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CDCI3) § 7.03-6.95 (m, 1H), 6.95-6.88 (m, 2H), 5.43 (bs, 1H), 5.18 (bs, 1H), 4.45

(bs, 1H), 3.19-3.12 (m, 1H), 2.97-2.80 (m, 1H), 1.38 (s, 9H).
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(m, 2H), 6.10 (bs, 1H), 5.05 (m,1H), 4.21 (m, 1H), 2.98 (m, 2H), 2.60 (m, 2H), 1.38

(s, 9H).
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1H NMR (500 MHz, CDCI3) § 7.33-

7.25 (m, 3H), 4.35-4.31 (m, 1H), 3.75 (s, 3H), 3.65 (s, 3H), 3.60 (t, 1H, J = 3.4 Hz),
3.33 (dd, 1H, J = 4.6, 13.5 Hz), 3.03 (dd, 1H, J =7, 13.5 Hz), 2.25-2.15 (m, 1H), 1.0
(d, 3H,J =7 Hz), 0.66 (d, 3H, J =7 Hz).
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1H NMR (500 MHz, CDCI3) § 7.38-7.28 (m, 3H), 5.10 (bd, 1H), 4.65-
3.98 (m, 1H), 3.76 (s, 3H), 3.32-3.25 (m, 1H), 3.13-3.05 (m, 1H), 1.40 (s, 9H).
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1H NMR (500 MHz, CD30D) § 7.45-7.38 (m, 3H),
4.44-4.40 (m, 1H), 3.38-3.33 (m, 1H), 2.98 (dd, 1H, T = 9.6, 13.5 Hz), 1.4 (s, 9H).
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) ) 1H NMR (500 MHz,
CD30D) & 7.47-7.33 (m, 3H), 4.88 (bs, 1H), 4.26-3.98 (m, 1H), 3.06-3.01 (m, 1H),

2.83-2.77 (m, 1H), 2.58-2.50 (m, 2H), 1.29 (s, 9H).
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1H NMR (500 MHz, CDCI3) § 7.01 (m, 1H), 6.85 (m,
1H), 4.22 (m, 1H), 3.78 (m, 3H), 3.64 (m, 3H), 3.61 (m, 1), 3.20 (m, 1H), 2.98 (m,
1H), 2.20 (m, 1H), 0.99 (d, 3H, J = 8 Hz), 0.62 (d, 3H, T = 8 Hz).
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7 1H NMR (500
MHz, CDCI3) § 6.99 (m, 1H), 6.94 (m, 1H), 5.08 (m, 1H), 4.58 (m, 1H), 3.78 (m,

3H), 3.19 (m, 1H), 3.01 (m, 1H), 1.41 (s, 9H).
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. 1H), 5.06 (bs, 1ED), 4.18 (m, 15, 2.98 (m, 2H), 2.61 (m, 2H), 1.39 (s, 9H).
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: 1H NMR (400 MHz, CDCl3) & 7.21 (m, 1H), 6.97 (m, 1H), 4.25 (m, 1H),

[ 3.78 (s, 3H), 3.70-3.64 (m, 4H), 3.25-3.18 (m, 1H), 2.96-2.90 (m, 1F), 2.25-2.16 (m,

E 1H), 1.01 (d, 3H, J = 8 Hz), 0.65 (d, 3H, J = 8 Hz).
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E 111 NMR (400 MHz, CDCI3) § 7.27-7.15 (m,

. 1H), 6.98-6.93 (m, 1H), 5.08 (bs, 1H), 4.61-4.55 (m, 1H), 3.78 (s, 3H), 3.23-3.18 (m,

[ 1H),3.05-2.95 (m, 1H), 1.41 (s, 9H).
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E L NMR (500 Mz,

. CDCls)  8.02 (m, 2H), 8.13(m, 1H), 9.22 (s, 1H). ESI-MS 188 (M:+1).
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1H NMR (500 MHz, CDCls) 8 1.93 (bs, 1H), 3.26 (t, 2H, J=5.5 Hz), 3.99 (t, 2H, J=5.5

Hz), 4.10 (s, 1H), 7.16 (s, 1F). ESI-MS 192 (M+1).
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H NMR (500 MHz, CDCls) 8 1.36 (s, 9H), 2.62 (m, 2H), 2..86 (m, 2H) 3.34 (bs,
1H), 3.86 (m, 1H), 4.05 (m, 4H). 4.85 (m, 1H) 5.30-5.38 (m, 1H) 6.97 (m, 3H), 7.28
(m, 1H). LC/MS 489 (M+1).
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[ g NMR
[ (500 MHz, CD30D) §2.97-3.10 (m, 4H), 3.91-4.34 (m, 5H), 4.90-5.04 (m, 2H), 7.16-
[
[

7.33 (m, 2H), 8.01-8.08 (m, 1H). ESI-MS 389 (M+1).
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E 11 NMR (500 MHz, CDCls) § 135 (s, 9H), 2.62 (m, 2H), 2.88 (m,

r 2H) 3.88-4.16 (m, 5H), 4.73 (s, 1H), 4.85 (m, 1H) 5.26-5.39 (m, 1H) 6.90 (bs, 1H),
[ 7.06(m, 2H), 7.24(m, 1H). ESI-MS 489 (M+1).
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IH NMR (500 MHz, CD30D): § 3.10-3.17 (m, 2H),

L
l
[ 2.89-2.99 (m, 2H), 3.94-4.22 (m, 4H), 4.33 (m, 1H), 4.91-5.48 (m, 2H), 7.07-7.23 (m,
[ 3H), 8.05 (m, 1H). ESI-MS 389(M-+1).
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1H NMR (500 MHz, CDCls) 6 1.35 (s, 9H), 3.00 (m,

2H), 3.30 (m, 2H), 3.93 (m, 1H) 4.04-4.24 (1, 2H), 4.23 (s, 1H), 4.35 (m, 1H) 4.97-
5.48 (m, 2H) 7.22 (m, 1H), 7.44 (m, 15), 8.04 (m, 1H). ESI-MS 507 (M+1).
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1H NMR (500 MHz, CD30D): 5 2.59-2.66 (m, 2H),
2.92 (m, 2H), 3.89-4.16-4.22 (m, 5H), 4.70-4.84 (m, 2H), 5.42 (m, 1H), 6.86 (m, 1H),
7.06 (m, 1H), 7.24 (m, 1H). ESI-MS 407(M-+1).
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1H NMR (500 MHz, CDCl3) 6 7.70

(bs, 1H), 7.82 (bs, 1H), 7.89 (d, 1H, J=4.4 Hz), 8.10 (d, 1H, J=4.6 Hz), 9.12 (s, 1H).
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15 NMR (500 MEHz, CD50D) §
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[
. 3.37(t, 1H, J=5.5 Hz), 4.18 (t, 2H, J=5.6 Hz), 4.8 (s, 1H), 7.27 (d, J=1.6 Hz, 1H),
[

7.33 (d, 1H).
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15 NMR (500 Mz, CDCls)
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r 81.38 (s, 9H), 2.05 (bs, 1H), 2.62 (m, 2H), 2.89 (m, 2H) 3.81-4.04 (m, 5H), 4.64-4.88
L

(m, 2H). 5.38 (m, 1H) 6.88 (m, 2H), 7.0 5(m, 3H). ESI-MS 421 (M+1).
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E 1H NMR (500 MHz, CD30D) § 2.96-3.13 (m, 4H), 3.93 (m, 1H), 4.13
[ (m, 2H), 4.26-4.38 (m, 2H), 4.26-4.38 (m, 2H), 4.90-5.04 (m, 2H), 7.19-7.36 (m, 3H),
[

7.58 (m, 1H). ESI-MS 321 (M+1).
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11 NMR (500 MEz, CDCls) & 1.54 (¢, 3H, J=7.6

Hz), 3.16 (q, 2H, J=7.8 Hz), 7.70 (d, 1H, J=4.5 Hz), 7.83 (d, 1H, J=4.8 Hz).
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H NMR (500 MHz, CD3;0D) & 1.36 (t, 3H, J=6.0 Hz), 2.84 (q, 2H, J=6.0 Hz), 3.70

(t, 2H, J=8.0 Hz), 4.28 (t, 2H, J=8.0 Hz). 4.06(s, 2H). ESI-MS 153 (M+1).
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1I—I NMR (500 MHz, CDCls) 6 1.31-1.34 (m, 12H), 2.67-2.92 (m, 6H), 4.03-4.12 (m,
4H), 5.03-5.31 (m, 3H), 6.93 (s, 1H), 7.05 (m, 2H). ESI-MS 450 (M-+1).
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IH NMR (500 MHz, CD30D) & 1.45 (t, 3H), 2.93-3.07

(m, 6H), 3.90-4.31 (m, 5H), 5.08 (m, 2H), 7.16 (s, 1H), 7.31 (m, 2H). ESI-MS 350
(M+H).
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'H NMR (500 MHz, CDCl;) &

8.17~8.20 (m, 2H), 9.54 (s, 1H). LC/MS (M+1) 189.
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[
- (500 MHz, CDCl;) § 2.21 (br, 1H), 3.29 (t, 2H, T = 5.5 Hz), 4.09 (t, 2H, J = 5.5 Hz),
[ 4.24 (s, 2H). LC/MS (M-+1) 193.
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'H NMR (500 MHz, CDCls) & 1.38 (s, 9H),
2.57~3.05 (m, 4H), 3.85~4.30 (m, 5H), 4.90 (s, 1H), 4.95~5.15 (m, 1H), 5.22~5.40
(br, 1H), 6.86~7.24 (m, 3H). LC/MS (M+1-t-Boc) 390.
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'H NMR (500 MHz, CD;0D) &

2.75~3.16 (m, 4H), 3.86~4.35 (m, SH), 4.95~5.05 (m, 2H), 7.03~7.20 (m, 3H).
LC/MS (M+1) 390.

ooooa
Oooooa
O00an
F
F
NH, O
N /N\N
Y/,
Fo i K/N\<
CF3
Oooo0oo
0-[(uoH-o-ooo-o-(0,0,0-0000000000HOO0ODODO]-0-(00O00O

ocooooHh-0,0,0,0-000000-0,0,0-000000.,0-c]J000000

O

O

O
O

00000 .00-[(00)-0-[(0,0-0000000000000)00017-0-(0,

,0-0000000000Hh000o0o01-0-(0oooooobo)-0,0,0,0-00

10

20

30

40



(43) JP 3762407 B2 2006.4.5

D000-0,0,0-00000[0,0-0]0000

000000000000 0D00O00000O0000000000000000(@O0)-
O-[(0,0-0000000000000)000]1-0-(0,0,0-0000000000)
0DooOo(Ooo(), 00.000, 0.000000)000~000000000)-0,
o,0,0-000000-0,0,0-00000[0,0-0]0000(O0.000, 0.00
0000)0000O00O0000O0O00DO00ODOODOO0ODOODOOoOo(@Oooon, OO0
0000000)00000000000(@O0O0)DO00000OO0nO
O
O

gbooog
uboogan

10
'H NMR (500 MHz, CDCl5)

8 1.37 (s, 9H), 2.61~3.00 (m, 4H), 3.92~4.30 (m, 5H), 4.93 (s, 1H), 4.95~5.12 (m,
1H), 5.22~5.35 (br, 1H), 6.83~6.95 (m, 1H), 7.02~7.12 (m, 1H). LC/MS (M+1-t-Bu)
452.
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[ 'H NMR 30
(500 MHz, CD;0D) § 2.75~3.15 (m, 4H), 3.82~4.35 (m, 5H), 4.90~5.05 (m, 2H),

[

. 7.16~7.25 (m, 1H), 7.30~7.42 (m, 1H). LC/MS (M+1) 408.
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E 8 2.F C-Et H 331
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: 9 3-FA-F C-Et H 349
[
: 10 2-F CH H 303
: |
: 11 2-F C-CF; H 371
[
[ 12 3-F4-F C-(4-F-Ph) H 415
[
[ 13 3-FAF C-Ph H 397
[
t 14 3. FA4-F C-(4-OMe-Ph) | H 427
[
[ 15 3-FA4-F C-(3-F4-F-Ph) |H 433
[
E 16 3-FA-F C-(4-OCF;-Ph) | H 481
E 17 3.FA4-F C-C,Fs H 439
[
[ 18 2-F N Et 352
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: 19 3-F4-F N Et 336
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: 20 2 F N Me 318
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21 2-F,5-F N Et 350

22 2-F N H 304

23 3-FA-F N H 322

24 3-F4-F N CF; 390

25 2-FA-CF; N CFs; 440

26 3-FA4-F N CH,CF; 404

27 2-F,5-F N CH,CF; 404

28 2-F CH CH,Ph 393

29 2-F CH Ph 379

30 2-F, 4-CF; C-CF; H 439

31 2-F,4-F,5-F C-CF,CFs H 379

32 4-Br,2-F,5-F C-CF; H 467, 469

33 4-Br,2-F,5-F N CF; 468, 470
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