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gooao
Ra\m
RP N
COLH
10
= e 451 A5/ Ra Rb HPLC A LC-MS

(min) (M+H)
Ph

3 2 FSCJLO -H 2.98 474
S \f

TH NMR (500 MHz , CDs;OD) & 7.50 (d, J=8.5 Hz, 1H), 7.40-7.45 (m, 5H), 7.22 (s, 1H),
7.09 (s, 1H), 7.01 (dd, J=2.3, 8.5 Hz, 1H), 5.38 (s, 2H), 4.24-4.60 (m, 5H), 3.60-3.70 (m,
1H), 3.14 (dt, J=8.3, 16.7 Hz, 1H), 2.99 (ddd, J=1.5, 9.6, 16.7 Hz, 1H), 2.48-2.58 (m,
1H), 2.13-2.22 (m, 1H) -

P

4
C 4 \ A
F ’2]\/ - *
3 3 3 O\f" CH3 3.07 88

TH NMR (500 MHz , CDs;OD) 6 7.42-7.47 (m, 5SH), 7.38 (s, 1H), 7.24 (s, 1H), 7.09 (s,
1H), 5.41 (s, 2H), 4.84-4.90 (m, 1H), 4.30-4.50 (m, 4H), 3.60-3.65 (m, 1H), 3.15 (dt,
J=8.2, 16.4 Hz, 1H), 2.98 (ddd, J=2.1, 9.2, 16.5, 1H), 2.48-2.56 (m, 1H), 2.31 (s, 3H),

20

2.16-2.22 (m, 1H) 30
Ph
5
N\ NS
6 F3C/\Q>\(/ T B 3.28 512
O—N

TH NMR (500 MHz , CD3;0D) & 8.19 (s, 1H), 8.14 (d, J=8.3 Hz, 1H), 8.07 (d, J=1.4 Hz,
1H), 7.75 (d, J=8.0 Hz, 1H), 7.50-7.54 (m, 4H), 7.45 (d, J=2.3 Hz, 1H), 5.06 (dd, J=2.7,
7.7 Hz, 1H), 4.54-4.62 (m, 2H), 4.42-4.48 (m, 2H), 3.71 (quint, J=8.4 Hz, 1H), 3.28 (dt,
J=8.0, 16.5 Hz, 1H), 3.13 (ddd, J=3.7, 9.2, 16.7, 1H), 2.58-2.68 (m, 2H), 2.22-2.30 (m,
1H)

40

ooboooad

uboooagoan
oooooooobobooooboooooboooooobOboooboboooOoobooboo
oboooooobobobooooobooboboboooooboobobooo
oboooad

O Ooooo



(41) JP 4516430 B2 2010.8.4

gooao

e Re HPLC A (min) | LC-MS (M-+H)
; A 10
~ N,
6 ﬂ/\/\g_ﬁ'\' 3.05 500
7 5‘5 \N/\/COZH
H 2.93 462

'TH NMR (500 MHz , CD3;0D) 8 7.50 (d, J=8.5 Hz, 1H), 7.40-7.44 (m, 5H), 7.22 (s, 1H),
7.08 (s, 1H), 7.02 (dd, J=2.5, 8.4 Hz, 1H), 5.39 (s, 2H), 4.78 (dd, J=3.2, 7.8 Hz, 1H),
3.28-3.34 (m, 2H), 3.19 (dt, J=7.8, 16.5 Hz, 1H), 2.71 (m, 2H), 2.56-2.64 (m, 1H), 2.26-

2.34 (m, 1H) 20
i\N/\/\COZH
8 H 2.93 476
f\N
9 l\/>""COzH 3.05 488
J,s’ 30
N
10 COH 3.06 488
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11 8 ©/\;’ H- 2.85 400

1H NMR (500 MHz , CDs0D) § 7.57 (d, J=9.6 Hz, 4H), 7.47 (d, 2H), 7.39 (t, J=7.2 Hz,
2H), 7.30-7.36 (m, 1H), 7.09 (d, J=8.2 Hz, 2H), 5.15 (s, 2H), 4.49 (s, 2H), 4.32-4.42 (m,
2H), 3.58-3.66 (m, 1H), 3.48-3.54 (m, 1H), 3.16-3.24 (m, 1H), 3.02-3.12 (m, 1H), 2.51-
2.60 (m, 1H), 2.18-2.26 (m, 1H), 1.30 (s, 1H), 1.19 (¢, 1H) 20

12 9 O/\f H- 3.32 406
13
7 O/\f CHs- 3.38 420
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N
R4 Ra
= i 451 AVEI Y Ry R, HPLCA | LC-MS
(min) (M+H)
14 5 g-—N<>»cozH 3.40 441

{

THNMR (500 MHz , CD;0D) 6 8.18 (s, 1H), 8.12-8.15 (m, 3H), 7.74 (d, J=8.1 Hz, 1H),
7.49 (d, J=8.3 Hz, 2H), 5.05 (dd, J=2.8, 7.6 Hz, 1H), 4.52-4.60 (m, 2H), 4.40-4.46 (m,
2H), 3.64-3.74 (m, 1H), 3.26 (dt, J=8.0, 16.4 Hz, 1H), 3.13 (ddd, J=3.4, 94, 16.7, 1H),
2.56-2.70 (m, 2H), 2.20-2.28 (m, 1H), 1.26-1.94 (m, 10H)

Ay
15 4 )\/% \\/>""002H 3.10 432
16 Ney
4 —N>—Q | 3.20 442
é <>—<N’N

P

"H NMR (500 MHz , CDCl3) & 8.13 (s, 1H), 8.06-8.10 (m, 2H), 7.63 (d, J=7.8 Hz, 1H),
7.31 (d, J=8.0 Hz, 1H), 4.97 (d, J=6.6 Hz, 1H), 4.40-4.65 (m, 5H), 3.34-3.37 (m, 1H),
3.08-3.11 (m, 1H), 2.55-2.65 (m, 1H), 2.56 (d, J=7.3 Hz, 2H), 1.92 (m, 1H), 0.93 (d,

J=6.7 Hz, GH)
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