. s),
748 (2 H,d,J8.8),7.25 (2
H,t,J74),719(1 H,t,J
7.4),7.04 (2H,d, J17.5),
410(2H,q,J7.2),3.53-
3.50 (1 H, m), 3.39-3.34 (2
H, m),2.74 (1 H, t,J 12.1),
2.64 (1H,t,J11.9),2.25-
2.16 (1 H, m), 1.75-1.69 (1
H, m), 1.60-1.50 (2 H, m),
141 3 H,t,J7.2).

13

3-(4-ymn71zp) -2-[3- (M) 7040
MDE AU -1-{MIE Y L3,

2-d]t"Y3Y" -4 (BH) -1

409. 411

(400 MHz, DMSO) & 8.63
(1 H,dd, J 1.5,4.3),7.93 (1
H, dd, J 1.5, 8.2), 7.74 (1
H, dd, J4.3, 8.2), 7.62-7.56
(4 H, m), 3.75-3.69 (1 H,
m), 3.35-3.45 (1 H, m),
2.75-2.57 (2 H, m), 2.18-
2.08 (1 H, m), 1.84-1.77 (1
H, m), 1.49-1.44 (1 H, m),
1.36-1.26 (1 H, m), 1.05-
0.97 (1 H, m).

14

1-(4-9pnn7z=p) -2- (3, 3-%" 704N

B AT YUY y=1-4W) -9-1F)-1,
9-%" kb B-6H-7" Yy-6-1

394. 396

(400 MHz, DMSO) & 8.01
(1H,s), 7.58-7.56 2 H,
m), 7.44-7.40 2 H, m),

413 (2 H, q,J7.2), 3.41-

3.35 (3 H, m), 2.98-2.95 (2

H, m), 1.92-1.82 (2 H, m),

143 (3 H,t,J7.3 Hz),
1.22-1.12 (2 H, m).

15

1-(4-ynn7z20) -9-1F0-2-[3-
(M)7ZMIAFR) £ nYY° u=1-4] -1,

9-%" tb B-6H-7" Yu-6-1Y

412.414

(400 MHz, DMSO) § 7.89
(1H,s),7.57 2H,d,J
8.2), 7.46-7.43 (2 H, m),

408 2 H, q,J7.2), 3.45-

3.38 (1 H, m), 3.15-2.93 (4

H, m), 2.01-1.97 (1 H, m),

1.84-1.74 (1 H, m), 1.41 (3

H, t, J7.3 Hz).




(11) JP 2008-534486 A5
- M/z 1
=51 £ ¥ ES® [MHH'] H NMR
(400 MHz, DMSO) & 7.99
(1H,s),7.57 2H,d,J
7.6), 7.46 (2 H, br. s), 4.15-
I-(4-yan7s2h) 9132~ (3- T 271562 (L H
AW1-1,9-%" £ A-6H-7"Yy-6-%v 2.05 (1 H, m), 1.82-1.76 (1
H, m), 1.49-1.41 (4 H, m),
1.34-1.24 (1 H, m), 1.09-
0.97 (1 H, m).
(400 MHz, CDCls) § 7.46
(2 H,dd,J82,1.1),7.39 (1
H,d,J1.1),728 QH, d,J
5 (o mrech) T2 - 2,37 K 30
}I/[3,2—d]t°U59°3_4(3H)_Ty &0,235(3}thflﬂl ’
2.12 (1 H, m), 1.91 (1 H,
m), 1.56 (1 H, m), 1.35 (1
H, m), 1.17 (1 H, m).
500 MHz, CDCL) § 8.66
3—(4—7DD7I:»)—7—}?»_?_[3— éﬂH,Q,T65(1H?Q,7A6
18 (M)7NARAFN) =T, 8-V EF A-1, 6- 479, 481 (2H,d,J8.1),742 (1H,
T759Y° -6 (5H) -{M1F1/[3, 2- ’ 8), 733 (2H,d,J8.1),4.49
dlt” Y3y v-4 (3H) 1Y (2H,s),340 2 H,t,J5.0),
2.61 (2 H, m), 2.37 3 H, s).
(500 MHz, CDCL) & 7.54
2-7t" ¥ s-1-4)-1-(4-Hnn7:1 8(16)}1382)’57(;% (2d HJ ;1,3.;
19 | 2W)-9-IFh-1, 9% tb 0-6H-7" 330, 332 400 22 I o 7’_35 361 ( 4
Yo-6-1> H, 1,J7.6), 2.09-2.03 (2 H,
m), 1.50 3 H, t, J7.3).
(400 MHz, CDCl) & 8.58
1-(4-9nn712)) -9-4FN-2-[2- (1H,s),7.66 (1 H, 5), 7.49
20 (M7VABAFN) -5, 8-y Eb AE" Y 160 464 | @H,d,786),7322H,4,
[3, 4-d1t" Y3¥" »-7(6H) - ’ J8.6),4.59 (2 H,s),3.76 (3
AM-1,9-Y" kb 0-6H-7")v—-6-1v H,5),3.34 2 H, 1,7 5.6),

240 2 H,t,J5.3).

2012.6.7
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EEHI

B

M/z
ES" [M+H']

'H NMR

21

1-(4-9nn7z20) -9-IFh-2-[2-
(MIVERFN) -6, 7-9"Eb 0[1, 3]
F7y° nl4, 5-c1t” YY" »-5 (4H) -4n]1-1,
9-%" £} n-6H-7" Yu-6-1v

481. 483

(400 MHz, CDCL;) § 7.65
(1H,s), 7.49-7.47 (2 H,
m), 7.34-7.32 2 H, m),

4452H,s),415QH,q,

J13),3.42 QH,t,J 5.5),

248 2H,s), 1.53 3 H, t,J

7.3).

22

4—{9—FFN—6-1%Y-2-[3— (MYINADAFN)
B AT Y y-1-40]1-6, 9-¥" EF 0-
TH=-7"Yy=1-4W} A" vy Z M0

403

(500 MHz, CDCL) & 7.80
(H,d,J8.7),763 (1 H,
s), 748 (2 H, d, J 8.1), 3.76
(G H,s),3.71 (1 H, m), 3.30
(1 H, m), 2.80 (1 H, m),
2.63-2.57 (1 H, m), 2.07 (1
H, m), 1.92 (1 H, m), 1.58
(1 H, m), 1.38 (1 H, m),
1.08 (1 H, m).

23

1-(4-pnn712ph) -9-FF-2-[2-

(MViDAFN) -5, 8-Y" EF D-1,
1-17%79%° »=7 (6H) -4W] -1,
9-%" £+ n-6H-7" Yy-6-1Y

461. 463

(400 MHz, DMSO) 6 7.93
(1H,5),7.80 (1 H,d,J
7.9),7.67 (1 H, d, J 8.0),
7.56 2 H, d, J8.8), 7.51 (2
H,d,J6.7),444 2 H, s),
372 (3 H,s),3.34-328 (2
H, m), 2.32-2.28 (2 H, m).

24

1-(3, 4-Y" IvtR7220) -9-FFN—-2-
[3=(MZNARAFN) E° A YY" =1-4W]-1,
9-Y" tb n—-6H-7" Yy-6-1v

414

(500 MHz, DMSO) § 7.94
(1H,s),7.78-7.65 (1 H,
m), 7.60-7.54 (1 H, m),

7.50-7.28 (1 H, m), 3.69 (3

H, 5), 3.67-3.64 (1 H, m),

3.38-3.30 (1 H, m), 2.78-

2.68 (1 H, m), 2.61 (1 H, t,

J11.9), 2.23-2.07 (1 H, m),
1.83-1.77 (1 H, m), 1.55-
1.45 (1 H, m), 1.34-1.27 (1

H, m), 1.09-0.97 (1 H, m).

25

1-(4=-yn07z20) -9-4F1-2-[3-

(MIvtnifn) -7, 85" £b p-1,
6-17¥Y%" »-6 (5H) -4V]1-1,
9-%" tb B-6H-7" Yu-6-1Y

461. 463

(500 MHz, CDCL) § 8.67
(1H,s),7.63 (2 H, 5), 7.46
(2 H,d,J8.6),731 2H,d,
J8.5),446 (2H,s),3.76 (3
H,s),341 2 H,t,J5.8),
2.60 2 H,t,J5.7).
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M/z 1
EhEH 2 ES* [M+H+] H NMR
6- (4-70107120) -5-[3- (M)In4n (500 MHz, CDCl;) § 8.66
1) -7, 8-y EF 01, 6-37F9%° ¥-6 (2 H,m), 7.61 (1 H, 5),
- (SH)-4n1[1, 3157y 0[5, 4-d] 8 7.40-7.38 (2 H, m), 7.21 (2
b Y3y v-T (6H) -4 H, m), 4.50 (2 H, s), 3.48 (2
H,t J5.8),2.61 QH,tJ
5.7).
(360 MHz,CDCl5) 6 7.63 (1
1- (4-78407120) ~9-3F4-2-[3- H, s), 7.29 (2 H, m), 7.18 (2
(MRS £ A Y9 Y=1-4M]-1, H,1,J8.6),3.75 3 H,s),
95" L By Vo6t 340 (1 H, d, J 13.4), 2.75
- 396 (1 H,t,J11.8), 2.64-2.56
(1 H, m), 2.09-2.01 (1 H,
m), 1.91 (1 H, d,J 13.5),
1.57 2 H, d, J 13.4), 1.42-
1.32 (1 H, m), 1.17-1.09 (1
H, m).
1- (4-98071=0) ~9-T#4-2-[3- (400 MHz, CDCL) 5 8.66
(M7WAIFFA) -7, 8-5° EF 01, (1 H,s), 7.65 (1 H, 5), 7.63
1H,s),7.45 2 H,d,J
6-+7FY5" ¥-6 (5H) ~AW]-1, (
28 RAACE A 175 8.5),7.31 (2 H, d, J8.5),
9-%" b n-6H-7" )-6-1v 444(2H, S),416(2H,q,
J73),3.41 2 H, t,J5.7),
2.61 2 H,1,J52),1.53 (3
H,t,J7.3).
(500 MHz, DMSO) & 8.35
(1 H, 5),7.98 (1 H, 5), 7.58-
1-(4-%nn7z12)) -9-1F0-2-[3- 7.54 (2 H, m), 7.50-7.46 (2
(4-3Fh-4H-1, 2, 4-MITY" -B-3-4N) H,m),4.12 2 H, q,J7.2),
" AT Y9 y—1—(B]-1. 9= £} O- 430,441 | 3643.60 (1 H,m),3.55 3

6H-7" Y -6-1>

H, s),2.91 (1 H, t,J11.8),
2.73-2.63 (2 H, m), 1.89-

1.84 (1 H, m), 1.56-1.50 (2
H,m), 1.42 3 H, t,J7.2),
1.20-1.12 (2 H, m).

2012.6.7
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£y i30]]

M/z
ES" [M+H]

'H NMR

30

1-(4-9007z2)) -9-1F)-2-[3-
(B-IFM-1, 2, 44345 7V -I-5-
A E A Y y-1-40]-1, 9-Y" EN
A-6H-7" )y-6-%Y

454, 456

(500 MHz, DMSO) & 7.99
(1H,s),7.60-7.17 (4 H,
m),4.12 2 H, q,J7.2),
3.63-3.59 (1 H, m), 3.32-

3.28 (1 H, m), 3.12-3.06 (2

H, m), 2.86-2.82 (1 H, m),

2.69 (2H,q,J7.5), 1.94-

1.89 (1 H, m), 1.78-1.72 (1

H,m), 1.42 3 H, t,J7.2),

1.28-1.22 (1 H, m), 1.20 (3

H,t,J6.9),1.15-1.08 (1 H,

m).

31

1-(4-9nn712)) -2- (3, 4-%" £V
04y%7Y5-2 (1H) -4I) -9-
IFh-1,9-Y" £ B-6H-7" )o-6-1v

406, 408

(500 MHz, DMSO) § 7.99
(1H,5),7.552H,d,J
8.6), 7.48 (2 H, d, J 8.6),
7.14-7.10 (3 H, m), 7.04-
7.00 (1 H, m), 433 2 H, 5),
41502H,q,J72),322 2
H,t,J5.6),224 QH, t,J
5.3), 1.45 3 H, t, J 7.3).

32

1-(4-9an712)) -2-(6, 7-Y" £V
¥/ (3, 2-c]t™ YY" »-5(4H) -
AV) -9-1F)-1, 9-Y" £} 0-6H-7°
) -6-17

412, 414

(400 MHz, DMSO) § 7.98
(1H,s),7.57 2 H,d,J
8.6), 7.48 (2 H, d, J8.6),
7.28 (1 H, d, J5.0), 6.84 (1
H,d,J5.1),422 2 H,s),
4142 H, q,J7.2), 3.34-
3.28 (2 H, m), 2.25-2.18 (2
H,m), 1.44 3 H, t,J7.2).

33

1-(4-900712)) -9-4FM-2- (3-71
ZWETRYYT U-1-40) -1, 9= kN
A-6H-7"Yu-6-1Y

406, 408

(400 MHz, DMSO) 3 7.80
(1 H,s),7.57-7.50 (3 H,
m), 7.35-7.16 (6 H, m),

3.62 (3 H, 5), 3.60-3.57 (1

H, m), 3.26-3.22 (1 H, m),

3.14-3.10 (1 H, m), 3.06-
3.00 (1 H, m), 2.95-2.92 (1
H, m), 2.09-2.08 (1 H, m),

1.84-1.74 (1 H, m).

2012.6.7
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i)

B

M/z
ES" [M+H']

'H NMR

34

1-(4-9nn7z20) -9-1Fh-2- (3-7z2N
£y v-1-4m) -1, 9-" b n-
6H-7" Vy-6-1>

420. 422

(360 MHz, DMSO) 5 7.86
(1H,s),7.58-7.50 3 H,
m), 7.35-7.15 (6 H, m),

406 2 H,q,J7.2),3.59 (1

H, dd, J 7.1, 10.0), 3.30-
3.20 (1 H, m), 3.17-3.09 (1
H,m),3.01 (1 H, t,J9.6),
2.97-2.89 (1 H, m), 2.14-
2.06 (1 H, m), 1.84-1.72 (1
H,m), 1.40 (3 H, t, J7.3).

35

1-(4-9pnn7z20) -2- (7-7040-3,
4-9° £} n4y%£/9y-2 (AH) —{1) -9-
-1, 9-%" M n-6H-7° Yy-6-1Y

410. 412

(400 MHz, CDCL;) § 7.61
(1 H, 5), 7.46-7.44 2 H,
m), 7.32-7.28 (2 H, m),

6.99 (1 H, dd, J 5.7, 8.4),

6.87-6.83 (1 H, m), 6.78 (1
H, dd, J2.5,9.3),4.37 (2

H,s),3.77 3 H,s),3.27 (2
H,t,J5.8),231 QH,t,J

5.6).

36

2-(7-90n-3, 4-Y" b nq{yx/ys-2
(TH) =4 W) —1- (4-Hhnn7z=)) -9-4F1-1,
9-%" kb n-6H-7" Yy-6-1Y

426.428

(400 MHz, CDCL;) § 7.61
(1 H,'s), 7.46-7.44 2 H,
m), 7.31-7.29 (2 H, m),
7.12 (1 H, dd, J 2.0, 8.2),
7.07 (1 H, s), 6.97 (1 H, d,
J82),4.35(2H,s),3.76 (3
H,s),3.27 2 H,t,J5.8),
232 (2 H,t,J5.7).

37

2-(7-7¥N-3, 4-Y" £V n4yx/yy-
2 (1H) =4W) =1-(4-70407220)
-9-4Fh-1,9-%" £} n-6H-7" Yy-6-1Y

394

(400 MHz, CDCL;) § 7.61
(1H,5s), 7.36-7.32 2 H,

m), 7.19-7.15 (2 H, m),
6.98 (1 H, dd, J 5.7, 8.4),
6.87-6.83 (1 H, m), 6.78 (1
H, dd, J2.4,9.2),4.37 (2
H,s),3.77 (3 H,s),327 2
H,t,J5.8),229 2 H,t,J
5.6).
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M/z

1

Ehasl 2 ¥

(400 MHz, CDCl;) 6 7.62
2-(7-4n0-3, 4-Y" £} 04Y%/Yy-2 (1H,s),7.35731 2 H,

0t R TG ot 8.4),7.11 (1 H, dd, /2.1,

38 1. 9% £ 0-6H=7 9261 410412 1 85y 7.08 (1 H, s), 6.95 (1
H,d,J82),436 (2 H,s),

377G H,s),327 QH,LJ
5.8),2.30 (2 1, t, J 5.7).
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