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SHER

B

M/z
ES' [M+H"]

'"H NMR

1-(4-9nn7zz0) -9-FFA-2-t" 0Yy" »

-1-40-1,9-%" £} n-6H-7" Y)»-6-1

330. 332

(400 MHz, CD,0D) 6 7.76
(1H,s),7.54 2H,d,J
8.7),7.37 2 H, d, J8.7),

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

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

1-(4-4nn7z2)) -9- 2 F—-2-EhkY v—
4-41-1,9-%" £+ n-6H-7"Yy-6-%1Y

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,s),3.33-331 (4

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

1-(4-9n0712h) -9-4¥0-2-[4-
(MIVAIAFR) B A" YY" o-1-4D] -1,
9-%" tb n-6H-7° Yu-6-%v

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(3 H, 5),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-(4-9nn7zz)) -9-4F1-2-[3-
(M)JZVADAFR) B A" YY" v=1-4N] -1,
9-%" £}V r-6H-7" Yy-6-1Y

412. 414

(500 MHz, CD;0D) § 7.90
(1H,5),7.57 H,d,J
8.9), 7.43 (2 H, br. s), 3.80-
3.79 (4 H, m), 3.53-3.49 (1
H,m),2.79 (1 H, ,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) -9-1F0-2- (3~
MVET AT YT y-1-4) -1, 9-Y kM D
-6H-7" Y-6-1v

372.374

(400 MHz, DMSO) § 7.96
(1H,5),7.56 2H, d,J
8.8), 7.42 (2 H, d, J8.7),
4112 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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a0

B

M/z
ES' [M+H']

'H NMR

1-(4-Hnn7z2k) -2- (3, 3= F ¥l
E° A YY" U-1-40) -9-TF0-1,
9-¥" tb n-6H-7° Yu-6-%y

386.388

(500 MHz, DMSO) 5 7.98
(1H,s),7.57 2H,d,J
8.5), 741 (2 H, d, J8.6),
411 (2 H, q,J7.2), 2.89-
2.87 (2H, m),2.72 2 H, 5),
142 3 H, t,J7.2), 1.16-
1.08 (4 H, m), 0.68 (6 H, s).

1-(4-ynn7z=p) -2- (4, 4-Y" 7840
B AT YY" U=1-4) -9-1F)-1,
9-%' £} 0-6H-7" Yy-6-1Y

394,396

(400 MHz, DMSO) § 8.02
(1H,s),759H,d,J
8.7),7.50 (2 H, d, J8.7),
414 (2 H, q,J7.2), 3.15-
3.13 (4 H, m), 1.78-1.68 (4
H,m), 144 3 H,,J7.3).

10

1-(4-9n071=4) -9-1F-2- (3 MY
B A Y =14 -1, 9-Y kM 0
-6H-7" Ju-6-1v

388.390

(400 MHz, DMSO) 6 7.96
(1H,s),757(2H,d,J
8.8), 7.53-7.38 (2 H, br. s5),
411(2H, q,J7.3), 3.49-
343 (1 H,m), 3.28-3.21 (1
H, m), 3.07 3 H, 5), 2.76~
2.68 (2 H, m), 2.50-2.45 (1
H, m), 1.83-1.75 (1 H, m),
1.47-1.41 (4 H, m), 1.19-
1.01 (2 H, m).

11

2-(B-A" Yy M A NS =14 -1-
4-9n7zz0) -9-IFh-1, 9-Y EM 0-
6H-7" yo-6-%tv

448. 450

(500 MHz, DMSO) 5 7.95
(1H,s),7.54-744 (1 H,
m), 7.34-7.20 (6 H, m),

7.01 2 H, 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, 10.9), 2.37-
230 (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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(32)

JP 5097696 B2 2012.12.

SR HI

B

M/z
ES" [M+H']

'H NMR

12

1-(4-4an7zz0) -9-1F0-1,9-Y" EM B
=-2-(3-71z0-1-t" A" YY" ZI) —6H-

77 Ys-6-1Y

434, 436

(500 MHz, DMSO) 5 7.97
(1H,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,J12.1),
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-(4-9mn71z)) -2-[3- (M) 7040
M E AU 141 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-Hpnn7z=p) -2- (3, 3-%" 704N

B A )Y =1-40) -9-1IF)-1,
9-%" kb B-6H-7" Yy-6-1Y

394. 396

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

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

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

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

1.43 3 H,t,J7.3 Hz),
1.22-1.12 (2 H, m).

15

1-(4-ynn7z=0) -9-1F4-2-[3-
(M)7ZMIAFR) £ 0YY° u=1-4] -1,

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

412.414

(400 MHz, DMSO) § 7.89
(1H,s),7.57 QH, 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).
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(33) JP 5097696 B2 2012.12.12
- M/z 1
=S| £ ES’ [MHH'] H NMR
(400 MHz, DMSO) & 7.99
(1H,s),7.572H,d,J
7.6), 7.46 (2 H, br. s), 4.15-
I-(4-9mn7x2h) ~9-T51-2-[3- Yo 271065 (1 B, m)
16 | (M7WnsFm) e A Yy -1 426, 428 262254 (1 H, m), 2,11
Ab]-1,9-%" £b B-6H-7" Yu-6-%v 2.05 (1 H, m), 1.82-1.76 (1
H, m), 1.49-1.41 (4 H, m),
1.34-124 (1 H, m), 1.09-
0.97 (1 H, m).
(400 MHz, CDCl5) 3 7.46
(2H,dd, 8.2,1.1),7.39 (1
H,d,J1.1),728 2H,d,J
5 (merech) 7472 52,578 Hom) 3351
17 (|‘U7Jl/7.|'u)(ﬂll) to ,\° U“/é \/_1 _/”l’]_ 429’ 431 dd, Jl12,-7 11:0), 2‘.61 (1 H’
?I/ [3, 2—d] to UE:/“ \/—4 (3H) —t\/ I’n), 2_35, (3 H,,d,f 1.0), ’
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‘7””712») _7_)(?”'_‘2_ [3_ ((1 H, S), 7.65 (1 H?S), 7.46
18 (M7ntarEN) -7, 8- Eb B-1, 6- 479, 481 QH,d,J8.1),742 (1 H,
+77Y%" -6 (5H) —{W]1¥1/[3, 2- ’ 5), 7.33 (2 H, d, J 8.1), 4.49
dle” )3y v-4 (BH) 1Y (2H,s),3.40 (2H,t,J5.0),
2.61 (2 H, m),2.37 3 H, s).
(500 MHz, CDCl;) § 7.54
274§ s 1-4I-1- (4-yan §6), 725 (2 B &, 7839,
19 | Z0)-9-1F)-1,9-Y" £} 0-6H-7° 330, 332 4,09 E2 i N 7"3; 361 ( 4
Yo-6-17 H, 1, J7.6), 2.09-2.03 (2 H,
m), 1.50 (3 H, t, J 7.3).
(400 MHz, CDCl;) & 8.58
1- (4‘7””711») _9—)‘?11/—2— [2— (1 H,s),7.66 (1 H,s),7.49
” (M)70htasF0) -5, 8- b AE" YN 460, 464 (2H,d,J8.6),7.32(2H,d,
[3,4-d]t" 3% »-T(6H) - ’ J8.6),4.59 (2 H,s),3.76 (3
AV]-1,9-%" tb 0-6H-7" Yu-6-1v H, s),3.34 (2 H, t,J 5.6),
240 2 H,t,J5.3).
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(34)
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SR M5

B

M/z
ES" [M+H']

'H NMR

21

1-(4-9nn7z2h) -9-IFh-2-[2-
(MVEAFN) -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,5), 7.49-7.47 2 H,
m), 7.34-7.32 (2 H, m),

445(2H,s),415QH,q,

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

248 2H,s), .53 3H, t,J
7.3).

22

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

403

(500 MHz, CDCL,) § 7.80
QH,d,J8.7),763(1H,
s), 748 (2 H, d, J 8.1), 3.76
(3 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-hnn712ph) -9-FFh-2-[2-

(M)VEDAFN) -5, 8-Y" EF -1,
1-1779%° »-7 (6H) -4W] -1,
9-%" tb n-6H-7" Yy-6-1v

461. 463

(400 MHz, DMSO) 6 7.93
(1H,5),7.80 (1 H,d,J
7.9), 7.67 (1 H, d, 7 8.0),
7.56 2 H, d, J8.8), 7.51 2
H,d,J6.7),4.44 (2 H, s),
372 (3 H,s),3.34-3.28 2
H, m), 2.32-2.28 (2 H, m).

24

1-(3, 4-9" IViR7220) -9-FFN—-2-
[3=(MIZNARAFM) E° A" )Y y=1-4W] -1,
9-Y" kb 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, 1,
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-

(Mvtnifn) -7, 85" £F 01,
6-17¥Y%" »-6 (5H) -{V]-1,
9-%" tb B-6H-7" Yu-6-1Y

461. 463

(500 MHz, CDCL;) § 8.67
(1 H, 5),7.63 (2 H, 5), 7.46
(2 H,d,J86),731 2H,d,
J8.5),4.46 (2H, 5),3.76 (3
H,s),3.41 2 H,t,J5.8),
2.60 2 H, t,J5.7).
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(35)

JP 5097696 B2 2012.12.

=EhEH

B

M/z
ES" [M+H']

'H NMR

26

6- (4-70407z2)) -5-[3- (F7N4n
) -7, 8-Y" EM 0-1, 6-1+7FYY" ¥-6
(5H)-4n] [1, 31¥7y" 0[5, 4-d]

E" Y3y v-T7 (6H) 1Y

448

H, m), 4.50 (2 H, s), 3.48 (2

(500 MHz, CDCL;) § 8.66
(2 H, m), 7.61 (1 H, 5),
7.40-7.38 (2 H, m), 7.21 (2

H,t,J5.8),2.61 QH,tJ
5.7).

27

1-(4-70F07120) -9-4F1-2-[3-
(MZMEOAFR) E° A" YY" u=1-4N] -1,
9-%" kb n-6H-7" Yy-6-1Y

396

(360 MHz,CDCl;) § 7.63 (1
H, s), 7.29 (2 H, m), 7.18 (2

H,t,J8.6),3.75 (3 H, s),

340(1H,d,J134),2.75
(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(2H,d,J13.4), 1.42-
1.32(1 H,m), 1.17-1.09 (1

H, m).

28

1-(4-ynn7:z2)) -9-1Fh-2-[3-

(MninsFn) -7, 8-%" £b n-1,
6-177Y%" »-6 (5H) -{W]-1,
9-%" b} n-6H-7"Vy-6-%v

475

(400 MHz, CDCL,) 3 8.66
(1H,s),7.65 (1 H, s), 7.63
(1H,s),745 2 H, d,J
8.5), 7.31 (2 H, d,J 8.5),
444(2H,s),4.16 2 H, q,
J1713),3.41 2 H,t,J5.7),
261 (2H,1,J52),1.53 (3
H,t,J7.3).

29

1-(4-9nn7z=0) -9-1F0-2-[3-
(4-F¥V-4H-1, 2, 4-MIT7Y° -W-3—-1))
EAYY y-1-40]-1,9-%" £V n-
6H-7"Y—-6-%Y

439. 441

(1 H,s), 7.98 (1 H, 5), 7.58-
7.54 (2 H, m), 7.50-7.46 (2

3.64-3.60 (1 H, m), 3.55 (3

(500 MHz, DMSO) § 8.35

H,m),4.12 2 H, q,77.2),

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), .42 3 H, t,J7.2),
1.20-1.12 (2 H, m).
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(36)

JP 5097696 B2 2012.12.12

ESin)

B ¥R

M/z
ES' [M+H']

'H NMR

30

1-(4-9an712)) -9-1F)-2-[3-
(3-1FM-1, 2, 4-1*4Y" 7Y -I-5-
AN E AN y=1-40]1-1, 9-Y" £}
A-6H-7" Yv-6-1v

454, 456

(500 MHz, DMSO) 6 7.99
(1 H,s), 7.60-7.17 (4 H,
m),4.12 (2 H, q,J 7.2),
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),

269(2H,q,J7.5),1.94-

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

H,m), 142 (3 H,t,J72),

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

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

m).

31

1-(4-Hmn71z0) -2-(3, 4= £V
A4y%/Y-2 (1H) -4 )) -9~
IFN-1,9-% tb A-6H-7" Yy-6-%»

406, 408

(500 MHz, DMSO) § 7.99
(1H,s),7.552H,d,J
8.6), 748 2 H, d, J8.6),
7.14-7.10 (3 H, m), 7.04-
7.00 (1 H, m), 433 2 H, s),
4.15(QH, q,J7.2),3.22 2
H,t,J5.6),224 2 H,t,J
5.3), 1.45 3 H, 1, J7.3).

32

1-(4-9ma7:2)) -2-(6, 7-¥" £V
0¥1/[3, 2-cl1t™ YY" »-5(4H) -
M) -9-IF)-1,9-Y" £} 0-6H-7°
-6-1

412,414

(400 MHz, DMSO) 5 7.98
(1H,5),7.57 QH,d,J
8.6), 748 2 H, d, J8.6),
7.28 (1 H, d,J 5.0), 6.84 (1
H,d,J5.1),422 2 H,s),
414 (2 H, q,J 7.2), 3.34-
3.28 (2 H, m), 2.25-2.18 (2
H,m), 1.44 3 H, t, J7.2).

33

1-(4-9a712)) -9-+F-2-(3-71
ZWETOYYT U-1-40) -1, 9= £V
A-6H-7" )y-6-1Y

406, 408

(400 MHz, DMSO) 5 7.80
(1 H,s), 7.57-7.50 3 H,
m), 7.35-7.16 (6 H, m),

3.62 (3 H,s),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).
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i)

B

M/z
ES" [M+H']

'H NMR

34

1-(4-9nn7z20) -9-1Fh-2- (3-712N
£y v-1-4m) -1, 9-" b n-
6H-7" Vy-6-1>

420. 422

(360 MHz, DMSO) § 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) —{n) -9-
-1, 9-%"tM 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 n{y%/Yy-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, 5), 6.97 (1 H, d,

J82),4.35(2H,s),3.76 (3
H,s),3.27 2 H,t,J5.8),

232 2H,t,J5.7).

37

2-(7-70#0-3, 4-%" £} 04y -
2 (TH) —4n) —1-(4-704n7220)
-9-4FM-1,9-%" £} n-6H-7" Yy—-6-1>

394

(400 MHz, CDCL;) § 7.61
(1H,s),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, J2.4,92),4.37 (2
H,s),3.77 3 H,s),327 2
H,t,J5.8),2.29 2 H,t,J
5.6).
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M/z

e AR ES' [M+H'] 'HNMR
(400 MHz, CDCl;) § 7.62
2-(7-4nn-3, 4-¥" £} n4y%/Yv-2 (1H,s),7.35-7.31 2 H,
(TH) -4W) -1- (4-70F07220) -9- 45N ;2) 77- 1161 ((2113 iﬁi {] 82-41,
- =5 FLh O0-6H=7° 1Y—-6-F, TJs 1. s WU, 1y
38 1. 9= b B-6H=7 7464 410.412 1 85 7.08 (1 H, s), 6.95 (1
H,d,/8.2),4.36 (2 H,s),
3773H,5s),327Q2H, t,J
5.8),230 Q H,t,J5.7).
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ooooogo
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