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. Y 1.15 (m, 2H), 1.69 (d, J= 11.0 Hz, 2H),
FAF NJLE/\B 1.79-1.93 (m, 1H), 2.77 {t, J = 12.0 Hz,
I f 2H), 3.09 ¢, J = 6.4 Hz, 2H), 3.60 (5,
[ S 3H), 3.64 (5, 2H), 4.17 (d, J = 13.0 Hz,
> 2H), 545 (t, J= 5.5 Hz, 1H), 8.65 8, J =
7.5 Hz, 1H), 6.79 (s, 1H), 684 (d, J =
8.8 Hz, 1H), 7.38-7.42 (m, 2H), 10.85

(s, TH).

C—002 ‘ "o | MS ESI nife: 443 (M+H), 441 (M-H).
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Eo o0 1.79 - 1.93 (m, 1H), 277 (4, = 12.1 Hz,

!
N Lo s 2H), 3.09 (4, J = 6.3 Hz, 2H), 3.53 (s,
A M A 2H), 417 (d, J = 13.5 Hz, 2H), 5.45 (t, J
1 | = 8.0 Hz, 1H), 6.65 (t, J = 7.4 Hz, 1H),
s 8.75 (s, 1H), 684 (d, J = 8.6 Hz, 1H),
7.35-7.43 (m, 2H).

C—003 on | MS EST mie: 425 (W+H), 427 (WH).

—/ | TH-NMR (DMSO-Dq, 400 MHz) 5: 1.00 -

. 1,14 (m, 2H), 1.69 (d, J = 10.8 Hz, 2H),

E oL i 1.79 - 1.93 (m, 1H), 2.64 - 2.82 (m, 4H),

e Wy 3.08 (t, J = 6.3 Hz, 2H), 3.65 (td, 4 =

M 6.9, 5.5 Hz, 2H), 4.18 (d, J = 13.0 Hz,

) 2H), 461 (t, J= 5.3 Hz, 1H), 544 (t, J =

5.7 Hz, 1H), 857 (s, 1H), 6.65 (t, J =

7.5 Hz, 1H), 6.84 (t, J = 4.4 Hz, 1H),
7.35-7.43 (m, 2H), 10.76 (br s, 1H).

C~004 R f MS ESI mie: 415 (M+H), 413 (M-H).
I "HNMR (DMSO-D;, 300 MHz) 6: 1,48 -

r @ W b 1.64 (m, 2H), 1.88 - 2.03 (m, 2H), 3.22 -

N 3.33 (m, 2H), 3.75 - 3:89 (m, 2H), 461 -
4.73 {m, 1H), 8.67 (s, 1H), .92 (d, J =
7.6 Hz, 1H), 6.99 {5, TH), 7.04 {dd, J =
8.1,2.1 Hz, 1H), 7.41 {t, /= 8.3 Hz,
1H), 9.24 (s, 1H), 13.05 (br s, 2H).

C—005 | /u MS ESI mie: 511 (M+FD, 509 (H.
=N . TH-NMR (DMS0O-Dg, 300 MHz) &: 1.46 -
AP S~ @S | 189 (m, 2H), 1.88- 2,07 (m, 2H), 319 -
S W ™0 3.41 {m, 2H), 3.75- 381 (m, 2H), 480 -
4,76 (m, 3H), 6.22 (s, 0.4H), 6.93 (d, J =
8.3 Hz, 1H), 6.97 - 7.10 (m, 2.6H), 7.41
{t, J =83 Hz, 1H), 7.57 - 7.68 {m, 1H},
7.89-7.78 (m, 1H), 8.84 - 8.95 (m,
0.4H), 9.18 (s, 0.6H), 9.20 - 9.41 {m,
1Hy, 12.75 (s, 0.4H), 12.98 {s, 0,6H).

[0364] [F1-2]
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C—=00%86

MS ESI mie: 505 (M+H), 503 (W-HJ.
"H-NMR (DM&O0-Ds, 300 MHz) 0: 1.48
-1.68 {m, 2H), 1.89 - 2.05 {m, 2H),
3.21-3.38 (m, 2H), 3.74 - 3.91 (m,
2H), 4.52 (d, J= 5.3 Hz, 2H), 4.62 -
4.74 (m, 1H), .92 (d, J=8.3 Hz, 1H),
7.00 {3, 1H), 7.02 - 7.09 {m, 1H), 7.22
«7.34 (m, 2H), TAT {t, J= 8.3 Hz, 14,
7.76 (td, J = 7.6, 1.6 Hz, 1H), 8.51 {d,
J=4.1 Hz, 1Hy, 8.87 (brs, 1H).

MS ESI mie: 360 (M+H), 358 (M-H).
TH-NMR (DMSO-D, 300 MHz) &: 1.19
{d, J=6.8Hz, 6H), 1.45-1.63 (m,
2H), 1.85 - 2.01 (m, 2H), 2.20 (s, 3H),
2.76-2.92 (m, 1H), 327 - 3.41 (m,
2H), 3.78 - 3.93 (m, 2H), 4.52 - 4.65
(m, 1H), 8.51 (s, TH), 6.75 - 8.85 (m,
3H), 7.19 (¢, J = 7.9 Hz, 1H), 10.99 (br
s, 1H).

C—0038

MS ESI mie: 374 (M+H), 372 (M-HY.
TH-NMR (DMSO-Ds, 300 MHz) 5: 1.26
(s, OH), 1.48 - 1.62 (m, 2H), 1.87 -

2.00 (m, 2H), 2.20 (s, 3H), 3.27 - 3.41
{m, 2H), 3.78 - 3.93 (m, 2H), 4.53 -
465 (m, 1H), 8.51 (s, 1H), 6.80 (dd, J

- =8.1,2.1Hz, 1H), 5.89 - 6.88 (m, 2H),

7.20(t, J= 7.9 Hz, 1H), 10.84 (br s,
1H).

C—0089

MS ESI mie: 402 (M+H), 400 (M-H).
TH-NMR (DMSO-Dg, 300 MHz) 6: 1,51
- 1.67 (m, 2H}, 1.86 - 2.01 (m, 2H),

1 2.20: (s, 3H), 3.37 - 3.51 (m, 2H), 3.68

~3.83 (m, 2H), 4.67 - 4.78 {m, 1H),
6.51 (s, 1H), 6.98 - 7.07 (m, 1H), 7.29
- 740 (m, 3H), 10.99 (brs, 1H).

C—=01606

M5 ESI mie: 388 (M+H), 386 (M-H).
TH-NMR (DMSO-Ds, 400 MHzZ) 5: 2.03
- 2.30 (m, 2H), 2.21 (s, 3H), 3.35 -
3.77 (m, 4H), 5.20 (br s, 1H), 6.56 (br
s, 1H), 7.03 - 7.08 {m, 1H), 7.31 (dd, J
= 8.2, 1.4 Hz, 1H), 7.34 - 7.43 (m, 2H),
10.67 (brs, 1H).

[0365] [#£1-3]




WO 2008/120759

[0366] [F21-4]

146

PCT/JP2008/056210

s

BiiE

cC—-011

MS ESI mje: 388 (MtH), 386
(M-H). H-NMR (DMSO-Dy, 400
MHz) 5: 2.04 - 2.29 (m, 2H), 2.22
(5, 3H), 3.42 - 3.77 (m, 4H), 5.15
{br s, 1H), 6,56 (br s, 1H), 6.94 -
7.01 (m, 2H), 7.03 (dd, J = 8.1,
20 Hz, 1H), 744 (t, J = 81 Hz,
1H), 10.68 (br s, 1H}.

C—-012

MS ESI mie: 388 (M+H), 386
{M-H). "H-NMR (DMSO-Ds, 400
MHz) 5: 2.03 - 2.30 {m, 2H), 2.21
{s, 3H), 3.35 - 3.77 (m, 4H), 5.20
{br s, 1H), 6.56 (br s, 1H), 7.03 -
7.08 (m, 1H), 7.31 {dd, J = 82,
14 Hz, 1H), 7.34 - 7.43 (m, 2H),
10.67 (brs, 1H).

C-013

MS ESi mie; 388 (M+H), 386
(M-H).  "H-NMR (DMSO-Dj, 400
MHz) 5: 2.04 - 2.29 (m, 2H), 2.22
(s, 3H), 2.42 - 3.77 {m, 4H), 5.15
{br's, 1H}, 656 (br s, 1H), 6.94 -
7.01 (m, 2H), 7.03 (ad, J = 8.1,
2.0 Hz, 1H), 7.44 (&, J = 8.1 Hz,
1H), 10.88 (brs, TH).

C—014

MS ESI mfe: 331 (M+H), 329
(M-H). "H-NMR (DMSO-Dyg, 300
MHz) 8: 1.70 - 1.87 {m, 1H), 2.02
- 219 (m, 1H), 224 {d, J = 0.8
Hz, 3H), 2.29 (br g, 3H), 2.56 -
2.75 (m, TH), 3.14 - 3,70 (m, 6H),
6.65 (br s, 1H), 683 - 7.24 (m,

4H). |

C—-015%

M5 ESlmie: 353 (M+H), 351
(M-H). "HNMR (DMSO-Dg, 300
MiHZ) 51 1.32.{t, 4 = 7.0 Hz, 3H),
1.58 {ddd, J=25.1, 12.5, 3.7 Hz,
2H), 1.81 (d, J = 10.9 Hz, 2H),
2.75(dt, J = 13.2, 5.1 Hz, 1H},
2.88 {t, J = 11.9 Hz, 2H), 4.27 -
4.35(m, 4H), 7.17 - 7.40 (m, 6H),
7.50 < 7.54 (m, 1H), 7.78 - 7.81
{m, THY, 813 (4, J = 1.7 Hz, 1H),
8.76 (s, TH).
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C—016 | M ~ o MIS ESI mie: 367 (M+H), 365 (-H).
i | "TH-NMR (DMSO-Ds, 300 MHz) &: 1.02
N 2 | -1.20 (m, 2H), 1.31 (t, J = 7.2 Hz, 3H),
4 PN I | 1.50(d, J = 12.8 Hz, 2H), 1.64 - 1.82
| (m, 1H), 2.54 (d, J = 7.2 Hz, 2H), 2.73
@, J=11.9 Hz, 2H), 4.11 (d, J = 13.2
Hz, 2H), 4.30 (g, J = 7.2 Hz, 2H), 7.14
| -7.23 (m, 3H), 7.24 - 7.40 (m, 3H),
751 (d, J=7.9Hz, 1H), 7.76 (d, J =
8.3 Hz, 1H), B.08 (s, 1H), 8.68 (s, 1H).

C-017 ~ o NS ES! mfe: 353 (Mi+H), 351 (M-H).
| /L H-NMR (DMSO-Ds, 300 MHz) : 1.58
HOL A N/“\N/ ~ (ddd, J = 25.1, 12.6, 3.8 Hz, 2H), 1.76
, no \l - 1.85 (m, 2H), 2.69 - 2.80 (m, 1H),
o Ny | 289 (1, J= 1.9 Hz, 2H), 420 (d, J =

| | | 18.2Hz 2H), 7.17 ~ 7.37 (m, 6H), 7.49

27 1788 m, 1H), 7.74 - 7.78 (m, 1H),
B2 (t,J= 1.7 Hz, TH), 8.73 {5, 1H),
12.82 (brs, 1H).

MS ESI mie: 330 (M+H), 337 (M-H).
"H-NMR (DMSO-Dg, 300 MH2) 3: 1.03
HO AN N & <1.21 (m, 2H), 159, J=132 Hz,

i L | | 2H), 1.65- 182 (m, 1H), 253 (d, J =

7.2 He, 2H), 2.73 (t, J = 11.9 Hz, 2H),

4.10(d, J= 13.2 Hz, 2H), 7.14-7.23
{m, 3H}, 7.24 - 7.36 (i, 3H), 7.40 {d, J
= 7.9 Hz, 1H), 7.72 (d, /= 9.3 Hz, 1H),
B8.07 (s, 1H), 8.64 (s, 1H), 12,81 (s,
1HJ.

C—018

MS ES| mie: 413 (M+H), 412 (M-H).
TH-NMR (DMS0-Ds, 300 MHz) & 1.51
-1.63 (m, 2H), 187 @, J=117 Hz,
2H), 2.74 (t, J=12.1 Hz, 1H), 2.88 &,
J=12.1 Hz, 2H},4.28(d, /= 13.2 Hz,
2H), 4.47 (d, J= 6.0 Hz, 2H), 717 -
7.36 (m, 11H), 745 (d, J= 7.9 Hz,
1H), 7.68 (d, J = 7.9 Hz, 1H), 7.97 (s,
1H), 8.69 (s, 1H), 8.93 {t, J= 5.8 Hz,
1H).

1C—-020 F MS ESI mie: 406 (M+H), 404 (M-H).
F N "H-NMR (DMSO-Dg, 300 MHz) &: 1.51
L J\ ! -1.64 (m, 2H), 1.81 (d, J= 109 Hz,
HNW/K;’ W 2H), 2.75 (dd, J= 162, 7.8 Hz, 1H),
R i} . 2.88 (t, J= 11.9 Hz, 2H), 4.01 - 4.13
1, 2H), 4.30 (d, J = 13.2 Hz, 2H),
{4 [ 747-737 (m,6H), 744 (d, J= 7.9
Hz, 1H), 7.71 (d, J=8.7 Hz, 1H), 7.98
(s, 1H), 8.73 (5, 1H), 898 (t, /=62
Hz, 1H).

C—-019

[0367] [F1-5]
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co031 | -~ MS ES| ne: 428 (M+H), 426 (M-H).
[\)\ TH-NMR (DMSO-Ds, 300 MHz) 5: 1.02
™

IR -1.19 (m, 2Hy, 1.58 (d, J= 12.4 Hz,
HN»W*«NJJ\N 5 2H), 1.65 - 1.81 (m, 1H), 2.53(d, J =

i & 0\ @ 7.5 Hz, 2H), 272 &, J = 11.7 Hz, 2H),
~ 410(d, J=13.2 Hz, 2H), 4.46 (d, J=
B.0Hz, 2H), 7.17 - 7.35 {m, 11H), 7.43 |

{d,J=75Hz, 1H), 764 (d, J= 8.1 Hz,
1H), 7.92 {s, 1H), 8.0 (s, 1H), 8.92 4,

J=6.0 Hz, 1H).
C—022 ~ N TS ESI mis: 442 (M+H), 440 (M-H).
O/]N\ ([ o | 'H-NMR (DMSO-Ds, 200 MHz) 5: 1.01
< Ty D V@ -1.20 (m, 2H), 1.59 (d, J = 12.8 Hz,
° N | 2H), 1.65- 1.82 (m, 1H), 2.54 (d, J=

7.2 Hz, 2H), 272 t, J = 11.9 Mz, 2H),
2.83{t,J = 7.5 Hz, 2H), 3.41 - 3.52 (m,
2H), 4.1 (d, J = 13.6 Hz, 2H), 7.15 -
7.38(m, 12H), 7.61 (d, J = 7.9 Hz,
1H), 7.88 (s, 1H), BA4 (, J= 55 Hz,
1H), 859 (s, 1H).

C-023 F MS ESI mie: 420 (Vi+H), 418 (M-H).
F;;L\ N o 'H-NMR (DMSO-Ds, 300 MHz) &: 1.01
| g i -1.20 (m, 2H), 1.59 (d, 4= 12.8 Hz,
N A | 2H), 165 - 1.83 (m, 1H), 254 (d, J =
8 PPN ) 7.2 Hz, 2H), 2.73 (¢, J = 12.2 Hz, 2H),

3.98-4.17 (m, 4H), 7.14 - 7.24 (m,
3H), 7.24-7.37 (m, 3H), 742 (d, J=
7.5 Hz, 1), 7.67 (d, J= 7.9 Hz, 1H),
7.94 (s, 1H), 8.64 (s, 1H), 897 ¢, J=
6.2 Hz, 1H).

- o~ & VIS EST mie: 428 (M*H), 426 (V-H).
DRSO W "H-NMR (DMSGC-De, 300 MHz) : 1.49
7N Y U\ - 1.85 (m, 2H), 1.81 (d, J= 109 Hz,

o 2H), 2.60 - 2.93 (m, 5H), 347 (g, J =
6.8 Hz, 2H), 4.29 (d, J = 13.2 Hz, 2H),
7.47-738 (m, 12H), 7,64 (d, J=7.9
Hz, TH), 7.92 (s, TH), B.45 {t, J= 55
Hz, 1H), 8.66 (s, 1H).

C—-025 7 | MS ESIEm/e: 430 {(M+H), 428 (M-H).
< "H-NMR (DMSO-Dy, 300 MHz) 5 1.50
Y 7 i - 1.67 {m, 2H}, 1.90 - 2,04 (m, 2H),
LN \‘H/L‘“/\ | 3.23-3.35 (m, 2H), 3.76 - 3.91 (m,
i [ L Q 2H), 4.47 (d, J = 6.0 Hz, 2H), 4.54 -
<o 4.66 (m, 1H), 6,88 - 7.04 (m, 3H), 7.19
<7.38 (m, 8HY, 7.45 (d, J= 7.5 Hz,
1H), 7.68 {d, J = 7.9 Hz, 1H), 7.94 (5,
1H),8.72 (s, 1H), 8.93 (t, /= 6.0 Hz,
1H).

4

\_/
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EHi L gltiE e ,
C—026 MS ESI mie: 429 (!VI+H’), 427 (M-H).

i
k | "H-NMR (DMSO-Ds, 300 MHz) 5: 1.22
8 -1.38 (m, 2H), 1.86 - 1.98 (m, 2H),
Ny \/\E‘/L\N/\L oy | 3000 =113 Hz, 2H), 3.37 - 3.54
| (m, 1H), 4.06 (d, J = 13.2 Hz, 2H),
¢ ~ ;{”\/J 446 (d. J = 6.0 Hz, 2H), .47 (d, J =
8.3 Hz, 1H), B.50{, J = 7.2 Hz, 1H),
6.60 (d, J = 7.5 Hz, 2H), 7.06 {t, J =
7.9 Hz, 2H), 7.18-7.37 (m, 6H), 7.45
(@, J=75Hz, 1H), 7.65 (d, J = 7.9 Hz,
1H), 7.94 (s, 1H), 8.:68 (s, 1H), 8.93 t,
J=6.0 Hz, 1H).
MS ESI mie: 416 (M+H), 414 (M-H).
N\ TH-NMR (DMSO-Dyg, 300 MHz) 3: 2.04
N g /Y | -2.20 (m, 2H), 343 - 3.56 (m, 1H),
HN#//J\ Ao ¥ | 356-375m, 3H), 4.46 (d, J=5.7
WY Hz, 2H), 5.09 (s, 1H), .91 - 7.00 (m,
© it 3H), 7.19 - 7.36 (m, 8H), 7.45 (d, J =
7.5 Hz, 1H), 7.72 (d, J = 7.9 Hz, 1H),
7.97 (s, 1H), 5.40 (s, 1H), 8.82 {t, J =
6.0 Hz, 1H).

C—028 K\ _ 1I\/IS ESl mie: 416 (M+H), 414 (M-H).
J\ f/\\\ H-NMR (DMSO-Ds, 300 MHz) &: 2.04
o}

C~027

-2.29 (m, 2H), 3.43 - 3.56 (m, 1H),
3.56- 3.75 (m, 3H), 4.46 (d, J=5.7
Hz, 2H), 5.09 (s, 1H), 6.91~ 7.00 (m,
3H), 7.19 - 7.36 (m, 8H), 7.45 (d, J =
7.5 Hz, 1H), 7.72 (d, J = 7.9 Hz, 1H),
7.97 (s, 1H), 840 (s, 1H), 8.92 (t, J =
8.0 Hz, 1H).

C—029 //NR MS ESImie: 448 (M+H), 446 {(M-H).
S

TH-NMR (DMS0-Dy, 300 MHz2) 5: 1.53
™ 8 -1.71 (m, 2H), 1.89 - 2.05 (m, 2H),
N o |38~ 547 (m. 2H), 371 3.69 (m,
H ‘\/\J\ L1 | 2H), 446 (d, J = 6.0 Hz, 2H), 4.53 -
a 467 {m, 1H), .91 -7.01 (m, 1H), 7.08
F | -7.40(m, 9H), 745 (d, J= 7.7 Hz,
1H), 7.66 (d, J = 8.1 Hz, 1H), 7.94 (s,
1H), 8.73 (s, 1H), 8.93 ¢, J = 6.0 Hz,
1H).
C—030 | » NIS ESI mie: 448 (M+H), 446 (M-H).
@ TH-NMR (DMSO-Dg, 300 MHz) 5: 1.49
| /@\ P - 1.66 (m, 2H), 1.89 - 2.06 (m, 2H),
HN\F PN A 3.22 - 3.37 (m, 2H), 3.76 - 3.92 {m,
PV L UL, | 2,446 (@, J=57 Hz, 21), 458 -
1 471 (m, 1H), 6.70 - 6.95 (m, 3H), 7.18
-7.40 {m, 7H), 745 (d, J= 7.2 Hz,
1H), 7.66 (d, J = 7.5 Hz, 1H), 7.94 (s,
1H), 8.73 (s, 1H), 8.94 {m, 1H).

[0369] [F1-7]
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C—-031 MS ESI mle: 448 (Mi+H), 446 (V-H).
@ "H-NMR (DMSO-Dg, 300 MHz) 5: 1.48
L ~1.65 (m, 2H), 1.88 - 2.03 (m, 2H),
N -

Y Q ij 3.21-3.35 (m. 2H), 3.75 - 3.89 (m,
& A 2H), 4.42 - 4.60 (m, 3H), 6.96 - 7.06
(m, 2H), 7.12 (t, J = 8.9 Hz, 2H), 7.19 -
7.39 (m, 6H), 7.45 (d, J = 7.9 Hz, 1H),
7,66 (d, J= 8.3 Hz, 1H), 7.94 (s, 1H),
8.72 (5, 1H), 8.94 (t, J = 6.0 Hz, TH).

C-032 | 7 Ny MS ESI mie: 488 (WM+H), 486 (M-H).
g "H-NMR (DMSO-Ds, 300 MHz) 5: 1.48

9 - 1,70 (m, 2H), 1.88 -'2.06 (m, 2H),

o Kb I o 1326341 (m, 21, 378 - 391 (m.

i H K/Loi\ | |2+, 3.88 (s, 3H), 447 (d, J = 6.0 Hz,

2H), 4.54 - 469 (m, 1H), 6.86 - 7.05
(m, 3H), 7.20 - 7.38 {m, 7H), 8.06 (dd,
J=0.9, 0.8 Hz, 1H), 825 (dd, J = 1.7,
0.9 Hz, 1H), 8.32 (dd, J = 1.7, 0.8 Hz,
1H), 8.96 (br s, 1H), 9.19 &, J = 6.0

. Hz, 1H).

I g o WIS ESI mle; 460 (M+H), 458 (M-H).
L s TH-NMR (DMSO-Dg, 300 MHz) 6: 1.47
YN i - 169 (m, 2H), 1.87 - 2.07 {m, 2H),

N AN fj 3.20 - 3.38 (m, 2H), 3.70 - 3.92 (m,
I | O\ T ) | 2H), 386 (s, 3H), 445 (d, J = 6.0 He,
~o 2H), 4.53 - 4.68 {m, 1H), .86 - 7.04
(m, 3H), 7.07 (d, J = 8.7 Hz, 1H), 7.16
- 7.40 (m, 7H), 7.83 (dd, J = 87, 2.3
Hz, 1H), 7.81 (s, 1H), 810 (d, J = 2.3
Hz, 1H), 8.85 (t, J = 6.0 Hz, 1H).
MS ESI mie: 474 (M+H), 472 (V-H).
TH-NMR (DMSO-Dg, 300 MH2) 5: 1.52
- 1,86 (m, 2H), 1.90 - 2.04 (m, 2H),
3.22 - 340 (m, 2H), 3.77 - 3.89 (m,
2H), 4.47 {d, J = 6.0 Hz, 2H), 4.55 -
4.66 (m, 1H), .89 - 7.03 (m, 3H), 7.20
- 7.37 (m, 7H), 8.05 (dd, J = 0.9, 0.8
Hz, 1H), 8.21 (dd, J = 1.7, 0.9 Hz, 1H),
8.27 (dd, J = 1.7, 0.8 Hz, 1H), 8.91 (s,
1H), 9.16 (t, J = 6.0 Hz, 1H), 13.08 (br
s, 1H).
C-035 (\ MS ESI mfe: 444 (M+H), 442 (M-H).
S

C—034 | »

H-NMR (DMSO-Ds, 300 MH2) 5: 1.39
/Cj\ i - 1.55 (m, 2H), 1.82 - 1.96 (m, 2H),

F 3.09- 322 (m, 2H), 3.55 - 3.65 (m,
' i:lc « | 1H), 3.74- 3.87 (m, 2H), 446 (¢, J =

| 6.0 Hz, 2H), 4.54 (s, 2H), 7.19 - 7.39

(m, 11H), 7.44 (d, J = 7.9 Hz, 1H),
7.65(d, J= 7.9 Hz, 1H), 7.93 (s, 1H),
8.67 (s, 1H), 8.93 & J = 6.0 Hz, 1H).

[0370] [F1-8]
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S | AEER o | ifE o ,
C—036 | . MS ESI mie: 444 (M+H), 442 (M-H).
@ "H-NMR (DMSO-Ds, 300 MHz) 5: 1.49
) IJ\ i - 1.86 (m, 2H), 1.80 - 2.02 (m, 2H),

y O\ £y |227(s,3H), 323 - 3.37 (m, 2H), 375
OKJ\CHH - 3.8 (m, 2H), 447 (d, J= 8.0 Hz,

2H), 4.51 - 4.64 (m, 1H), 6.70 - 6.84
(m, 3H), 7.10 - 7.39 (m, 7H), 7.45 (d, J
=7.5Hz, 1H), 7.66 (d, J= 7.9 Hz, 1H),
7.94 (s, 1H), .72 (s, 1H), 894 {t, J=

| 58 Hz, 1H).
C—037 | 7~ M8 ESTme: 544 (M+H), 542 (M-H).
) 'H-NMR (DMSO-Ds, 300 MHz) 5: 1.29
(> i -1.48 (m, 11H), 1.69- 1.83 (m, 2H),

S v 2.91 - 3,05 {m, 2H), 3.36 - 3.4 (m,
o) L Q 2H), 4.26 (s, 2H), 4.38 - 4.53 (m, 3H),
0 5.85 - 6.94 {m, 3H), 7.19 - 7.37 (m,

5>/C% 8H), 745 (t, 4= 7.7 Hz, 1H), 7.60 -
HE b, 7.70 (m, 2H), 9.07 (t, J = 5.8 Hz, TH).
C~038 | MS ESI mie: 444 (M+H), 442 (M-H),
g TH-NMR (DMSO-D5, 300 MHz) 5: 1.30
R - 147 {m, 2H), 1.69 - 1.84 {m, 2H),
BN A g™, | 2.93-3.08 (m, 2H), 3.14 (s, 3H), 3.40
| L Lo K | -3.85 (m, 2H), 4.38 - 4.65 (m, 3H),
' o 8.84 - 6,97 (m, 3H), 7.47 - 7.39 (m,

8H), 7.45 (t, J=7.7 Hz, 1H), 7.58 -
7.72 (m, 2H), 8.03-9.15 (m, 1H),

C—039 N MS ESI mfe: 488 (M+H), 486 (M-H).

THNMR (DMSO-De, 300 MHZ) 5 1.33
| i - 1.49 (m, 2H), 1.69 - 1.83 (m, 2H),

BN, (K// NN e 2.90- 3.04 (m, 2H), 3.35 - 3.49 (m,

4 o ij\ ,@] 2H), 4.30 (s, 2H), 4.30 - 4.54 {m, 3H),
o 6.85 - 6.84 (m, 3H), 7.19 - 7.37 (m,

ot 8H), 7.44 (t, J= 7.8 Hz, 1H), 783 (d, J

=7.9 Hz, 1H), 7.68 (s, 1H), .08 ¢, J=

6.0 Hz, 1H), 12.80 (brs, 1H).

c—040 | - WIS EST mie: 446 (VrF), 434 (W),
L o "HNMR (DMSO-Ds, 300 MHz) 5: 1.54
N S -1.69 (m, 2H), 1.91 - 2.05 (m, 2H),
i A s e | 3232341 (m, 2H), 3.75 - 3.89 (m,
I WU 1 ) 1 2H), 444 (d, J = 6.0 He, 2H), 456 -
4.66 (m, 1H), 6.83 - 6.95 (m, 3H), 6.99
(d, J=7.9Hz, 1H), 7.18 - 7.35 (m,
7H), 7.52 (dd, J = 7.9, 2.3 Hz, 1H),
7.94(d, 4= 2.3 Hz, 1H), 8.16 (5, TH),
B.77 (1, J= 6.0 Hz, 1H), 10,34 (ors,
1H),

[0371] [F1-9]
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C—~041

MS ESI m/e: 501 (M+H), 499 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 8: 1.32
- 1.49 (m, 2H), 1.68 - 1.84 (m, 2H),
261 (d, J=4.1Hz, 3H),2.90-3.07
{m, 2H), 3.38 - 3.53 (m, 2H), 4.21 (s,
2H), 4.38 - 4.54 (m, 3H), 6.84 - 6.95
(m, 3H), 7.19-7.37 (m, 8H), 7.42 (t, J
=7.7 Hz, 1H), 7.57 - 7.69 (m, 2H),
7.78-7.88 (m, 1H), 9.07 {t, /= 5.8 Hz,
1H).

C—-042

MS ESI m/e: 474 (M+H), 472 (M-H).
H-NMR (DMSO-Dg, 300 MHz) 5: 1.27
-1.44 (m, 2H), 1.65 - 1.80 (m, 2H),
2.88 - 3.04 (m, 2H), 3.38 - 3.56 (m,
4H), 3.61 - 3.72 (m, 2H), 4.36 - 4.55
(m, 3H), 4.78 (t, J = 5.1 Hz, 1H), 6.84 -
6.94 (m, 3H), 7.18 - 7.38 (m, 8H), 7.45
(t, J=7.7 Hz, 1H), 7.63 (d, J=7.5 Hz,
1H), 7.71 (s, 1H), 9.08 (¢, J= 5.7 Hz,
1H).

C—-043

MS ESI mle: 535 (M-H). 'H-NMR
(DMSO-Dg, 300 MHz) 8: 1.28 - 1.44
(m, 2H), 1.66 - 1.81 (m, 2H), 2.80 (s,
6H), 2.90 - 3.06 (M, 2H), 3.12 - 3.22
(m, 2H), 3.38 - 3.51 (m, 2H), 3.90 -
3.99 (m, 2H), 4.38 - 4.54 (m, 3H), 6.84
-6.94 (m, 3H), 7.18 - 7.37 (m, TH),
740 (d, J=9.0Hz, 1H), 7.52 (t, J =
7.7 Hz, 1H), 7.73 (d, J = 7.5 Hz, 1H),
7.81 (s, 1H), 9.17 (t, J=5.8 Hz, 1H),
9.77 (s, 1H).

C—-044

MS ESI mfe: 460 (M+H), 458 (M-H).
TH-NMR (DMSO-Ds, 400 MHz) b: 1.58
@d, J = 9.9, 6.0 Hz, 2H), 1.93 - 2.00
(m, 2H), 3.28 (ddd, J = 18.1, 9.6, 5.1
Hz, 2H), 3.80 - 3.86 (m, 2H), 3.86 (s,
3H), 4.51 (d, J = 6.0 Hz, 2H), 4.58 -
4682 (m, 1H), 6.94 (t, J = 7.3 Hz, 1H),
7.00 (dd, J = 8.8, 0.9 Hz, 2H), 7.06 (d,
J = 9.0 Hz, 1H), 7.23 - 7.36 (m, 6H),
7.64 (dd, J = 8.9, 2.9 Hz, 1H), 7.83 (d,
J=28Hz, 1H), 8.57 (s, 1H), 8.69 (t, J
= 6.1 Hz, 1H).

C—-045

MS ESI mle: 437 (M+H), 435 (M-H).
"H.NMR (DMSO-Ds, 300 MHz) &: 1.48
-1.67 (m, 2H), 1.87 - 2.02 (m, 2H),
3.29 -3.45 (m, 2H), 3.75 - 3.91 (m,
2H), 4.46 (d, J = 6.0 Hz, 2H), 4.55 -
467 (m, 1H), 6.88 - 7.03 (m, 3H), 7.19
-7.40 (m, 7H), 7.69 (s, 1H), 8.13 -
8.24 (m, 1H), 11.03 (s, 1H).

[0372] [F£1-10]
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C—046 | ) MS ESI mie: 443 (M+H), 441 (M-H).
‘ TH-NMR (DMSO-Dg, 300 MHz) &: 1.48

s # %H%NO'O%D - 1.69 (m, 2H), 1.86 - 2.04 (m, 2H),
HN. ~N

3.27 - 346 (m, 2H), 3.74 - 3.91 (m,
Iy 2H), 4.53 - 4.71 (m, 3H), 6.86 - 7.08
(m, 5H), 7.29 (t, J = 7.2 Hz, 2H), 7.40
(d, J = 3.8 Hz, 1H), 7.69 (s, 1H), 8.25
(s, 1H), 11.04 (s, 1H).

C—047 | MS ESI m/e: 437 (M+H), 435 (M-H).
{ /H "H-NMR (DMSO-Ds, 300 MHz) &: 1.50
W(©\ j’,\ - 1.87 (m, 2H), 1.90 - 2.05 (m, 2H),
A D\ @ 3.23-3.38 (m, 2H), 3.78 - 3.90 (m,
6 . 2H), 4.55 - 4.67 (m, 1H), 4.73 (d, J =
6.0 Hz, 2H), 6.88 - 7.04 (m, 3H), 7.24 -
7.33 (m, 2H), 7.35 (d, J = 7.9 Hz, 1H),
746 (d, J=7.9 Hz, 1H), 7.59 - 7.76

(m, 3H), 7.98 (s, 1H), 8.75 (s, 1H),
9.29 (t, J = 6.0 Hz, 1H).

c—048 | , MS ESI mie: 436 (M+H), 434 (M-H).
o ~ o "H-NMR (DMSO-Ds, 300 MHz) &: 1.50

D - 1.67 (m, 2H), 1.90 - 2.04 (m, 2H),

”” 7NN 3.23 - 3.39 (m, 2H), 3.76 - 3.90 (m,

5 . 2H), 4.54 - 4.67 (m, 1H), 461 (d, J =

6.0 Hz, 2H), 6.88 - 7.05 (m, 5H), 7.24 -
7.45 (m, 4H), 7.42 (d, J = 7.5 Hz, 1H),
7.65 (d, J = 7.5 Hz, 1H), 7.93 (s, 1H),
8.73 (s, 1H), 9.03 (t, J = 6.0 Hz, 1H).

C—049 MS ESI mie: 448 (M+H), 446 (M-H).
TH-NMR (DMSO-Ds, 300 MHz) &: 1.51

0 - 185 (m, 2H), 1.91 - 2.04 (m, 2H),

L NJJ\N 3.23 - 3.37 (m, 2H), 3.78 - 391 (m,

‘ H O\ @ 2H), 4.50 (d, J = 5.7 Hz, 2H), 4.55 -

o 4.66 (m, 1H), 6.89 - 7.03 (m, 3H), 7.12

- 7.23 (m, 2H), 7.24 - 7.40 (m, 5H),

746 (d, J = 7.9 Hz, 1H), 7.66 (d, J =

7.9 Hz, 1H), 7.94 (s, 1H), 8.73 (s, 1H),
8.92 (t, J= 5.7 Hz, 1H).

C—050 o o WIS ESI mie: 545 (M+H), 543 (W-H).
P o H-NMR (DMSO-Ds, 300 MHz) &: 1.42

: - 1,65 (m, 2H), 147 (s, 9H), 1.90 -

o 2.02 (m, 2H), 3.21 - 3.36 (m, 2H), 3.7

Hy HJL - 3.89 (m, 2H), 442 (d, J = 60 Hz,

N N
I O\o /@ 2H), 4.54 - 465 (m, 1H), 6.88 - 7.03

(m, 3H), 7.20 - 7.37 (m, 7H), 7.45 (dd,
J=15,08Hz, 1H), 7.53 (dd, J = 1.7,
1.5 Hz, 1H), 7.78 (dd, J = 1.7, 0.8 Hz,
1H), 8.69 (s, 1H), 8.82 (t, J = 6.0 Hz,
1H), 9.40 (s, 1H).
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C—051

3

MS ESI m/e: 448 (M+H), 446 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) &:
151 - 1.65 (m, 2H), 1.91 - 2.03 (m,
2H), 3.23 - 3.36 (m, 2H), 3.77 - 3.91
(m, 2H), 444 (d, J = 6.0 Hz, 2H),
455 - 465 (m, 1H), 6.89 - 7.02 (m,
3H), 7.09 - 7.20 (m, 2H), 7.24 - 7.39
(m, 5H), 7.44 (d, J = 7.9 Hz, 1H),
765 (d, J = 8.1 Hz, 1H), 7.93 (s, 1H),
8.72 (s, 1H), 8.95 (t, J = 6.0 Hz, 1H).

C—052

MS ESI mie: 448 (M+H), 446 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) &:
151 - 1.66 (m, 2H), 1.91 - 2.03 (m,
2H), 3.23 - 3.37 (m, 2H), 3.78 - 3.90
(m, 2H), 447 (d, J = 6.0 Hz, 2H),
4.55 - 465 (m, 1H), 6.89 - 7.19 (m,
BH), 7.24 - 7.42 (m, 4H), 7.45 (d, J =
7.9 Hz, 1H), 7.66 (d, J = 7.9 Hz, 1H),
7.95 (s, 1H), 8.73 (s, 1H), 8.99 (t, J =
6.0 Hz, 1H).

C—0b3

MS ESI m/e: 448 (M+H), 446 (M-H).
H-NMR (DMSO-D, 300 MHz) &:
1.49 - 1.65 (m, 2H), 1.90 - 2.03 (m,
2H), 3.22 - 3.37 (m, 2H), 3.75 - 3.88
(m, 2H), 446 (d, J = 6.0 Hz, 2H),
455 - 465 (m, 1H), 6.88 - 7.03 (m,
3H), 7.12 - 7.38 (m, 8H), 7.59 - 7.68
(m, 1H), 7.68 - 7.75 (m, 1H), 8.71 (s,
1H), 8.79 (¢, J = 6.0 Hz, 1H).

C—05b4

MS ESI mie: 498 (M+H), 496 (M-H).
TH-NMR (DMSO-Ds, 300 MHz) 5:
1.52 - 1.68 (m, 2H), 1.92 - 2.05 (m,
2H), 3.24 - 3.39 (m, 2H), 3.77 - 3.91
(m, 2H), 4.47 (d, J = 6.0 Hz, 2H),
4,70-4.81 (m, 1H), 7.19-7.37 (m,
9H), 746 (d, J = 7.5 Hz, 1H), 7.53 (¢,
J=7.7Hz, 1H), 7.66 (d, J= 8.3 Hz,
1H), 7.94 (s, 1H), 8.74 (s, 1H), 8.95
(t, J=6.0 Hz, 1H).

C—0bb

MS ESI mle: 464 (M+H), 462 (M-H).
H-NMR (DMSO-Ds, 300 MHz) &:
1.49 - 1.65 (m, 2H), 1.90 - 2.03 (m,
2H), 3.22 - 3.37 (m, 2H), 3.76 - 3.91
(m, 2H), 4.47 (d, J = 5.7 Hz, 2H),
460 -4.73 (m, 1H), 6.94 - 7.02 (m,
2H), 7.10 (s, 1H), 7.19 - 7.39 (m, 7H),
7.46 (d, J=7.9Hz, 1H), 7.66 (d, J =
8.3 Hz, 1H), 7.94 (s, 1H), 8.73 (s,
1H), 8.95 (¢, J = 6.0 Hz, 1H).

[0374] [F&1-12]
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C—-056

MS ESI mfe: 434 (M+H), 432 (M-H).
'H-NMR (DMSO-Dg, 300 MHz) 8: 1.43
-1.61(m, 2H), 1.85 - 1.97 (m, 2H),
3.17 - 3.30 (m, 2H), 3.72 - 3.86 (m,
2H), 3.91 (s, 3H), 4.41 (d, J= 6.4 Hz,
2H), 451 - 4.63 (m, 1H), 6.88 - 7.01
(m, 3H), 7.19 - 7.36 (m, 8H), 8.37 (t, J
=6.2 Hz, 1H), 8.89 (s, 1H).

C—057

MS ESI mie: 345 (M+H), 343 (M-H).
"H-NMR (DMSO-Ds, 400 MHz) &: 1.01
- 1.14 (m, 2H), 1.77 (d, J = 13.2 Hz,
3H), 1.79 - 1.89 (m, 1H), 2.07 (s, 3H),
2.19 (s, 3H), 2.77 (t, J = 12.1 Hz, 2H),
297 (t, J = 6.3 Hz, 2H), 4.21 (d, J =
13.5 Hz, 2H), 4.82 (t, J = 5.7 Hz, 1H),
.47 (t, J = 7.3 Hz, 1H), 6.49 - 6.53 (m,
2H), 8.94 (d, J = 7.3 Hz, 1H), 6.98 (t, J
=7.7 Hz, 1H).

C—058

MS ESI mle: 446 (M+H), 444 (M-H).
H-NMR (DMSO-Ds, 400 MHz) 5: 1.56
(i, J = 13.2, 4.4 Hz, 2H), 1.92 - 1.99
(m, 2H), 3.21 - 3.29 (m, 2H), 3.82 (td,
J =93, 3.9 Hz, 2H), 450 (d, J = 5.8
Hz, 2H), 4.57 - 4.61 (m, 1H), 6.82 (d, J
= 8.8 Hz, 1H), 6.93 (dq, J = 11.2, 2.6
Hz, 1H), 6.97 - 7.00 (m, 2H), 7.23 -
7.39 (m, 8H), 7.85 (d, J = 2.6 Hz, 1H),
8.45 (s, 1H), 9.22 (¢, J = 5.9 Hz, 1H),
11.90 (s, 1H).

C—059

MS ESI mle: 445 (M+H), 443 (M-H).
TH-NMR (DMSO-Ds, 300 MHz) 5: 1.48
- 162 (m, 2H), 1.89 - 2.02 (m, 2H),
3.18 - 3.38 (m, 2H), 3.74 - 3.88 (m,
2H), 4.40 (d, J = 6.0 Hz, 2H), 453 -
465 (m, 1H), 5.12 (s, 2H), 6.64 (s,
1H), 6.87 - 7.05 (m, 5H), 7.19 - 7.36
(m, 7H), 8.42 (s, 1H), 8.67 (t, J = 6.0
Hz, 1H).

C—060

MS ESI mie: 431 (M+H), 429 (M-H).
TH-NMR (DMSO-Ds, 300 MHz) 5: 1.53
- 167 (m, 2H), 1.93 - 2.04 (m, 2H),
3.24 - 3.40 (m, 2H), 3.78 - 3.90 (m,
2H), 4.49 (d, J = 5.7 Hz, 2H), 4.56 -
4.67 (m, 1H), 6.89 - 7.03 (m, 3H), 7.21
- 7.38 (m, 7H), 8.32 (dd, J = 2.6, 1.9
Hz, 1H), 8.84 (d, J = 1.9 Hz, 1H), 8.79
(d, J = 2.6 Hz, 1H), 8.92 (s, 1H), 9.18
(t,J=5.7 Hz, 1H).

[0375] [F£1-13]
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C-061 MS ESI mie: 448 (M+H), 446 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 5: 1.51

"o - 166 (m, 2H), 1.91 - 2.03 (m, 2H),

N ﬁJLN 322 - 3.37 (m, 2H), 3.75 - 387 (m,

1 CL /© 2H), 446 (d, J = 5.7 Hz, 2H), 4.55 -

0 467 (m, 1H), 6.88 - 7.03 (m, 3H), 7.19

- 7.37 (m, 8H), 7.63 - 7.71 (m, 1H),

7.91-7.99 (m, 1H), 8.49 (s, 1H), 9.03
(t, J=5.7 Hz, 1H).

C—062 o o. MS ESI m/e: 488 (M+H), 486 (M-H).
cH, H-NMR (DMSO-Ds, 300 MHz) 5: 1.55

0 - 1.72 (m, 2H), 1.94 - 2.11 (m, 2H),

HN NJ\N 3.28 - 3.45 (m, 2H), 3.75 - 3.93 (m,

I H CL /@ 2H), 3.87 (s, 3H), 4.47 (d, J = 6.0 Hz,

o 2H), 4.59 - 4.89 (m, 1H), 6.89 - 7.09

(m, 3H), 7.19 - 7.42 (m, 7H), 7.50 (dd,
J=823, 1.1 Hz, 1H), 7.96 (d, J = 8.3

Hz, 1H), 8.66 (d, J = 1.1 Hz, 1H), 9.16
(t. J=6.0Hz, 1H), 10.25 (s, 1H).

C—063 R MS ESI m/e: 460 (M+H), 458 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) &: 1.50

0 - 1.65 (m, 2H), 1.90 - 2.02 (m, 2H),

HN H\ 322 - 3.37 (m, 2H), 3.71 - 3.90 (m,

N
I CLO@ 2H), 3.76 (s, 5H), 4.45 (d, J = 6.0 Hz,

2H), 455 - 4.65 (m, 1H), 6.89 - 7.07
(m, 4H), 7.20 - 7.40 (m, 8H), 7.56 (s,
1H), 8.70 (s, 1H), 8.92 (t, J = 6.0 Hz,
1H).

C-064 OO MS ESI mie: 474 (M+H), 472 (M-H).
Q "H-NMR (DMSO-Ds, 300 MHz) 5: 1.56
9 - 1.71 (m, 2H), 1.94 - 2.08 (m, 2H),

HN J\

NN 3.23 - 346 (m, 2H), 3.75 - 3.88 (m,
5 O\ @ 2H), 447 (d, J = 6.0 Hz, 2H), 4.58 -
° 4,69 (m, TH), 6.90 - 7.03 (m, 3H), 7.20
- 7.40 (m, 7TH), 7.45 (dd, J = 8.3, 1.5
Hz, 1H), 8.00 (d, J = 8.3 Hz, 1H), 8.80
(d, J =15 Hz, 1H), 9.13 (t, J = 6.0 Hz,
1H), 10.92 (s, 1H), 13.80 (br s, 1H).

C—065 MS ESI m/e: 466 (M+H), 464 (M-H).
. o "H-NMR (DMSO-Dg, 300 MHz) 8: 1.50
o J\N/\ - 1.65 (m, 2H), 1.91 - 2.04 (m, 2H),

N 3 Q\ 3.22-3.37 (m, 2H), 3.77 - 3.91 (m,

LA, | 2H), 4.47 (d, J = 6.0 Hz, 2H), 4.59 -
4.70 (m, 1H), 6.70 - 6.94 (m, 3H), 7.02
-7.20 (m, 3H), 7.25 - 7.42 (m, 3H),
7.46(d, J=7.9Hz 1H), 7.63 - 7.69
(m, 1H), 7.95 (s, 1H), 8.74 (s, 1H),
8.99 (t, J = 8.0 Hz, 1H).

[0376] [F21-14]
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MS ESI mie: 419 (M+H), 417 (M-H).
H-NMR (DMSO-D, 300 MHz) 3: 1.45

0,
@ w?‘”@b - 1,62 (m, 2H), 1.86 - 2.01 (m, 2H),
HN A
5

3.13-3.28 (m, 2H), 3.71 - 3.86 (m,
2H), 4.41 (d, J = 8.0 Hz, 2H), 4.51 -
4,62 (m, 1H), 6.78 (s, 1H), 6.88 - 7.02
(m, 4H), 7.18 - 7.38 (m, 7H), 8.41 (s,
1H), 8.49 (t, J= 6.0 Hz, 1H), 11.00 (s,
1H).

C—067 | » MS ESI mie: 466 (M+H), 464 (M-H).
) "H-NMR (DMSO-Ds, 300 MHz) 5: 1.54

\ )i <171 (m, 2H), 1.92 - 2.06 (m, 2H),
HN. N @\ /@\ 3.24 - 3.37 (m, 2H), 3.76 - 3.90 (m,
(o) F

2H), 4.47 (d, J = 6.0 Hz, 2H), 4.62 -
4.74 (m, 1H), 6.94 - 7.42 (m, OH), 7.46
(d, J=7.5Hz, 1H), 7.66 (d, J= 7.9 Hz,
1H), 7.94 (s, 1H), 8.75 (s, 1H), 8.95 (t,
J=58Hz, 1H).

C—-068 @ MS ESI m/e: 466 (M+H), 464 (M-H).

"H-NMR (DMSO-Dg, 300 MHz) : 1.47
j\ - 1.65 {m, 2H), 1.88 - 2.03 (m, 2H),
H NN F 1 3.19-3.37 (m, 2H), 3.75-3.91 (m,
@O/Q:F 2H), 4.46 (d, J = 5.7 Hz, 2H), 453 -
4.85 (m, 1H), 6.78 - 6.89 (m, 1H), 7.09
-7.41 (m, 8H), 746 (d, J=7.5Hz,
1H), 7.65 (d, J = 7.5 Hz, 1H), 7.94 (s,
1H), 8.73 (s, 1H), 8.94 (t, J=5.7 Hz,
1H).

C-069 MS ESI me: 514 (M+H), 512 (M-H).
@ . "H-NMR (DMSO-Ds, 300 MHz) 5: 1.50
HNYQ 1 - 1.67 (m, 2H), 1.90 - 2.06 (m, 2H),
ASWeN . | 322-338 (m 24,377 - 391 (m,
"o b | 2H), 447 (d, J = 6.0 Hz, 2H), 4.62 -
475 (m, 1H),6.93 (d, J = 7.9 Hz, 1H),
6.97 -7.09 (m, 2H), 7.17- 7.51 (m,
8H), 7.66 (d, J = 8.3 Hz, TH), 7.94 (s,

1H), 8.74 (s, 1H), 8.95 (t, J = 5.8 Hz,
1H).

o VS ES| mie: 434 (M+H), 432 (M-H).
K YCL B "H-NMR (DMSO-Ds, 300 MHz) 5: 1.51
O ﬁ O -1.67 (m, 2H), 1.92 - 2.06 (m, 2H),

° 0 ¢ | 3.24-3.38 (m, 2H), 3.79 - 3.92 (m,
2H), 4.59 - 4.71 (m, 1H), 6.76 (td, J =
8.5,2.3 Hz, 1H), 6.81 - 8.95 (m, 2H),
7.09 (t, J= 7.3 Hz, 1H), 7.26 - 7.43 (m,
4H), 7.52 (d, J = 7.9 Hz, 1H), 7.69 -
7.81(m, 3H), 7.99 (s, 1H), 8.79 (s,
1H), 10.20 (s, 1H).

C—070

[0377] [5£1-15]
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C—071 | ~ MS ESI mie: 433 (M+H), 431 (M-H).
M we O%”Q "H-NMR (DMSO-Ds, 300 MHz) 5: 1.45
5 p” -1.80 (m, 2H), 1.86 - 2.00 (m, 2H),
i A=/ R @ 3.14 -3.27 (m, 2H), 3.71 - 3.86 (m,
5H), 4.37 (d, J = 6.0 Hz, 2H), 4.51 -
4.62 (m, 1H), 6.76 (d, J = 1.5 Hz, 1H),
6.88 - 7.01 (m, 4H), 7.17 - 7.37 (m,
7H), 8.43 (s, 1H), 848 (t, J = 6.0 Hz,
1H).

C—072 MS ESI m/e: 466 (M+H), 464 (M-H).
@ 'H-NMR (DMSO-Ds, 300 MHz) 5: 1.47
j\ ? - 1,67 (m, 2H), 1.89 - 2.05 (m, 2H),
M, WO /@ 3.19-3.37 (M, 2H), 3.76 - 3.92 (m,
o CLO _ | 2H),4.47 (d, J=5.7 Hz, 2H), 4.59 -
4.75 (m, 1H), 6.69 - 6.86 (m, 3H), 7.18
-7.39 (M, 6H), 7.46 (d, J=7.5Hz,
1H), 7.66 (d, J = 7.5 Hz, 1H), 7.94 (s,
1H), 8.74 (s, 1H), 8.87 - 9.03 (m, 1H).

C—-073 o MS ESI mie. 446 (M+H), 444 (M-H).

"H-NMR (DMSO-Ds, 300 MHz) 5: 1.49
0 - 163 (m, 2H), 1.90 - 2.01 (m, 2H),
HN NJLN 320 - 3.36 (m, 2H), 3.76 - 3.87 (m.
I O\ /© 2H), 4.42 (d, J = 6.0 Hz, 2H), 4.54 -
[»]

4,64 (m, 1H), 6.83 (dd, J = 2.1, 1.3 Hz,
1H), 6.89 - 7.01 (m, 3H), 7.20 - 7.36
(m, 9H), 8.60 (s, 1H), 8.81 (¢, J = 6.0
Hz, 1H), 9.49 (s, 1H).

C—074 /7 MS ESI m/e: 454 (M+H), 452 (M-H).
. o "H-NMR (DMSO-Ds, 300 MHz) 3: 1.50

HNYQ 1 - 1.65 (m, 2H), 1.90 - 2.04 (m, 2H),

N N@ Q 3.21 - 3.38 (m, 2H), 3.76 - 3.91 (m,

0 o ¢ | 2H), 4.56 - 4.70 (m, 1H), 461 (d, J =

5.8 Hz, 2H), 6.70 - 7.04 (m, 5H), 7.25 -
7.46 (m, 4H), 7.65 (d, J = 8.3 Hz, 1H),
7.93 (s, 1H), 8.73 (s, 1H), 9.03 (t, J =
5.8 Hz, 1H).

C=075 | /7 MS ESI mie: 465 (M+H), 453 (VFH).

g H-NMR (DMSO-Ds, 300 MHz) 5: 1.51

- 185 (m, 2H), 1.91 - 2.04 (m, 2H),

™ HJLN/\ /Q 322 - 338 (m, 2H), 3.77 - 391 (m,

. | 2H), 459 - 4.78 (m, 1H), 473 (d, J =

6.0 Hz, 2H), 6.70 - 6.95 (m, 3H), 7.25 -

7.40 (m, 2H), 7.46 (d, J = 7.5 Hz, 1H),

7.62 (d, J = 3.0 Hz, 1H), 7.67 (d, J =

7.7 Hz, 1H), 7.73 (d, J = 3.0 Hz, 1H),

7.98 (s, 1H), 8.76 (s, 1H), 9.30 (t, J =
6.0 Hz, 1H).

[0378] [F£1-16]
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C-076 - MS ESI e 448 (MI+H), 446 (V-HD).
H-NMR (DMSO-Ds, 300 MHz) 5 1.51
o - 166 (m, 2H), 1.90 - 2.03 (m, 2H),
N ﬁJL 324 - 3.38 (m, 2H), 3.76 - 3.89 (m,

N
[ O\ /© 2H), 446 (d, J = 6.0 Hz, 3H), 455 -
Q

4.86 (m, 1H), 6.89 - 7.03 (m, 3H), 7.21
- 7.37 (m, 8H), 7.61 - 7.69 (m, 1H),
7.78 (s, 1H), 8.95 (5, 1H), 9.02 (¢, J =
6.0 Hz, 1H).

C—077 o G MS ESI mie: 501 (M+H), 499 (M-H).

o, H-NMR (DMSO-Ds, 300 MHz) 5: 1.51
0 - 1.66 (m, 2H), 1.89 - 2.02 (m, 2H),
Y \kaN/\ | 2.90 (s, 3H), 2.95 (s, 3H), 3.18 - 3.36

‘ I | (m, 2H), 3.68 - 3.81 (m, 2H), 4.48 (d, J
= 8.0 Hz, 2H), 455 - 4.66 (m, 1H),
6.88 - 7.03 (m, 3H), 7.20 - 7.41 (m,
8H), 7.59 (dd, J = 7.9, 1.5 Hz, 1H),
7.96 (d, J = 1.5 Hz, 1H), 8.75 (s, 1H),
9.08 (t, J= 6.0 Hz, 1H).

MS ESI m/e: 487 (M+H), 485 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) 5: 1.54
- 1.69 (m, 2H), 1.95 - 2.08 (m, 2H),
2.80 (d, J = 4.5 Hz, 3H), 3.26 - 3.41
I | (m, 2H), 3.74 - 3.86 (m, 2H), 447 (d, J
= 6.0 Hz, 2H), 4.57 - 4.68 (m, 1H),
8.90 - 7.04 (m, 3H), 721 - 7.37 (m,
7H), 7.46 (dd, J = 8.3, 1.5 Hz, 1H),
7.78 (d, J = 83 Hz, 1H), 8.75 (d, J =
1.5 Hz, 1H), 8.84 (d, J = 4.5 Hz, 1H),
9.08 (t, J=6.0 Hz, 1H), 11.30 (s, 1H).

cC—079 GH, MS ESI m/e: 399 (M+H), 397 (M-H).

y "H-NMR (DMSO-Ds, 400 MHz) &: 1.01
N\ - 1.44 (m, 2H), 169 (d, J = 11.2 Hz,

o}
| |
N/U\N)\s 2H), 1.79 - 1.92 (m, TH), 2.19 (s, 3H),
F H 276 (t, J = 11.7 Hz, 2H), 3.09 (t, J =

C—-078

6.4 Hz, 2H), 4.19 (d, J = 12.1 Hz, 2H),

F\F
N 545 (t, J = 5.6 Hz, 1H), 6.51 (s, 1H),
.65 (t, J = 7.4 Hz, 1H), 6.84 (d, J =
8.6 Hz, 1H), 7.36-7.42 (m, 2H), 10.83

(brs, 1H).

C-080 oH, | MS ESI mle: 316 (M+H), 314 (M-H).
0 N 'H-NMR (DMSO-Ds, 400 MHz) &: 0.99
N\ |- 1.3 (m, 2H), 1.56 (d, J = 10.6 Hz,

L /’KS 2H), 1.67 - 1.78 (m, 1H), 2.19 (s, 3H),
NN 2.50 - 2.54 (m, 2H), 2.72 (t, J = 12.0
Hz, 2H), 4.16 (d, J = 12.8 Hz, 2H),

6.50 (s, 1H), 7.15-7.22 (m, 3H), 7.25
-7.32 (m, 2H), 10.84 (br s, 1H).

[0379] [FR1-17]
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C—-081

MS ESI mfe: 318 (M+H), 316 (M-H).
TH-NMR (DMSO-Dg, 400 MHz) &: 1.49
- 1.60 (m, 2H), 1.89 - 1.98 (m, 2H),
2.19 (s, 3H), 3.29 - 3.38 (m, 2H), 3.81
- 3.92 (m, 2H), 456 - 4.63 (m, 1H),
6.51 (s, 1H), 6.93 (¢, J = 7.5 Hz, 1H),
6.98 (d, J = 8.8 Hz, 2H), 7.28 (¢, J =
7.8 Hz, 2H).

C—-082

MS ESI m/e: 332 (M+H), 330 (M-H).
TH-NMR (DMSO-Dg, 400 MHz) &: 1.39
- 1.50 (m, 2H), 1.81 - 1.90 (m, 2H),
2.19 (s, 3H), 3.15 - 3.24 (m, 2H), 3.56
- 364 (m, 1H), 3.78 - 3.88 (m, 2H),
453 (s, 2H), 6.50 (s, 1H), 7.24 - 7.37
(m, 5H), 10.95 (or's, 1H).

C—083

MS ESI mle: 317 (M+H), 315 (M-H).
'H-NMR (DMSO-Ds, 400 MHz) &: 1.19
- 1.33 (m, 2H), 1.90 (d, J = 9.7 Hz,
2H), 2.19 (s, 3H), 3.01 (t, J = 11.5 Hz,
2H), 3.39 - 351 (m, 1H), 4.11 (d, J =
12.8 Hz, 2H), 5.45 (d, J = 8.4 Hz, 1H),
6.47 - 6.53 (m, 2H), 659 (d, J = 7.5
Hz, 2H), 7.05 (dd, J = 8.6, 7.3 Hz, 2H),
10.90 (br's, 1H).

C—084

MS ESI m/e: 444 (M+H), 442 (M-H).
"H-NMR (DMSO-Ds, 400 MHz) 5: 1.53
-1.80 (m, 2H), 1.94 - 1.97 (m, 2H),
2.24 (s, 3H), 3.24 - 3.33 (m, 2H), 3.80
-3.83(m, 2H), 443 (d, J = 8.0 Hz,
2H), 4.61 (s, 1H), 6.90 - 7.00 (m, 3H),
7.09 (d, J = 8.0 Hz, 1H), 7.20 - 7.38
(m, 7H), 7.44-7.46 (m, 2H), 8.58 (s,
1H), 8.74 (t, J = 8.0 Hz, 1H).

C—-085

MS ESI mie: 430 (M+H), 428 (M-H).
'H-NMR (DMSO-Dg, 400 MHz) &: 1.55
- 1.63 (m, 2H), 1.94 - 2.01 (m, 2H),
3.32 - 3.33 (m, 2H), 3.81 - 3.86 (m,
2H), 4.46 (d, J = 5.8 Hz, 2H), 4.59 -
463 (m, 1H), 6.93 (t, J = 7.3 Hz, 1H),
6.99 (dd, J = 8.8, 0.9 Hz, 2H), 7.22 -
7.34 (m, BH), 7.55 (d, J = 8.8 Hz, 2H),
7.79 (d, J = 8.8 Hz, 2H), 8.81 (s, 1H),
8.85 (t, J = 5.9 Hz, 1H).

[0380] [5£1-18]
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C—086

N J\

MS ESI m/e: 466 (M+H), 464 (M-H).
*H-NMR (DMSO-Ds, 300 MHz) &:
1.51-1.72 (m, 2H), 1.90 - 2.08 (m,
2H), 3.20 - 3.40 (m, 2H), 3.74 - 3.93
(m, 2H), 4.46 (d, J = 5.7 Hz, 2H),
4.60-4.75 (m, 1H), 6.72 - 6.86 (m,
1H), 7.15 - 7.42 (m, 8H), 7.46 (d, J =
7.2 Hz, 1H), 7.66 (d, J = 7.9 Hz, 1H),
7.94 (s, 1H), 8.75 (s, 1H), 8.89 - 9.01
(m, 1H).

C—-087

MS ESI mie: 466 (M+H), 464 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 5
1.52 - 1.68 (m, 2H), 1.87 - 2.03 (m,
2H), 3.20 - 3.38 (m, 2H), 3.73 - 3.90
(m, 2H), 4.41 - 4.60 (m, 3H), 6.96 -
7.07 (m, 1H), 7.18 - 7.41 (m, 8H),
7.45(d, J=7.9 Hz, 1H), 7.65 (d, J =
7.9 Hz, 1H), 7.94 (s, 1H), 8.74 (s,
1H), 8.94 (¢, J = 5.7 Hz, 1H).

C—-088

MS ESI mie: 466( M+H), 464( M-H).
'H-NMR (DMSO-Ds, 300MHz) B:
1.55-1.74 (m, 2H), 1.84-2.02 (m, 2H),
3.19-3.38 (m, 2H), 3.75-3.92 (m, 2H),
4.28-4.55 (m, 3H), 7.08-7.41 (m, 9H),
745 (d, J = 7.9 Hz, 1H), 7.65 (d, J =
7.9 Hz, 1H), 7.94 (s, 1H), 8.74 (s,
1H), 8.88-9.01 (m, 1H).

C—-089

MS ESI mie: 473 (M+H), 471 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) &:
1.53 - 1,69 (m, 2H), 1.93 - 2.07 (m,
2H), 3.25 - 3.43 (m, 2H), 3.72 - 3.87
(m, 2H), 447 (d, J = 6.0 Hz, 2H),
457 - 469 (m, 1H), 6.88 - 7.06 (m,
3H), 7.19 - 7.41 (m, 7H), 7.44 (dd, J
= 8.3, 1.5 Hz, 1H), 7.83 (s, 1H), 7.85
(d, J= 8.3 Hz, 1H), 8.38 (s, 1H), 8.78
(d, J = 1.5 Hz, 1H), 9.08 (t, J = 6.0
Hz, 1H), 11.56 (s, 1H).

C—-090

ﬁr@uiﬁo o

MS ESI mie: 440 (M+H), 438 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) o:
1.50 - 1.66 (m, 2H), 1.91 - 2.06 (m,
3H), 3.21 - 3.42 (m, 2H), 3.77 - 3.92
(m, 2H), 3.98 - 415 (m, 2H), 4.59 -
4.72 (m, 1H), 8.71 - 6.81 (m, 1H),

16.81 - 6.95 (m, 2H), 7.26 - 7.40 (m,

2H), 7.44 (d, J= 7.5 Hz, 1H), 7.89 (d,
J =79 Hz, 1H), 7.95 (s, 1H), 8.76 (s,
1H), 8.99 (t, J = 6.4 Hz, 1H).

[0381] [5£1-19]
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C—091 | ¢, MS ESI m/e: 454 (M+H), 452 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) &: 1.50

t o - 167 (m, 2H), 1.91 - 2.05 (m, 2H),

HNYQ 38 2.44 - 2.65 (m, 2H), 321 - 3.38 (m,

N fO\ Q\ 2H), 348 (dt, J = 5.5, 3.3 Hz, 2H),

o . 376 -392 (m, 2H), 458 - 4.72 (m,

1H), 6.70 - 6.96 (m, 3H), 7.25 - 7.42

(m, 3H), 7.64 (d, J = 8.3 Hz, 1H), 7.91

(s, 1H), 8.57 (t, J = 5.5 Hz, 1H), 8.74
(s, 1H).

C—092 MS ESI m/e: 414 (M+H), 412 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 5: 1.49

- 1.66 (m, 2H), 1.81 (d, J = 11.7 Hz,

o ow 9H), 2.68 - 2.81 (m, 1H), 2.89 (t, J =

g 121 Hz, 2H), 4.29 (d, J = 132 Hz,

0 2H), 4.46 (d, J = 6.0 Hz, 2H), 7.16 -

! 7.39 (m, 10H), 7.58 (d. J = 87 Hz,

9H), 7.80 (d, J = 8.7 Hz, 2H), 8.77 (s.
1H), 8.84 (t, J = 6.0 Hz, 1H).

C—0093 o 0 MS ESI mle: 501 (M+H), 499 (V-H).
o, "H-NMR (DMSO-Ds, 300 MHz) 5; 1.14

Q o (t, J = 7.2 Hz, 3H), 1.53 - 1.69 (m, 2H),

! 1.93 - 2.07 (m, 2H), 3.22 - 3.42 (m,

HN )\

; N NO\ /@ 4H), 3.72 - 3.85 (m, 2H), 447 (d, J =

o o 5.7 Hz, 2H), 4.57 - 4.68 (m, 1H), 6.89
- 7.03 (m, 3H), 7.19 - 7.39 (m, 7H),
747 (d, J= 8.3 Hz, 1H), 7.78 (d, J =
8.3 Hz, 1H), 8.73 (s, 1H), 8.86 (¢, J =
4.9 Hz, 1H), 9.08 (t, J = 5.7 Hz, 1H),
11.23 (s, 1H).

C—094 MS EST mie; 431 (V+H), 429 (V-H).
"H-NMR (DMSO-Ds, 400 MHz) 3: 153
S - 1.65 (m, 2H), 1.90 - 2.01 (m, 2H),
A N/“\N 3.26 - 3.39 (m, 2H), 3.78 - 3.91 (m,

I CL /© 2H), 447 (d, J = 6.0 Hz, 2H), 4.56 -
0 4.66 (m, 1H). 6.90 - 7.02 (m, 3H), 7.21
-7.39 (m, 8H), 8.17 (s, 1H), 8.34 (d, J
=51 Hz, 1H), 9.2 (t, J = 6.0 Hz, 1H),
0.42 (s, 1H).

MS ESI m/e: 342 (M+H), 340 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) &: 1.50

HO # - - 1.68 (m, 2H), 1.88 - 2.04 (m, 2H),
i 3.19 - 3.53 (m, 2H), 3.74 - 3.93 (m,
0 2H), 454 - 467 (m, 1H), .93 (t, J =

7.2 Hz, 1H), 6.99 (d, J = 7.9 Hz, 2H),
7.29 (dd, J = 7.9, 7.2 Hz, 2H), 7.38
(dd, J =51, 1.3 Hz, 1H), 828 (d, J =
1.3 Hz, 1H), 8.38 (d, J = 5.1 Hz, 1H),
9.49 (s, 1H).

cC-095 Sy

[0382] [5£1-20]
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C—-096

MS ESI mie: 428 (M+H), 426 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) 5
0.90 (d, J = 6.8 Hz, 6H), 1.36 - 1.46
(m, 2H), 1.50 - 1.69 (m, 3H), 1.89 -
2.05 (m, 2H), 3.19 - 3.37 (m, 4H),
3.77 - 3.91 (m, 2H), 459 - 4.70 (m,
1H), 6.71 - 6.95 (m, 3H), 7.25 - 7.34
(m, 2H), 7.38 (d, J = 7.5 Hz, 1H),
7.63 (d, J = 8.4 Hz, 1H), 7.87 (s, 1H),
8.30 (t, J = 5.5 Hz, 1H), 8.71 (s, 1H).

C—097

MS ESI m/e: 414 (M+H), 412 (M-H).
H-NMR (DMSO-Ds, 300 MHz) 5:
0.88 (d, J = 6.8 Hz, 6H), 1.50 - 1.85
(m, 2H), 1.76 - 1.91 (m, 1H), 1.91 -
2.04 (m, 2H), 3.02 - 3.10 (m, 2H),
3.22 - 3.38 (m, 2H), 3.77 - 3.91 (m,
2H), 4.59 - 4.70 (m, 1H), 6.71 - 6.95
(m, 3H), 7.26 - 7.36 (m, 2H), 7.39 (d,
J=75Hz, 1H), 7.64 (d, J = 7.9 Hz,
1H), 7.87 (s, 1H), 8.35 (t, J = 5.7 Hz,
1H), 8.71 (s, 1H).

C—-098

MS ESI m/e: 498 (M+H), 496 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) &:
1.52 - 1.68 (m, 2H), 1.91 - 2.06 (m,
3H), 3.27 - 341 (m, 2H), 3.76 - 3.92
(m, 2H), 449 (d, J = 5.7 Hz, 2H),
4.62 (d, J = 38.1 Hz, 1H), 6.87 - 7.06
(m, 3H), 7.19 - 7.45 (m, 7H), 7.80 (s,
1H), 8.13 (s, 1H), 825 (s, 1H), 9.07
(s, 1H), 9.2 (t, J = 5.7 Hz, 1H).

C—099

MS ESI mle: 430 (M+H), 428 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 5;
1.48 - 1.68 (m, 2H), 1.90 - 2.05 (m,
2H), 3.21 - 3.38 (m, 2H), 3.65 (s, 3H),
3.76 - 3.92 (m, 2H), 3.99 (d, J= 6.0
Hz, 2H), 4.58 - 4.71 (m, 1H), 6.70 -
6.96 (m, 3H), 7.25 - 7.39 (m, 2H),
7.43(d, J=7.5Hz, 1H), 766 (d, J=
7.9 Hz, 1H), 7.94 (s, 1H), 8.75 (s,
1H), 8.83 (t, J = 5.7 Hz, 1H).

C—100

MS ESI mie: 416 (M+H), 414 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) &:
1.49 - 1.66 (m, 2H), 1.88 - 2.07 (m,
2H), 3.21 - 3.39 (m, 2H), 3.76 - 3.96
(m, 4H), 457 - 4.71 (m, 1H), 6.70 -
6.95 (m, 3H), 7.24 - 7.38 (m, 2H),
743 (d, J=75Hz, 1H), 7.66 d, J =
8.3 Hz, 1H), 7.93 (s, 1H), 8.69 (t, J =
5.8 Hz, 1H), 8.75 (s, 1H), 12.56 (br s,
1H).

[0383] [F&1-21]
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C—101 o MS ESI mie: 429 (M+H), 427 (M-H).
“aC\NJ\ 0 "H-NMR (DMSO-Ds, 300 MHz) &: 1.48
! HNYCL A -1.70 (m, 2H), 1.88 - 2.07 (m, 2H),
7 CL 260 (d, J=41 Hz, 3H), 3.19 - 3.42
[+} F

(m, 2H), 3.71 - 3.95 (m, 4H), 4.56 -
4.72 (m, 1H), 6.69 - 6.96 (m, 3H), 7.23
-7.40 (m, 2H), 7.46 (d, J = 7.5 Hz,
1H), 7.66 (d, J = 7.5 Hz, 1H), 7.75 -
7.88 (m, 1H), 7.94 (s, 1H), 8.53 - 8.64
(m, 1H), 8.74 (s, 1H).

C—102 o MS ESI mie: 443 (Vi+H), 441 (M-H),
H,CANJH 0 'H-NMR (DMSO-Ds, 300 MHz) 5: 1.02
HNYQ\NJLN (t.J=7.2 Hz, 3H), 1.48-1.68 (m. 2H),
I ()\o Q\F 1.89 - 2.06 (m, 2H), 3.02 - 3.18 (m,
2H), 3.21 - 3.40 (m, 2H), 3.73 - 3.94
(m, 4H), 4.56 - 4.73 (m, 1H), 6.69 -
6.97 (m, 3H), 7.23 - 7.40 (m, 2H), 7.45
(d, J=7.2Hz, 1H), 7.66 (d, J= 7.9 Hz,
1H), 7.76 - 8.05 (m, 2H), 8.47 - 8.63
(m, 1H), 8.74 (s, 1H).

MS ESI mle: 443 (M+H), 441 (M-H).

o]
HAC\N)H 0 "H-NMR (DMSO-Ds, 300 MHz) 5: 1.46
&, HNY@N A -1.70 (m, 2H), 1.87 - 2.07 (m, 2H),
I i O\ /@\ 2.86 (s, 3H), 3.01 (s, 3H), 3.19 - 3.41
0 F | (m, 2H), 3.73 - 3.94 (m, 2H), 3.99 -
4.19 (m, 2H), 4.54 - 4.73 (m, 1H), 6.67
-6.99 (m, 3H), 7.21 - 7.49 (m, 3H),
787 (d, J = 6.8 Hz, 1H), 7.92 (s, 1H),
8.32 (s, 1H), 8.75 (s, 1H).

c-104 B MS ESI re: 469 (M+H), 467 (M-H).
GNJH o "H-NMR (DMSO-Dg) 5: 1.49 - 1.66 (m,
HNYQN A, 2H), 1.69 - 2.05 (m, 6H), 3.19 - 3.39
I o (j\ Q (m, 4H), 3.47 (t, J = 6.6 Hz, 2H), 3.76 -
0 F | 3.92 (m, 2H), 4.01 (d, J = 5.3 Hz, 2H),
458 - 4.72 (m, 1H), 6.69 - 6.97 (m,
3H), 7.25-7.38 (m, 2H), 7.44 (d, J =
7.5 Hz, 1H), 7.67 (d, J = 7.5 Hz, 1H),
7.93 (s, 1H), 8.32 - 8.44 (m, 1H), 8.75
(s, H).
VS ESI mie: 444 (M+H), 442 (M-H).

CH,
o "H-NMR (DMSO-Dg, 400 MHz) d: 1.54
@vn , A - 1.60 (m, 2H), 1.93 - 1.99 (m, 2H),
I L0
Q

C—103

C—~105

2.30 (s, 3H), 3.25 - 3.32 (m, 2H), 3.79
- 3.86 (m, 2H), 445 (d, J = 6.2 Hz,
2H), 4.56 - 463 (m, 1H), 6.93 (t, J =
7.3 Hz, 1H), 6.99 (d, J = 7.9 Hz, 2H),
7.22 - 7.34 (m, 8H), 7.49 (s, 1H), 7.73
(s, TH), 8.65 (s, 1H), 8.88 (¢, J = 6.1
Hz, 1H).

[0384] [F£1-22]
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C—106

MS ESI mie: 485 (M+H), 483 (M-H).
"H-NMR (DMSO-Dg, 400 MHz) 8: 1.51
- 1.72 (m, 4H), 2.18 (s, 3H), 2.21 (5,
3H), 2.27 (s, 3H), 2.87 (t, J = 12.8 Hz,
3H), 4.25 (d, J = 12.8 Hz, 2H), 4.41 -
4.58 (m, 3H), 6.56 (s, 1H), 6.60 (s,
1H), 6.97 - 7.04 (m, 1H), 7.08 - 7.18
(m, 3H).

C—107

MS ESI mle: 345 (M+H), 343 (M-H).
"H-NMR (DMSO-Ds, 400 MHz) 8: 1.15
- 1.30 (m, 2H), 1.79 - 1.92 (m, 2H),
2.19 (s, 3H), 2.29 (s, 3H), 2.59 - 2.71
(m, 1H), 2.94 (&, J = 11.0 Hz, 2H), 3.69
(s, 2H), 4.05 (d, J = 13.5 Hz, 2H), 6.51
(s, 1H), 7.09 - 7.16 (m, 3H), 7.28 -
7.34 (m, 1H).

cC—108

MS ESI| mie: 345 (M+H), 343 (M-H).
'H-NMR (DMSO-Dg, 400 MHz) 5: 0.98
- 1.14 (m, 2H), 148 (g, J = 6.9 Hz,
2H), 1.56 - 1.76 (m, 3H), 2.19 (s, 3H),
277 (t, J=11.9 Hz, 2H), 3.01 (q, J =
6.5 Hz, 2H), 4.19 (d, J = 12.8 Hz, 2H),
547 (t, J=5.5Hz, 1H), 6.44 - 6.61 (m,
4H), 7.05 (t, J = 7.9 Hz, 2H), 10.65 -
10.90 (m, 1H).

C—109

MS ESI mie: 436 (M+H), 434 (MI-H).
"H-NMR (DMSO-Dg, 300 MHz) 8: 1.48
-1.67 (m, 2H), 1.88 - 2.04 (m, 2H),
3.22-3.41 (m, 2H), 3.73 - 3.89 (m,
2H), 4.41 (d, J = 6.0 Hz, 2H), 4.53 -
4.67 (m, 1H), 6.88 - 7.06 (m, 4H), 7.18
-7.39 (m, TH), 7.47 (s, 1H), 8.68 -
8.78 (m, 1H), 9.84 (s, 1H).

C—110

MS ESI m/e; 454 (M+H), 452 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) 8: 1.47
-1.67 (m, 2H), 1.88 - 2.06 (m, 2H),
3.21-3.40 (m, 2H), 3.72 - 3.90 (m,
2H), 4.41 (d, J = 5.7 Hz, 2H), 4.57 -
4.71 (m, 1H), 6.66 - 7.02 (m, 4H), 7.18
-7.39 (m, BH), 7.47 (s, 1H), 8.64 -
8.78 (m, 1H), 9.84 (s, 1H).

[0385] [F£1-23]




WO 2008/120759

166

PCT/JP2008/056210

e

MyttE

C—111

caaacyel

MS ESI mie: 375 (M+H), 373 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 5
1.50 - 1.67 (M, 2H), 1.90 - 2.04 (m,
2H), 3.23 - 3.37 (m, 2H), 3.76 - 3.90
(m, 2H), 4.61 - 4.73 (m, 1H), 6.94 -
7.03 (m, 2H), 7.07 - 7.12 (m, 1H),
7.27-7.39(m, 2H), 7.51 (d, J= 7.5
Hz, 1H), 7.74 (d, J = 8.3 Hz, 1H),
8.09 (s, 1H), 8.76 (s, 1H), 12.80 (br s,
1H).

cC—112

HOYCLNJLQO oot

MS ESI mle: 425 (M+H), 423 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) &:
1.51 - 1.67 (m, 2H), 1.91 - 2.06 (m,
2H), 3.22 - 3.40 (m, 2H), 3.77 - 3.91
(m, 2H), 463 - 4.75 (m, 1H), 6.93 (d,
J=8.3Hz, 1H), 6.98 - 7.09 (m, 2H),
7.30-7.46 (m, 2H), 7.51 (d, J=7.9
Hz, 1H), 7.74 (d, J = 8.0 Hz, 1H),
8.05 - 8.12 (m, 1H), 8.76 (s, 1H),
12.82 (brs, 1H).

C—113

[%Y@ 1

LA

MS ESI m/e: 471 (M+H), 469 (M-H).
"H-NMR (DMSO-Ds, 300 MH2) 5:
1.49 - 1.67 (m, 2H), 1.89 - 2.04 (m,
2H), 3.23 - 3.38 (m, 2H), 3.76 - 3.92
(m, 2H), 4.58 - 4.82 (m, 3H), 6.92 -
7.04 (m, 2H), 7.10 (s, 1H), 7.26 -
7.40 (m, 2H), 746 (d, J = 7.5 Hz,
1H), 7.58 - 7.78 (m, 3H), 7.98 (s, 1H),
8.76 (s, 1H), 9.24 - 9.35 (m, 1H).

C—-114

MS ESI m/e: 521 (M+H), 519 (M-H).
'‘H-NMR (DMSO-Ds, 300 MHz) &:
1,50 - 1.68 (m, 2H), 1.89 - 2.05 (m,
2H), 3.22 - 3.38 (m, 2H), 3.76 - 3.92
(m, 2H), 4.62 - 4.78 (m, 3H), 6.93 (d,
J =79 Hz, 1H), 6.97 - 7.10 (m, 2H),
7.29 - 7.51 (m, 3H), 7.58 - 7.77 (m,
3H), 7.98 (s, 1H), 8.76 (s, 1H), 9.30
(t, J=5.7 Hz, 1H).

C—115

o] H\I CH,

MS ESI mie: 529 (M+H), 527 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) &:
0.90 (t J = 7.3 Hz, 3H), 1.26 - 1.40
(m, 2H), 1.46 - 1.68 (m, 4H), 1.94 -
208 (m, 2H), 321 - 3.41 (m, 4H),
3.72 - 3.85 (m, 2H), 4.47 (d, J = 6.0
Hz, 2H), 4.57 - 467 (m, 1H), 6.89 -
7.03 (m, 3H), 7.20 - 7.38 (m, 7H),
748 (dd, J = 8.3, 1.5 Hz, 1H), 7.7
d, J=83Hz 1H), 872 (d, J = 1.5
Hz, 1H), 8.83 (t, J = 5.5 Hz, 1H), 9.08
@, J=6.0 Hz, 1H), 11.15 (s, 1H).

[0386] [F£1-24]
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cC—-116

MS ESI m/e: 515 (M+H), 513 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) &: 0.90
{t, J = 7.3 Hz, 3H), 1.48 - 1.68 (m, 2H),
1.57 (&, J = 7.3, 13.0 Hz, 2H), 1.94 -
2.07 (m, 2H), 3.18 - 3.41 (m, 2H), 3.23
(dt, J= 13.0, 4.9 Hz, 2H), 3.71 - 3.85 (m,
2H), 4.47 (d, J = 6.0 Hz, 2H), 4.56 - 4.88
(m, 1H), 6.88 - 7.03 (m, 3H), 7.20 - 7.38
(m, 7H), 7.48 (dd, J = 8.3, 1.5 Hz, 1H),
7.78(d, J=83 Hz, 1H), 873 (d, J=15
Hz, 1H), 8.85 (t, J = 4.9 Hz, 1H), 9.08 (t,
J=6.0Hz, 1H), 11.17 (s, 1H).

C—-117

. N

HN /U\N
S A0We

MS ESI m/e: 555 (M+H), 553 (M-H).
H-NMR (DMSO-Ds, 300 MHz) &: 1.54 -
1.68 (m, 2H), 1.94 - 2.06 (m, 2H), 3.26 -
3.42 (m, 2H), 3.70 - 3.84 (m, 2H), 4.03 -
4.19 (m, 2H), 4.48 (d, J = 6.0 Hz, 2H),
4.57 - 488 (m, 1H), 6.89 - 7.04 (m, 3H),
7.21-7.38 (m, 7H), 7.52 (dd, J= 8.3, 1.5
Hz, 1H), 7.80 (d, J = 8.3 Hz, 1H), 8.69
(d, J = 1.5 Hz, 1H), 912 (t, J = 6.0 Hz,
1H), 9.42 (s, 1H), 10.67 (s, 1H).

C—-118

HN )LN
A A0WE

MS ESI m/el 515 (M+H), 513 (M-H).
'H-NMR (DMSO-Dg, 300 MHz) 5 1.18
(d, J = 6.8 Hz, 8H), 1.54 - 1.68 (m, 2H),
1.95 - 2.07 (m, 2H), 3.24 - 3.40 (m, 2H),
3.71 - 3.85 (m, 2H), 4.05 - 4.18 (m, 1H),
447 (d, J = 5.7 Hz, 2H), 4.57 - 4.67 (m,
1H), 6.88 - 7.04 (m, 3H), 7.17 - 7.39 (m,

“TH), 7.47 (dd, J = 8.3, 1.5 Hz, 1H), 7.78

(d, J=83Hz, 1H), 861 (d, J=7.9 Hz,
1H),8.70(d, J=156Hz, 1H), 0.08 (t, J=
6.7 Hz, 1H), 11.11 (s, 1H).

C—-119

MS ESI mie: 444 (M+H), 442 (M-H).
"H-NMR (DMSO-Ds, 400 MHz) &: 1.53 -
1.63 (m, 2H), 1.93 - 2.01 (m, 2H), 2.21
(s, 3H), 3.32 - 3.33 (m, 3H), 3.83 (d, J =
14.1 Hz, 2H), 4.46 (d, J = 6.0 Hz, 2H),
458 - 465 (m, 1H), 6.93 (t, J = 7.3 Hz,
1H), 6.99 (d, J = 7.7 Hz, 2H), 7.22 - 7.34
(m, 7H), 7.60 (dd, J = 7.8, 1.7 Hz, 1H),
7.71 (d, J = 1.9 Hz, 1H), 825 (s, 1H),
8.96 (t, /= 6.0 Hz, 1H).

C—120

MS ESI m/e. 346 (M+H), 344 (M-H).
'H-NMR (DMSO-Ds, 400 MHz) 3: 1.16 -
1.31 (m, 2H), 1.80 (d, J = 10.6 Hz, 2H),
1.95 - 2.06 (m, 1H), 2.15 (s, 3H), 2.20 (s,
3H), 2.84 (t, J = 11.9 Hz, 2H), 3.84 (d, J
= 6.2 Hz, 2H), 4.25 (d, J = 12.1 Hz, 2H),
6.51 (s, 1H), 6.82 (t, J = 7.4 Hz, 1H),
6.90 (d, J = 8.2 Hz, 1H), 7.09 - 7.17 (m,
2H).

[0387] [5£1-25]
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cC—121

O,

MS ESI m/e: 420 (M+H), 418 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) &: 1.44 -
1.67 (m, 2H), 1.86 - 2.05 (m, 2H), 3.18 -
3.38 (m, 2H), 3.74 - 3.89 (m, 2H), 4.35 -
4.48 (m, 2H), 452 - 4.67 (m, 1H), 6.19
(s, 0.3H), 6.88 - 7.07 (m, 3.7TH), 7.17 -
7.40 (m, 7H), 8.50 - 8.60 (m, 0.3H),
8.95 - 9.05 (m, 0.7H), 9.13 (s, 0.7H),
9.33 (s, 0.3H), 12,67 (s, 0.3H), 12.87 (s,
0.7H).

C—122

MS ESI mfe: 431 (M+H), 429 (M-H).
"H-NMR (DMSC-Dg, 300 MHz) 8: 1.53 -
1.68 (m, 2H), 1.92 - 2.05 (m, 2H), 3.27 -
3.42 (m, 2H), 3.78 - 3.90 (m, 2H), 448
(d, J=64 Hz, 2H), 4.56 - 4.67 (m, 1H),
6.89 - 7.03 (m, 3H), 7.18 - 7.36 (m, 7H),
7.77 (dd, J=5.7,1.9 Hz, 1H), 8.16 (d, J
= 1.9 Hz, 1H), 8.38 (d, J = 5.7 Hz, 1H),
9.22 (t, J= 6.4 Hz, 1H), 9.25 (s, 1H).

C—123

MS ESI mfe: 569 (M+H), 567 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) &: 1.54 -
1.70 (m, 2H), 1.94 - 2.09 (m, 2H), 2.46 -
2.69 (m, 2H), 3.25 - 3.43 (m, 2H), 3.52
(dt, J = 5.3, 3.1 Hz, 2H), 3.71 - 3.87 (m,
2H), 447 (d, J = 6.0 Hz, 2H), 4.57 -
4.68 (m, 1H), 6.90 - 7.03 (m, 3H), 7.21 -
7.36 (m, 7H), 7.49 (d, J = 7.9 Hz, 1H),
7.74 (d, J = 7.9 Hz, 1H), 8.71 (s, 1H),
9.03 (t, J = 5.3 Hz, 2H), 9.09 {t, J= 6.0
Hz, 2H), 10.96 (s, 1H).

C—124

" NJ\N
AR 0Ne

MS ESI m/e: 537 (M+H), 535 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) 5: 1.54 -
1,69 (m, 2H), 1.93 - 2.09 (m, 2H), 3.25 -
3.43 (m, 2H), 3.60 - 3.85 (m, 4H), 4.47
(d, J= 6.0 Hz, 2H), 4.57 - 4.88 (m, 1H),
6.16 (it, J = 55.8, 3.8 Hz, 1H), 6.89 -
7.03 {m, 3H), 7.21 - 7.38 (m, 7H), 7.50
(d, J=8.3 Hz, 1H), 7.80 (d, J = 8.3 Hz,
1H), 8.70 (s, 1H), 9.11 &, J = 6.0 Hz,
2H), 9.19 (s, 2H), 10.84 (s, 1H).

C—-125

MS ESI mle: 431 (M+H), 429 (M-H).
"H-NMR (DMSO-De, 300 MHz) 5: 1.53 -
1.67 (m, 2H), 1.90 - 2.02 (m, 2H), 3.27 -
3.41 (m, 2H), 3.76 - 3.88 (m, 2H), 4.51 -
466 (m, 1H), 454 (d, J = 6.2 Hz, 2H),
6.89 - 7.02 (m, 3H), 7.23 - 7.36 (m, 7H),
763 (d, J = 7.2 Hz, 1H), 7.88 (dd, J =
72, 87 Hz, 1H), 7.97 (d, J = 8.7 Hz,
1H), 8.78 (t, J = 8.2 Hz, 1H), 9.10 (s,
1H).

[0388] [5£1-26]
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C—126

MS ESI mle: 454 (M+H), 452 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) 5: 1.50
- 1.65 (m, 2H), 1.91 - 2.04 (m, 2H),
3.22 - 3.37 (m, 2H), 3.77 - 3.91 (m,
2H), 444 (d, J = 8.0 Hz, 2H), 458 -
4.70 (m, 1H), 6.70 - 6.94 (m, 3H), 7.08
(d, J = 5.3 Hz, 1H), 7.26 - 7.36 (m,
3H), 7.40 - 7.51 (m, 2H), 7.65 (d, J =
7.9 Hz, 1H), 7.93 (s, 1H), 8.73 (s, 1H),
8.88 (t, J= 6.0 Hz, 1H).

c—127

MS ESI mfe: 465 (M+H), 463 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) &: 1.50
- 185 (m, 2H), 1.89 - 2.02 (m, 2H),
325 - 341 (m, 2H), 3.78 - 3.91 (m,
2H), 447 (d, J = 6.0 Hz, 2H), 461 -
471 {m, 1H), 6.94 - 7.02 (m, 2H), 7.09
(t, J = 2.1 Hz, 1H), 7.30 (d, J = 49.0
Hz, 7H), 8.16 (s, 1H), 8.34 (d, J= 4.9
Hz, 1H), 9.23 (t, J = 6.0 Hz, 1H), 9.43
(s, TH).

cC—128

MS ESI m/e: 472 (M+H), 470 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) &: 1.51
- 166 (m, 2H), 1.90 - 2.03 (m, 2H),
3.26 - 3.40 (m, 2H), 3.79 - 3.92 (m,
2H), 462 - 4.72 (m, 1H), 475 (d, J =
58 Hz, 2H), 6.97 (dd, J = 8.1, 2.1 Hz,
1H), 6.99 (dd, J = 8.1, 2.1 Hz, 1H),
7.10 (dd, J = 2.1, 2.1 Hz, 1H), 7.31
(dd, J=8.1,81 Hz, 1H), 7.36 (d, J =
5.3 Hz, 1H), 7.65 (d, J = 3.4 Hz, 1H),
7.75 (d, J = 3.4 Hz, 1H), 8.19 (s, 1H),
8.37 (d, J = 5.3 Hz, 1H), 9.47 (s, 1H),
9.58 (t, J = 5.8 Hz, 1H).

c—129

MS ESI mie: 336 (M+H), 334 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) &: 1.50
-1.67 (m, 2H), 1.88 - 2.02 (m, 2H),
2.20 (s, 3H), 3.31 - 3.39 (m, 2H), 3.77
-3.94 (m, 2H), 4.54 - 4.67 (m, 1H),
6.51 (s, 1H), 6.92 - 7.02 (m, 1H), 7.09
-7.31 (m, 3H), 11.01 (brs, TH).

C—130

MS ESI m/e: 336 (M+H), 334 (M-H).
"H-NMR (DMSC-Ds, 300 MHz) &: 1.47
-1.63 (m, 2H), 1.87 - 2.02 (m, 2H),
2.19 (s, 3H), 3.25 - 3.41 (m, 2H), 3.79
-3.94 (m, 2H), 457 - 4.69 (m, 1H),
6.51 (s, 1H), .72 - .94 (m, 3H), 7.30
(9. J=7.9Hz 1H), 11.01 (brs, 1H).

[0389] [F£1-27]
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C—131 cH, | MS ESI m/e: 336 (M+H), 334 (M-H).

o N "H-NMR (DMSO-Dg, 300 MHz) 3: 1.44
)J\ P A -1.62 (m, 2H), 1.85 - 1.98 (m, 2H),

F NN s 2.20 (s, 3H), 3.25 - 3.41 (m, 2H), 3.77
H -3.93 (m, 2H), 4.47 - 4.59 (m, 1H),
0 6.51 (s, 1H), 6.95 - 7.05 (m, 2H), 7.06

-7.16 (m, 2H), 10.94 (br s, 1H).

C—132 | /= MS ESI mle: 455 (M+H), 453 (M-H).
S\%\ o TH-NMR (DMSO-Ds, 300 MHz) 5: 1.49
HN@ I - 1.67 (m, 2H), 1.91 - 2.04 (m, 2H),

1 0 fO\ Q\ 3.22-3.37 (M, 2H), 3.77-3.92 (m,
5 - | 2H), 4.55 - 4.70 (m, 3H), 6.70 - 6.95
(m, 3H), 7.24 - 7.37 (m, 2H), 7.39 -
7.51 (m, 2H), 7.66 (d, J = 9.0 Hz, 1H),

7.94 (s, 1H), 8.73 (s, 1H), 8.96 (t, J =
5.7 Hz, 1H), 9.06 (d, J = 1.9 Hz, 1H).

cC—133 cH, | MS ESI m/er 345 (M+H), 343 (M-H).

o N "H-NMR (DMSO-Ds, 400 MHz) 5: 1.44

)ﬁ /“\\ - 161 (m, 2H), 1.80 (d, J = 10.6 Hz,
N

N s 2H), 2.20 (s, 3H), 2.50 - 2.62 (m, 1H),
H H 2.86 (t, J = 12.1 Hz, 2H), 425 (d, J =
N\H/O 11.7 Hz, 2H), .51 (s, 1H), 7.02 (t, J =

©/ 7.4 Hz, 1H), 7.28 @, J = 7.9 Hz, 2H),

7.59(d, J=7.5Hz 2H), 9.89 (s, 1H).

C—-134 CHs | MS ESI m/e: 345 (M+H), 343 (M-H).
"H-NMR (DMSO-Dg, 400 MHz) &: 1.40
o N\ - 153 (m, 2H), 1.77 - 1.86 (m, 2H),
o NJ\NJ\S 2.20 (s, 3H), 2.94 (t, J = 11.9 Hz, 2H),
/Q H 3.98 - 4.00 (m, 1H), 4.20 (d, J = 10.6
N

Hz, 2H), 6.53 (s, 1H), 7.42 - 7.56 (m,
H 3H), 7.84 (dt, J = 8.7, 1.6 Hz, 2H),

826 (d, J=7.9 Hz, 1H), 10.83 (s, 1H).

C—135 MS ESI m/e: 473 (M+H), 471 (M-H).

RO O

o "H-NMR (DMSO-Dg, 400 MHz) &: 1.61
©\/“Y{j\ 3 (tt, J = 13.1, 4.4 Hz, 2H), 1.96 - 2.03
I i Q (m, 2H), 2.70 (s, 6H), 3.30 - 3.32 (m,
o 1H), 3.33 - 3.35 (m, 2H), 3.79 - 3.87
(m, 2H), 4.46 (d, J = 6.0 Hz, 2H), 4.61
-4.65 (m, 1H), 6.94 (t, J = 7.3 Hz, 1H),
7.00 (dd, J = 8.8, 0.9 Hz, 2H), 7.12 d,
J =83 Hz, 1H), 7.22 - 7.35 (m, 6H),
7.58 (dd, J = 8.5, 2.2 Hz, 1H), 7.96 (s,
1H), 8.11 (d, J = 2.1 Hz, 1H), 8.87 (br

s, 1H).

[0390] [5£1-28]
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C—136

MS ESI mle: 415 (M+H), 413 (M-H).
TH-NMR (DMSO-Dg, 400 MHz) &: 0.99 -
1.13 (m, 2H), 1.71 (d, J = 13.0 Hz, 2H),
1.76 - 1.89 (m, 1H), 2.19 (s, 3H), 2.76
(t, J= 11.9 Hz, 2H), 3.01 (t, J = 6.4 Hz,
2H), 4.19 (d, J= 11.7 Hz, 2H), 5.71 (¢, J
= 6.0 Hz, 1H), 6.45 - 6.60 (m, 2H), 6.77
(d, J=7.1Hz, 1H), 7.08 - 7.17 (m, 2H),
10.72 (s, 1H).

cC—137

MS ES| m/e: 515 (M+H), 513 (M-H).
H-NMR (DMSO-Dg, 300 MHz) &: 1.51 -
1.68 (m, 2H), 1.89 - 2.05 (m, 2H), 3.25 -
3.42 (m, 2H), 3.77 - 3.94 (m, 2H), 4.47
(d, J=5.7 Hz, 2H), 4.62 - 4.75 (m, 1H),
6.92 (d, J=8.3Hz, 1H), 7.03 (t, J=8.7
Hz, 2H), 7.17 - 7.48 (m, 7H), 8.17 s,
1H), 8.35 (d, J = 4.9 Hz, 1H), 9.23 (t, J
= 5.8 Hz, 1H), 9.44 (s, 1H).

C—138

MS ESI mie: 522 (M+H), 520 (M-H).
H-NMR (DMSO-Ds, 300 MHz) 5: 1.51 -
1.68 (m, 2H), 1.90 - 2.05 (m, 2H), 3.24 -
3.43 (m, 2H), 3.78 - 3.93 (m, 2H), 4.61 -
4.84 (m, 3H), 6.92 (d, J= 7.9 Hz, 1H),
6.97 - 7.10 (m, 2H), 7.31 - 7.47 (m, 2H),
7.65 (d, J= 3.0 Hz, 1H), 7.75 (d, J = 3.4
Hz, 1H), 8.20 (s, 1H), 8.38 (d, J = 5.3
Hz, 1H), 9.48 (s, 1H), 9.58 {t, J= 5.7
Hz, 1H).

C—139

MS EST m/e: 522 (M+H), 520 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) &; 1.51 -
1.68 (m, 2H), 1.90 - 2.05 (m, 2H), 3.25 -
3.41 (m, 2H), 3.78 - 3.93 (m, 2H), 4.55 -
4.76 (m, 3H), .92 (d, J = 8.3 Hz, 1H),
6.97 - 7.09 (m, 2H), 7.34 - 7.50 (m, 3H),
8.17 (s, 1H), 8.35 (d, J= 5.3 Hz, 1H),
9.07(d, J=1.9Hz 1H), 925 J=5.8
Hz, 1H), 9.43 (s, 1H).

C—140

MS ESI mle: 472 (M+H), 470 (M-H).
"H-NMR (DMSO-D, 300 MHz) &: 1.50 -
1.67 (m, 2H), 1.89 - 2.03 (m, 2H), 3.25 -
3.41 (m, 2H), 3.78 - 3.91 (m, 2H), 4.57 -
4.72 (m, 2H), 461 (d, J = 5.7 Hz, 1H),
6.97 (dd, J = 8.3, 2.3 Hz, 1H), 6.99 (dd,
J =81, 1.9 Hz, 1H), 7.09 (dd, J = 1.9,
2.3 Hz, 1H), 7.31 (dd, J = 8.1, 8.3 Hz,
1H), 7.37 (dd, J = 5.3, 1.9 Hz, 1H), 7.47
(d, J = 1.9 Hz, 1H), 8.16 (s, 1H), 8.35
(d, J = 5.3 Hz, 1H), 9.07 (s, 1H), 9.25 (t,
J=5.7 Hz, 1H), 9.43 (s, 1H).

[0391] [5£1-29]
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c—141

(o}
HC OMN/U\O /@
H
0

MS ESI mie: 329 (M+H), 327 (M-H).
"H-NMR (CDCls, 300 MHz) &: 1.84 -
2.04 (M, 4H), 3.49 - 3.61 (m, 2H), 3.65
- 3.77 (m, 2H), 3.96 (s, 3H), 4.54 -
462 (m, 1H), 6.89 - 7.01 (m, 3H), 7.25
- 7.37 (m, 2H), 7.26 (s, 1H), 7.40 (s,
1H), 8.39 (s, 1H).

C—142

CH,

Q-
i@

MS ESI mie: 494 (M+H), 492 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) &: 1.40
- 1.56 (m, 2H), 2.05 (s, 3H), 2.12 -
2.27 (m, 5H), 3.00 (t, J = 12.1 Hz, 2H),
3.28 (d, J = 5.3 Hz, 4H), 3.32 (s, 4H),
3.96 (d, J = 10.9 Hz, 2H), 4.53 - 4.62
(m, 1H), 5.02 (s, 2H), 6.48 (t, J= 7.3
Hz, 1H), 6.58 (d, J = 7.9 Hz, 1H), 6.91
- 7.00 (m, 2H), 7.26 - 7.36 (m, 6H),
10.73 (br s, 1H).

C—143

N—N

Iz

CH, N
@fH
N

MS ESI m/e: 328 (M+H), 326 (M-H).
"H-NMR (DMSO-Ds, 400 MHz) 5: 1.00
- 1.14 (m, 2H), 1.68 - 1.87 (m, 3H),
2.07 (s, 3H), 2.69 (t, J = 11.8 Hz, 2H),
2,97 (t, J = 6.2 Hz, 2H), 3.69 (s, 3H),
411 (d, J = 132 Hz, 2H), 481 (t, J =
5.8 Hz, 1H), 6.24 (d, J = 2.2 Hz, 1H),
6.47 (t, J = 7.4 Hz, 1H), 651 (d, J =
7.7 Hz, 1H), 6.94 (d, J = 7.3 Hz, 1H),
6.98 (t, J = 7.6 Hz, 1H), 7.44 (d, J =
2.2 Hz, 1H), 8.87 (s, 1H).

C—144

- T
§ -"
=T
b
-4

MS ESI mie: 399 (M+H), 397 (M-H).
"H-NMR (DMSO-Dg, 400 MHz) &: 1.04
- 118 (m, 2H), 1.71 - 1.82 (m, 3H),
219 (s, 3H), 2.78 (t, J = 12.1 Hz, 2H),
296 (t, J = 5.8 Hz, 2H), 4.21 (d, J =
12.1 Hz, 2H), 8.17 (t, J = 5.6 Hz, 1H),
6.51 (s, 1H), 6.77 (d, J = 7.5 Hz, 1H),
6.79 - 6.85 (m, 2H), 7.25 (t, J = 8.3 Hz,
1H), 10.78 (br s, 1H).

C—145

-

e

MS ESI m/e: 399 (M+H), 397 (M-H).
'H-NMR (DMSO-Dg, 400 MHz) 5: 1.03
- 1.17 (m, 2H), 1.70 - 1.84 (m, 3H),
2.19 (s, 3H), 2.77 (t, J = 11.9 Hz, 2H),
2.97 (t, J = 6.0 Hz, 2H), 421 (d, J =
12.8 Hz, 2H), 6.44 (t, J = 5.6 Hz, 1H),
6.50 (s, 1H), 6.67 (d, J = 8.6 Hz, 2H),
7.35 (d, J = 8.8 Hz, 2H), 10.79 (s, 1H).

[0392] [5£1-30]
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C—146¢6

MS ESI m/e: 360 (M+H), 358 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) &:
1.36 - 1.56 (m, 4H), 2.09 (s, 3H),
2.19 (d, J = 0.8 Hz, 3H), 2.95 (d, J =
57 Hz, 2H), 325 - 3.41 (m, 2H),
3.73 - 3.85 (m, 2H), 4.61 (t, J= 5.7
Hz, 1H), 6.45 - 6.53 (m, 2H), 6.60
d, J = 7.9 Hz, 1H), 6.92 - 7.03 (m,
2H).

c—147

173
g
CH,
10
C%H NN TS
NH,
CH,
0 W
CH, N/u\”/Ls
o4
HN o
\f

MS ESI m/e: 402 (M+H), 400 (M-H).
H-NMR (DMSO-Ds, 300 MHz) :
1.38 - 1.54 (m, 2H), 1.86 (s, 3H),
2.07 (s, 3H), 2.18 - 2.30 (m, 2H),
2.19 (s, 3H), 2.93 - 3.07 (m, 2H),
3.24 - 3.34 (m, 2H), 3.92 - 4.06 (m,
2H), 4.82 - 4.91 (m, 1H), 6.40 - 6.60
(m, 3H), 6.90 - 7.01 (m, 2H), 7.58
(s, 1H), 10.74 (br s, 1H).

C—148

MS ESI m/e: 332 (M+H), 330 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) &:
1.45 - 1.62 (m, 2H), 1.85 - 2.01 (m,
2H), 2.20 (s, 3H), 2.27 (s, 3H), 3.26
=341 (m, 2H), 3.76-3.92 (m, 2H),
4.51-4.63(m, 1H), 6.51 (s, 1H),
6.70-6.83(m, 3H), 715 (, J=7.9
Hz, 1H), 10.93 (br s, 1H).

C—149

MS ESI m/e: 352 (M+H), 350 (M-H).
TH-NMR (DMSO-Ds, 300 MHz) &:
1.46 - 1.62 (m, 2H), 1.86 - 2.01 (m,
2H), 2.20 (s, 3H), 3.25 - 3.41 (m,
2H), 3.79 - 3.94 (m, 2H), 4.60 - 4.72
(m, 1H), 6.51 (s, 1H), 6.93 - 7.02
(m, 2H), 7.09 (t, J = 2.1 Hz, 1H),
7.30 (t, J = 8.1 Hz, 1H), 10.97 (br s,
1H).

C—150

MS ESI mie: 386 (M+H), 384 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) &:
1.48 - 1.65 (m, 2H), 1.89 - 2.02 (m,
2H), 2.20 (s, 3H), 3.28 - 3.43 (m,
2H), 3.80 - 3.95 (m, 2H), 4.69 - 4.81
(m, 1H), 8.51 (s, 1H), 7.25 - 7.35
(m, 3H), 7.53 (t, J = 7.9 Hz, 1H),
10.95 (br s, 1H).

[0393] [#1-31]
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C—1561

MS ESI mie: 402 (M+H), 400 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) &: 1.47
-1.63 (m, 2H), 1.88 - 2.02 (m, 2H),
2.19 (s, 3H), 3.25 - 3.41 (m, 2H), 3.80
-3.94 (m, 2H), 4.61 - 4.73 (m, 1H),
6.51 (s, 1H), 6.92 (d, J = 8.3 Hz, 1H),
6.96 - 7.08 (M, 2H), 7.41 (t, J= 8.3 Hz,
1H), 10.89 (br s, 1H).

C—-152

MS ESI m/e: 516 (M+H), 514 (M-H).
"H-NMR (DMSO-De, 300 MHz) &: 1.51
-1.67 (m, 2H), 1.91 - 2.05 (m, 2H),
3.25-3.41 (m, 2H), 3.78 - 3.93 (m,
2H), 4.57 (d, J = 6.0 Hz, 2H), 4.63 -
4.75 (m, 1H), 6.92 (d, J = 8.3 Hz, 1H),
6.97 - 7.08 (m, 2H), 7.23 - 7.35 (m,
2H), 7.36 - 7.45 (m, 2H), 7.77 (td, J =
7.7,1.8 Hz, 1H), 8.19 (s, 1H), 8.36 (d,
J=53Hz, 1H), 852 (d, J= 4.5 Hz,
1H), 9.29 (t, J = 5.8 Hz, 1H), 9.44 (s,
1H).

C—153

MS ESI m/e: 520 (M+H), 518 (M-H).
'H-NMR (DMSOQ-Dg, 300 MHz) &: 1.50
- 1.68 (m, 2H), 1.91 - 2.03 (m, 2H),
2.14 (s, 3H), 3.25-3.39 (m, 2H), 3.78
-3.92 (m, 2H), 4.47 (d, /=53 Hz,
2H), 4.62 -4.74 (m, 1H), 6.92 (d, J =
7.9 Hz, 1H), 6.97 - 7.09 (m, 2H), 7.32
(dd, J=5.1,13Hz, 1H), 741 ¢ J=
8.3 Hz, 1H), 8.13 (s, 1H), 8.18 (s, 1H),
8.33(d, J=53Hz 1H),8.16(, J=
5.5 Hz, 1H), 943 (s, 1H).

C—154

o] N=—=

MS ESI mle: 399 (M+H), 397 (M-H.
TH-NMR (DMSO-Ds, 400 MHz) 3: 1.04
- 1.43 (m, 2H), 1.88 (d, J = 10.7 Hz,
2H), 1.79 - 1.90 (m, 1H), 2.60 (s, 3H),
2.72 (t, J = 18.9 Hz, 2H), 3.10 (t, J =
6.4 Hz, 2H), 4.15 (d, J = 13.2 Hz, 2H),
546 (t, J= 5.6 Hz, 1H), 6.66 (t, J= 7.5
Hz, 1H), 6.85 (d, J = 8.8 Hz, 1H), 7.06
(s, 1H), 7.38 - 7.42 (m, 2H), 9.43 (br s,
1H).

C—155

ZT
xI=

MS ESI m/e: 400 (M+H), 398 (M-H).
"H-NMR (DMSO-Dg, 400 MHz) : 0.99
- 1.14 (m, 2H), 164 (d, J = 10.8 Hz,
2H), 1.84 - 1.98 (m, 1H), 2.20 (s, 3H),
275 (t, J = 12.0 Hz, 2H), 3.28 - 3.40
(m, 2H), 4.16 (d, J = 11.9 Hz, 2H),
.45 - 6.58 (m, 2H), 6.64 (dd, J = 7.8,
6.0 Hz, 1H), 7.75 (d, J = 7.5 Hz, 1H),
8.26 (d, J= 4.6 Hz, 1H), 10.76 (s, 1H).

[0394] [5£1-32]
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C—156 CH, | MS ESI m/e: 359 (M+H), 357 (M-H).
o N/\g "H-NMR (DMSO-Dg, 300 MHz) &:

] 1.01 (s, 3H), 1.26 - 1.38 (m, 2H),
)J\ /LS 1.41 - 1.55 (m, 2H), 2.09 (s, 3H),

. N 2.19 (s, 3H), 3.00 (d, J = 6.0 Hz,
N 2H), 3.14 - 3.28 (m, 2H), 3.73 - 3.86
&y (m, 2H), 4.32 - 443 (m, 1H), 6.43 -

6.53 (m, 2H), 6.64 (d, J = 7.9 Hz,
1H), 6.90 - 7.02 (m, 2H), 10.79 (br
s, 1H).

C—157 CH, MS ESI mie: 304 (M+H), 302 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) &:

O f‘j N\ 2.03 - 2.28 (m, 2H), 221 (s, 5H),
NJ\N S 3.41 - 3.55 (m, 1H), 3.55 - 3.75 (m,
N 3H), 5.07 (br s, 1H), 6.55 (br s, 1H),

6.91 - 6.99 (m, 3H), 7.25 - 7.35 (m,

@ 2H), 10.68 (br s, 1H).

C—158 CH, MS ESI m/e: 304 (M+H), 302 (M-H).
o N 'H-NMR (DMSO-Dg, 300 MHz) &:
J\ | AN 203 - 228 (m, 2H), 2.21 (s, 3H),

C/N g 3.41 - 3.55 (m, 1H), 3.55 - 3.75 (m,

3H), 5.07 (br s, 1H), 6.55 (br s, 1H),
6.91 - 6.99 (m, 3H), 7.25 - 7.35 (m,

@o 2H), 10.68 (brs, 1H).

C—159 A MS ESI m/e: 506 (M+H), 504 (M-H).
. S "H-NMR (DMSO-Ds, 300 MHz) &:
wo L 1.51-1.68 (m, 2H), 1.90 - 2.05 (m,

A 'O\ @\ £ | 2H), 3.25-3.42 (m, 2H), 3.77 - 3.94
0 o ot | (m, 2H), 458 (d, J= 5.7 Hz, 2H)
4.63-4.75(m, 1H), 6.93 (d, J=7.2
Hz, 1H), 6.97 - 7.09 (m, 2H), 7.17
(s, 1H), 7.35 (dd, J=5.1, 1.3 Hz,
1H), 7.41 (&, J = 8.3 Hz, 1H), 8.06
(s, 1H), 8.16 (s, 1H), 8.36 (d, J= 5.3
Hz, 1H), 9.35 (t, J = 5.7 Hz, 1H),
9.46 (s, 1H).
C—160 CH, | MS ESI mie: 361 (M+H), 359 (V-H).
o N 'HNMR (DMSO-Ds, 400 MHz)
I\ | 0.98-1.16 (m, 2H), 1.65 - 191 (m,
_CH, J\ /‘\S 3H), 2.19 (s, 3H), 2.76 (t, J = 11.7
© NN Hz, 2H), 2.96 (t, J = 6.2 Hz, 2H),
377 (s, 3H), 4.19 (d, J = 13.6 Hz,
2H), 4.85 (t, J = 6.0 Hz, 1H), 6.45 -

6.57 (m, 3H), 6.71 - 6.82 (m, 2H),
10.88 (br s, 1H).

[0395] [5%1-33]
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C—161 CH, | MS ESI mle: 409 (M+H), 407 (M-H).
o N 'H-NMR (DMSO-Dg, 400 MHz) &: 1.07 -
CH, B /”\\ 1.20 (m, 2H), 1.73 (d, J = 10.8 Hz, 2H),
0=8=0 N 1.79 - 1.92 (m, 1H), 2.19 (s, 3H), 2.79 (¢, J
y = 11.8 Hz, 2H), 3.09 - 3.16 (m, 5H), 4.22
(d, J = 13.0 Hz, 2H), 621 (t, J = 5.5 H,
Cj/ 1H), 6.50 (s, 1H), 6.75 (t, J = 7.8 Hz, 1H),

6.90 (d, J = 8.4 Hz, 1H), 7.47 (td, J = 7.9,
1.8 Hz, 1H), 7.61 (dd, J = 7.9, 1.5 Hz, 1H),
10.91 (br s, 1H).
C—162 |~ MS ESI mie: 516 (M+H), 514 (M-H).
N NN 'H-NMR (DMSO-Ds, 300 MHz) &: 1.54 -
o L 1.68 (m, 2H), 1.93 - 2.06 (m, 2H), 3.28 -
WD(QNJL“O\ Q Lr | 342 (m, 2H), 3.78-3.91 (m, 2H), 461 (d, J
oT ™o | = 6.0 He, 2H), 4.85 - 4.75 (m, 1H), 6.93 (d,
J=8.1Hz, 1H), 8.98 - 7.09 (m, 2H), 7.24 -
7.35 (m, 2H), 7.42 (dd, J = 8.1, 8.1 Hz, 1H),
7.71 - 7.82 (m, 2H), 8.18 (d, J = 1.9 Hz,
1H), 8.42 (d, J = 5.3 Hz, 1H), 8.53 (d, J =
4.9 Hz, 1H), 9.26 (s, 1H), 9.30 (t, J = 6.0
Hz, 1H).

C—163 MS ESI mie: 5156 (M+H), 513 (NKH).

Q « . "H-NMR (DMSO-Ds, 300 MHz) 5: 153 -

| 169 (m, 2H), 1.93 - 2.06 (m, 2H), 3.25 -

7 00 Le | 352 (m, 2H), 3.84 (d, J = 437 Hz, 2H),

"o | 449 (d, J = 6.2 He, 2H), 463 - 477 (m,

1H), 693 (d, J = 8.3 Hz, 1H), 6.98 - 7.09

(m, 2H), 7.20-7.33 (m, 5H), 7.42 (dd, J =

8.3, 8.3 Hz, 1H), 7.78 (dd, J = 5.7, 2.3 Hz,

1H), 8.17 (d, J = 2.3 Hz, 1H), 8.39 (d, J =

5.7 Hz, 1H), .23 (t, J = 6.2 Hz, 1H), 928
(s H).

C—164 | A MS ESI m/e: 516 (M+H), 514 (M-H).
o TH-NMR (DMSO-D¢, 300 MHz) &: 1.50 -
w1 1,67 (m, 2H), 1.90 - 2.04 (m, 2H), 3.24 -
\b/o\u) k@ Q /L 3.41 (m, 2H), 3.78 - 3.92 (m, 2H), 4.49 (d, J

oo T | = 6.0 Hz, 2H), 4.83 - 4.75 (m, 1H), 6.92 (d,
J=8.3 Hz, 1H), 6.97 - 7.08 (m, 2H), 7.31 -
7.45 (m, 3H), 7.69 - 7.76 (m, 1H), 8.16 (s,
1H), 8.35 (d, J = 5.3 Hz, 1H), 8.47 (dd, J =
4.9, 1.5 Hz, 1H), 8.55 (d, J = 1.9 Hz, 1H),
9.27 (t, J = 5.8 Hz, 1H), 9.44 (s, 1H).

MS ESI mie: 534 (M+H), 532 (M-H).
e 1 Jf "H-NMR (DMSO-De, 300 MHz) 5: 1.51 -
A 1,67 (m, 2H), 1.91 - 2.04 (m, 2H), 2.08 (s,

L QL | 3H), 2.32 (s, 3H), 3.26 - 3.3 (m, 2H), 3.78

b | 2352 (m, 2H), 4.41 (d, J = 5.3 Hz, 2H)
462-4.75 (m, 1H), 6.92 (d, J = 8.3 Hz.
1H), 6.97 - 7,08 (m, 2H), 7.32 (dd, J = 5.3,
15 Hz, 1H), 7.41 (£, J= 8.3 Hz, 1H), 8.13
(s, 1H), 8.33 (d, J = 5.3 Hz, 1H), .12 (t, /=
5.5 Hz, 1H), 9.43 (s, 1H).

C—165

[0396] [F£1-34]
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C—-166

MS ESI m/e: 515 (M+H), 513 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) &: 1.51 -
1.67 (m, 2H), 1.91 - 2.06 (m, 2H), 3.22 -
3.39 (m, 2H), 3.77 - 3.92 (m, 2H), 4.56 (d,
J=5.7 Hz, 2H), 4.62 - 4.75 (m, 1H), 6.93
(d, J = 8.3 Hz, 1H), 6.97 - 7.09 (m, 2H),
7.21-7.45 (m, 4H), 7.49 (d, J= 7.9 Hz,
1H), 7.68 (d, J = 8.7 Hz, 1H), 7.76 (td, J =
7.6, 1.6 Hz, 1H), 7.97 (s, 1H), 8.51 (d, J =
4.5Hz, 1H), 8.74 (s, 1H), 9.00 (t, J= 5.8
Hz, 1H).

C—-167

MS ESI mie: 465 (M+H), 463 (MI-H).
TH-NMR (DMSO-Ds, 300 MHz) 3: 1.49 -
1.66 (m, 2H), 1.89 - 2.04 (m, 2H), 3.22 -
3.36 (m, 2H), 3.7 - 3.90 (m, 2H), 4.56 (d,
J=6.0 Hz, 2H), 461 - 4.72 (m, 1H), 6.94
-7.03 (m, 2H), 7.10 (t, J = 2.1 Hz, 1H),
7.22-7.39 (m, 4H), 7.49 (d, J = 7.5 Hz,
1H), 7.63 - 7.71 (m, 1H), 7.76 (td, J= 7.7,
1.6 Hz, 1H), 7.96 (s, 1H), 8.51 (d, J= 4.9
Hz, 1H), 8.74 (s, 1H), 9.00 (t, J = 6.0 Hz,
1H).

C—168

MS ESI m/e: 466 (M+H), 464 (M-H).
'H-NMR (DMSO-Dg, 300 MHz) 5: 1.49 -
1.67 (m, 2H), 1.89 - 2.03 (M, 2H), 3.24 -
3.41 (m, 2H), 3.77 - 3.93 (m, 2H), 4.56 (d,
J=5.7 Hz, 2H), 4.61-4.73 (m, 1H), 6.90
-7.05(m, 2H), 7.10 (s, 1H), 7.23 - 7.36
(m, 3H), 7.39(d, J=4.9 Hz, 1H), 7.77 (t, J
=7.2Hz, 1H), 8.19 (s, 1H), 8.36 (d, J =
5.3 Hz, 1H), 8.52 (d, J = 4.1 Hz, 1H), 9.29
{t, J=5.5Hz, 1H), 9.44 (s, 1H).

C—-169

MS ESI mie: 403 (M+H), 401 (M-H).
"H-NMR (DMSO-Ds, 400 MHz) &: 1.03 -
1.18 (m, 2H), 1.27 (t, J = 7.2 Hz, 3H), 1.69
- 1.83 (m, 3H), 2.19 (s, 3H), 277 (t, J =
12.0 Hz, 2H), 2.99 (t, J = 6.0 Hz, 2H),
4.15 - 4.26 (m, 4H), 6.50 (s, 1H), 6.54 -
6.64 (m, 3H), 7.67 (d, J = 8.8 Hz, 2H),
10.86 (br s, 1H).

C—170

MS ESI mle: 365 (M+H), 363 (M-H).
'H-NMR (DMSO-D;, 400 MHz) &: 1.00 -
1.15 (m, 2H), 1.72 (d, J = 12.8 Hz, 2H),
1.77 -1.90 (m, 1H), 2.19 (s, 3H), 2.76 (1, J
= 11.7 Hz, 2H), 3.05 (t, J = 6.5 Hz, 2H),
420 (d, J = 12.6 Hz, 2H), 5.33 (t, J = 6.0
Hz, 1H), 6.51 (s, 1H), 6.55 (td, J= 7.6, 1.3
Hz, 1H), 6.72 (dd, J = 8.3, 1.2 Hz, 1H),
7.12 (td, J = 7.8, 1.5 Hz, 1H), 7.22 (dd, J
=7.7,1.5 Hz, 1H), 10.78 (br's, 1H).

[0397] [5£1-35]
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cC—171

MS ESI mie: 388 (M+H), 386 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) &: 2.04
- 222 (m, 2H), 2.20 (s, 3H), 341 -
3.53 (m, 1H), 3.57 - 3.73 (m, 3H), 5.04
- 5.13 (m, 1H), .55 (s, 1H), 7.06 (d, J
= 9.0 Hz, 2H), 7.31 (d, J = 9.0 Hz, 2H).

C—-172

MS ESI mie: 388 (M+H), 386 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) &: 2.06
-2.26 (m, 2H), 2.21 (s, 3H), 3.41-3.54
(m, 1H), 3.57 - 3.75 (m, 3H), 5.10 (s,
1H), 6.55 (s, 1H), 7.08 (d, J = 9.0 Hz,
2H), 7.31 (d, J = 9.0 Hz, 2H), 10.91 (br
s, 1H).

C—173

MS ESI m/e: 382 (M+H), 380 (M-H).
TH-NMR (DMSO-Ds, 400 MHz) 5: 0.99
- 1.12 (m, 2H), 1.66 (d, J = 10.8 Hz,
2H), 1.76 - 1.89 (m, 1H), 2.68 (, J =
11.6 Hz, 2H), 3.09 (t, J = 6.4 Hz, 2H),
3.69 (s, 3H), 4.10 (d, J = 13.2 Hz, 2H),
543 (t, J = 5.7 Hz, 1H), 6.24 (d, J =
2.2 Hz, 1H), 6.65 (¢, J = 7.6 Hz, 1H),
8.83 (d, J = 8.6 Hz, 1H), 7.36 - 7.42
(m, 2H), 7.44 (d, J = 2.2 Hz, 1H), 8.87
(s, TH).

C—174

MS ESI mle: 375 (M+H), 373 (M-H).
H-NMR (DMSO-Ds, 400 MHz) 5: 1.03
- 1.16 (m, 2H), 1.70 - 1.83 (m, 3H),
221t J =54 Hz, 3H), 277 ¢, J =
11.9 Hz, 2H), 2.98 (t, J = 5.8 Hz, 2H),
421 (d, J = 13.0 Hz, 2H), 6.47 - 6.54
(m, 2H), 6.58 (d, J = 8.8 Hz, 2H), 7.65
(d, J = 8.8 Hz, 2H).

C—175

MS ESI mie: 338 (M+H), 336 (M-H).
'H-NMR (DMSO-Dj, 400 MHz) 5: 1.00
- 1.14 (m, 2H), 1.70 (d, J = 12.8 Hz,
2H), 1.75 - 1.88 (m, 1H), 2.19 (s, 3H),
277 (t, J= 118 Hz, 2H), 311 (, J =
8.2 Hz, 2H), 4.20 (d, J = 13.0 Hz, 2H),
8.50 (s, 1H), 6.57 (d, J = 3.5 Hz, 1H),
.98 (d, J = 3.5 Hz, 1H), 759 ¢, J =
5.5 Hz, 1H), 10.86 (br s, 1H).

[0398] [5£1-36]
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C—=176

MS ESI m/e: 520 (M+H), 518 (M-H).
'H-NMR (DMSO-D, 300 MHz) &: 1.53 - 1.68
(m, 2H), 1.93 - 2.06 (m, 2H), 2.13 (s, 3H),
3.27 -3.43 (m, 2H), 3.78 - 3.91 (m, 2H), 4.49
(d, J=6.0Hz, 2H), 4.64 -4.76 (m, 1H), .93
(d, J=8.3Hz, 1H), 7.01 (s, 1H), 7.05 (d, J =
7.8 Hz, 1H), 7.42 (dd, J=8.3, 7.9 Hz, 1H),
7.75 (dd, J= 5.7, 2.3 Hz, 1H), 8.14 (s, 1H),
8.16 (d, J=2.3 Hz, 1H), 8.37 (d, /= 5.7 Hz,
1H), 9.13 (t, /= 6.0 Hz, 1H), 9.25 (s, 1H).

C—177

MS ESI mle: 516 (M+H), 514 (M-H).
"H-NMR (DMSO-D;, 300 MHz) 5: 1.53 - 1.68
(m, 2H), 1.93 - 2.05 (m, 2H), 3.27 - 3.42 (m,
2H), 3.78 - 3.91 (m, 2H), 4.50 (d, J = 6.4 Hz,
2H), 4.64 - 4.75 (m, 1H), 6.93 (d, J = 8.3 Hz,
1H), 7.01 (s, 1H), 7.05 (d, J = 8.3 Hz, 1H),
7.34 (dd, J = 7.7, 4.7 Hz, 1H), 7.41 (dd, J =
8.3, 8.3 Hz, 1H), 7.72 (ddd, J = 7.7, 1.9, 1.7
Hz, 1H), 7.77 (dd, J = 5.7, 2.3 Hz, 1H), 8.16
(d, J = 2.3 Hz, 1H), 8.38 (d, J = 5.7 Hz, 1H),
8.44 (dd, J = 4.7, 1.7 Hz, 1H), 8.54 (d, J =
1.9 Hz, 1H), 9.25 (s, TH), 9.35 (t, J = 6.4 Hz,
1H).

C—178

MS ESI mle. 522 (M+H), 520 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) 5: 1.54 - 1.68
(m, 2H), 1.93 - 2.06 (m, 2H), 3.28 - 3.41 (m,
2H), 3.78 - 3.91 (M, 2H), 4.60 - 4.75 (m, 1H),
4.64 (d, J= 6.0 Hz, 1H), 6.93 (d, J= 8.3 Hz,
1H), 7.01 (s, 1H), 7.06 (d, J = 8.3 Hz, 1H),
7.42 (dd, J = 8.3, 8.3 Hz, 1H), 743 (d, J =
1.9 Hz, 1H), 7.78 (dd, J = 5.7, 2.3 Hz, 1H),
8.17 (d, J = 2.3 Hz, 1H), 8.39 (d, /= 5.7 Hz,
1H), 8.06 (d, J = 1.9 Hz, 1H), 8.13 (t, J= 6.0
Hz, 1H), 9.26 (s, 1H).

C—179

MS ESI mle: 522 (M+H), 520 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 5: 1.54 - 1.69
(m, 2H), 1.94 - 2.06 (m, 2H), 3.28 - 3.42 (m,
2H), 3.78 - 3.91 (m, 2H), 4.65 - 4.81 (m, 1H),
4.77 (d, J = 8.0 Hz, 2H), 6.93 (d, J = 7.9 Hz,
1H), 7.01 (s, 1H), 7.06 (d, J = 8.5 Hz, 1H),
7.42 (dd, J = 8.5, 7.9 Hz, 1H), 7.60 (d, J =
34 Hz, 1H), 7.73 (d, J = 3.4 Hz, 1H), 7.80
(dd, J= 5.7, 2.3 Hz, 1H), 8.19 (d, J = 2.3 Hz,
1H), 8.42 (d, J = 5.7 Hz, 1H), 9.27 (s, TH),
9.54 (t, J=6.0 Hz, 1H).

C—180

MS ESI mie: 402 (M+H), 400 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 3: 1.53 - 1.68
(m, 2H), 1.92 - 2.06 (m, 2H), 2.26 (s, 3H),
3.28 - 3.43 (m, 2H), 3.75 - 3.89 (M, 2H), 4.63
-4.75 (m, 1H), 6.61 (s, 1H), 6.93 (d, /= 8.3
Hz, 1H), 6.98 - 7.10 (m, 2H), 7.41 (t, J= 8.3
Hz, 1H), 10.45 (s, TH).

[0399] [5£1-37]
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cC—181

MS ESI m/e: 385 (M+H), 383 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) 5: 1.43
-1.61 (m, 2H), 1.86 -2.01 (m, 2H),
3.16-3.29 (m, 2H), 3.70 (s, 3H), 3.73
- 3.87 {m, 2H), 4.58 - 4.72 (m, 1H),
6.26 (s, 1H), 6.92 (d, J = 8.3 Hz, 1H),
6.95-7.08 (m, 2H), 7.40 (t, /= 8.1 Hz,
1H), 7.46 (s, 1H), 9.00 (s, 1H).

C—182

MS ESI m/e: 388 (M+H), 386 (M-H).
H-NMR (DMSO-Dg, 400 MHz) b: 1.03
- 1.16 (m, 2H), 1.70 - 1.84 (m, 3H),
2.19 (s, 3H), 2.72 (d, J = 4.6 Hz, 3H),
277 (t, J = 12.7 Hz, 2H), 2.96 @, J =
5.8 Hz, 2H), 4.21 (d, J = 13.0 Hz, 2H),
8.19 (t, J = 5.7 Hz, 1H), 6.50 (s, 1H),
6.55 (d, J = 8.8 Hz, 2H), 7.58 (d, J =
8.8 Hz, 2H), 7.93 (q, J = 4.6 Hz, 1H),
10.88 (br s, 1H).

C—183

H,C._ CH,

MS ESI mie: 373 (M+H), 371 (M-H).
"H-NMR (DMSO-Dg, 400 MHz) 5: 1.02
- 1.14 (m, 2H), 1.15 (d, J = 6.8 Hz,
6H), 1.75 (d, J = 13.2 Hz, 2H), 1.81 -
1.94 (m, 1H), 2.19 (s, 3H), 2.77 (1, J =
11.7 Hz, 2H), 2.94 - 3.06 (m, 3H), 4.20
(d, J=132 Hz, 2H), 498 (t, J = 55
Hz, 1H), 6.47 - 6.58 (m, 3H), 6.97 (td,
J=77, 15 Hz, 1H), 7.02 (dd, J = 7.5,
1.5 Hz, 1H), 10.89 (br s, 1H).

C—184

FOUF /U\\t

MS ESI m/e: 393 (M+H), 391 (M-H).
TH-NMR (DMSO-Ds, 400 MHz) 5: 1.01
- 1.19 (m, 2H), 1.69 (d, J = 12.4 Hz,
2H), 1.75 - 1.94 (m, 1H), 2.36 (s, 3H),
274 (t J = 11.7 Hz, 2H), 3.10 (t, J =
6.4 Hz, 2H), 4.14 (d, J = 13.2 Hz, 2H),
544 (t J=55Hz, 1H), 6.65 (t, J= 7.5
Hz, 1H), 6.77 - 6.88 (m, 2H), 7.33 -
7.44 (m, 2H), 7.49 - 7.61 (m, 2H), 8.95
(s, 1H).

C—185

MS ESI m/e: 371 (M+H), 369 (M-H).
"H-NMR (DMSO-Dg, 400 MHz) 8: 1.08
- 1.20 (m, 2H), 1.61 (d, J = 10.6 Hz,
2H), 1.89 - 2.02 (m, 1H), 2.19 (s, 3H),
273 (t, J = 11.8 Hz, 2H), 3.53 - 3.60
(m, 4H), 4.17 (d, J = 13.0 Hz, 2H),
.50 (s, 1H), 6.97 - 7.02 (m, 1H), 7.06
(d, J = 7.7 Hz, 1H), 7.22 - 7.28 (m,
2H), 10.88 (br s, 1H).

[0400] [5£1-38]
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C—186

MS ESI mie: 320 (M+H), 318 (M-H).
'H-NMR (DMSO-Ds, 400 MHz) &:
1.80 - 1.94 (m, 1H), 2.21 (s, 3H),
2.26 - 2.39 (m, 1H), 3.34 - 3.43 (m,
1H), 3.43 - 3.63 (m, 2H), 3.74 - 3.89
(m, 1H), 4.01 - 4.07 (m, 1H), 6.56
(br s, 1H), 7.25 - 7.32 (m, 1H), 7.34
- 7.40 (m, 2H), 7.40 - 7.46 (m, 2H),
10.65 (or's, 1H).

C-187

MS ESI mle: 372 (M+H), 370 (M-H).
'H-NMR (DMSO-Ds, 400 MHz) &:
2,07 - 2.30 (m, 2H), 2.21 (s, 3H),
340 - 3.52 (m, 1H), 3.57 - 3.76 (m,
3H), 5.30 (br s, 1H), 6.57 (br s, 1H),
7A4(t, J=77Hz 1H),7.35(d, J =
8.3 Hz, 1H), 7.61 - 7.70 (m, 2H),
10.65 (br's, 1H).

C—188

MS ESI m/e: 372 (M+H), 370 (M-H).
'H-NMR (DMSO-Ds, 400 MHz) &:
2.08 - 229 (m, 2H), 2.22 (s, 3H),
3.44 - 3.55 (m, 1H), 3.58 - 3.79 (m,
3H), 5.23 (br s, 1H), 6.57 (br s, 1H),
7.27 -7.36 (m, 3H), 7.56 (t, J= 7.8
Hz, 1H), 10.68 (br's, 1H).

cC—189

MS ESI m/e: 303 (M+H), 301 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) &:
1.78 - 1.93 (m, 1H), 2.08 - 2.29 (m,
1H), 2.21 (s, 3H), 3.25 - 3.77 (m,
4H), 3.92 - 4.08 (m, 1H), 5.83 (d, J
= 6.4 Hz, 1H), 6.50 - 6.64 (m, 4H),
7.09 (t, J = 7.9 Hz, 2H), 10.57 (brs,
1H).

C—190

MS ESI m/e: 318 (M+H), 316 (M-H).
"H-NMR (DMSO-Dg, 400 MHz) d:
2.08 - 2.26 (m, 3H), 2.10 (s, 3H),
222 (s, 2H), 347 - 3.73 (m, 4H),
5.08 (br s, 1H), 6.58 (br s, 1H), 6.85
- 6.90 (m, 1H), .99 (d, J = 8.1 Hz,
1H), 7.14 - 7.20 (m, 2H), 10.85 (br
s, TH).

[0401] [521-39]
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CcC—191

MS ESI m/e: 332 (M+H), 330 (M-H).
'H-NMR (DMSO-Dg, 400 MHz) &
1.07 (t, J = 7.5 Hz, 3H), 2.07 - 2.28
(m, 2H), 2.21 (s, 3H), 2.44 - 2.59 (m,
2H), 346 - 3.72 (m, 4H), 5.11 (br s,
1H), 6.56 (br s, 1H), 6.87 - 6.92 (m,
1H), 7.00 (d, J = 7.9 Hz, 1H), 7.15 -
7.20 (m, 2H), 10.65 (br s, 1H).

C—182

MS ESI m/e: 346 (M+H), 344 (M-H).
'H-NMR (DMSO-Dg, 400 MHz) &:
1.41 - 1.52 (m, 2H), 2.08 - 2.27 (m,
2H), 2.21 (s, 3H), 2.38 - 2.55 (m, 2H),
3.46 - 3.70 (m, 4H), 5.10 (br s, 1H),
6.56 (br s, 1H), 6.89 (id, J = 7.3, 0.9
Hz, 1H), 7.00 (d, J= 7.9 Hz, 1H), 7.13
(dd, J=7.4, 1.6 Hz, 1H), 7.18 (dt, J =
10.6, 4.1 Hz, 1H), 10.65 (brs, 1H).

C—193

MS ESI mle: 333 (M+H), 331 (V-H).
'H-NMR (DMSO-Ds, 400 MHz) &:
1.02 - 1.15 (m, 2H), 1.66 - 1.85 (m,
3H), 2.19 (s, 3H), 2.77 (t, J = 11.8 Hz,
2H), 3.15 {t, J = 6.3 Hz, 2H), 4.20 (d,
J =132 Hz, 2H), 6.50 (s, 1H), 7.11 (¢,
J =56 Hz, 1H), 7.61 (d, J = 2.6 Hz,
1H), 7.89 (dd, J = 2.9, 1.3 Hz, 1H),
7.92 (d, J = 1.5 Hz, 1H), 10.85 (br s,
1H).

C—194

Q

F
F\F

MS ESI mle: 457 (M+H), 455 (M-H).
'H-NMR (DMSO-Ds, 400 MHz) &:
1.02 - 1.16 (m, 2H), 1.70 (d, J = 12.8
Hz, 2H), 1.80 - 1.93 (m, 1H), 2.04 (s,
3H), 2.78 (t, J = 11.9 Hz, 2H), 3.10 {t,
J=6.4 Hz, 2H), 417 (d, J = 13.0 Hz,
2H), 4.97 (s, 2H), 5.44 (t, J = 5.6 Hz,
1H), 6.66 (t, J = 7.5 Hz, 1H), 6.84 (d,
J = 8.8 Hz, 1H), 6.99 (s, 1H), 7.35 -
7.43 (m, 2H), 10.91 (br's, 1H).

C—195

OH

MS ESI m/e: 415 (M+H), 413 (M-H).
'H-NMR (DMSO-Ds, 400 MHz) &:
1.01 - 1.15 (m, 2H), 1.70 (d, J = 10.8
Hz, 2H), 1.80 - 1.93 (m, 1H), 2.77 (t, J
= 11.8 Hz, 2H), 310 (, J = 64 Hz,
2H), 4.17 (d, J = 13.2 Hz, 2H), 4.41
(d, J=4.9 Hz, 2H), 5.12 (t, J= 5.6 Hz,
1H), 5.44 (t, J = 5.8 Hz, 1H), 6.65 (t, J
= 7.5 Hz, TH), 6.71 (s, 1H), 6.84 (d, J
= 86 Hz, 1H), 7.36-7.42 (m, 2H),
10.84 (brs, 1H).

[0402] [521-40]




WO 2008/120759

183

PCT/JP2008/056210

el

WiEiE

C—196

MS ESI m/e: 403 (M+H), 401 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) &: 1.52
- 1.68 (m, 2H), 1.90 - 2.05 (m, 2H),
2.39 (s, 3H), 3.35 - 3.49 (m, 2H), 3.79
-3.95 (m, 2H), 4.64 - 476 (m, 1H),
6.93 (d, J = 7.9 Hz, 1H), 6.97 - 7.09
(m, 2H), 7.41 (t, J = 8.3 Hz, 1H), 11.69
(br s, 1H).

C—-197

MS ESI mie: 474 (M+H), 472 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 5: 1.18
(t, J= 7.0 Hz, 3H), 1.49 - 1.65 (m, 2H),
1.88 - 2.02 (m, 2H), 3.28 - 3.41 (m,
2H), 3.63 (s, 2H), 3.76 - 3.93 (m, 2H),
407 (9, J=7.2 Hz, 2H), 4.62 - 4.74
(m, 1H), 6.81 (s, 1H), 6.92 (d, J=8.3
Hz, 1H), 6.96 - 7.08 (m, 2H), 7.41 (t, J
= 8.3 Hz, 1H), 10.93 (s, 1H).

C—198

NS ESI mie: 446 (M+H), 444 (M-H).
"H-NMR (DMSO-Ds, 300MHz) 5: 1.48
-1.84 (m, 2H), 1.88 - 2.02 (m, 2H),
3.27 - 341 (m, 2H), 3.54 (s, 2H), 3.79
-3.92 (m, 2H), 4.62 - 4.74 (m, 1H),
6.76 (5, TH), 6.92 (d, J = 8.3 Hz, 1H),
6.97 - 7.08 (m, 2H), 7.41 (t, J = 8.3 Hz,
1H).

C—199

MS ESI mie: 432 (M+H), 430 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) 5: 1.47
-1.84 (m, 2H), 1.88 - 2.02 (m, 2H),
2.69 (t, J = 6.8 Hz, 2H), 3.25 - 3.43 (m,
2H), 3.65 (dd, J = 11.7, 6.8 Hz, 2H),
3.77 - 3.95 (m, 2H), 4.55 - 4.74 (m,
2H), 6.58 (s, 1H), 6.92 (d, J = 8.3 Hz,
1H), 6.96 - 7.09 (m, 2H), 7.41 (t, J =
8.3 Hz, 1H), 10.83 (brs, 1H).

C—200

NS ESI m/e: 402 (M+H), 400 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 5; 1.46
-1.83 (m, 2H), 1.86 - 2.01 (m, 2H),
2.59 (s, 3H), 3.20 - 3.37 (m, 2H), 3.76
-3.90 (m, 2H), 4.60 - 4.72 (m, 1H),
6.92 (d, J = 8.3 Hz, 1H), 6.96 - 7.10
(m, 3H), 7.41 (&, J=8.3 Hz, 1H), 9.54
(s, TH).

[0403] [F21-41]
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c—201 cH, MS ESI mle: 372 (M+H), 370 (M-H).
o X "H-NMR (DMSO-Ds, 300 MHz) &: 2.04
P -2.30 (m, 2H), 2.58 (s, 3H), 3.37 -
9 N 3.50 (m, 1H), 3.56 - 3.72 (m, 3H), 5.27

(s, TH), 7.03 - 7.16 (m, 2H), 7.33 (d, J
= 8.3 Hz, 1H), 7.57 - 7.70 (m, 2H),
. 9.24 (s, 1H).

C—202 /{0 MS ESI mie: 430 (M+H), 428 (M-H).

{ =0 "H-NMR (DMSO-Ds, 300 MHz) 3: 2.04

HL (s, 3H), 2.07 - 2.30 (m, 2H), 3.40 -
?N NS 3.52 (m, 1H), 3.57 - 3.76 (m, 3H), 4.97
(s, 2H), 5.30 (br s, 1H), 7.02 (s, 1H),
7.13(dd, J=7.9,7.5Hz, 1H),7.35d,
J=83Hz 1H), 762 (d, J = 7.9 Hz,
F 1H), 7.65 (dd, J = 8.3, 7.5 Hz, 1H),
FF 10.83 (d, J= 0.0 Hz, 1H).

C—-203 3 VS ESI mle; 444 (Mi+H), 442 (M-H).
. H-NMR (CDCls, 300 MHz) &: 1.27 (t,
N o J = 7.2 Hz, 3H), 2.18 - 2.33 (m, 1H),

o}
A 2.36 - 2.48 (m, 1H), 3.59 - 3.93 (m,
AN 9

H 4H), 4.18 (g, J = 7.2 Hz, 2H), 5.11 (s,
) 1H), 6.68 (s, 1H), 6.96 (d, J = 8.3 Hz,
- 1H), 7.05 (dd, J = 7.5, 8.3 Hz, 1H),

F 7.49 (dd, J= 7.5, 7.9 Hz, 1H), 7.58 (d,

FF J=7.9Hz, 1H), 7.96 (brs, 1H).

C—204 cH, | MS ESI m/e: 383 (M+H), 381 (M-H).
"H-NMR (DMSO-Dg, 400 MHz) 5: 1.01
)L 0 |- 114 (m, 2H), 1.64 - 1.72 (m, 2H),

F
FQF NOSNT N 1.77 - 1.92 (m, 1H), 2.32 (s, 3H), 2.74
H\/Q H t, J=11.7Hz 2H), 3.10 ¢, J=6.4 Hz,
N 2H), 411 (d, J = 13.5 Hz, 2H), 543 (},

J = 5.8 Hz, 1H), 646 (s, 1H), 6.65 (t, J
=75 Hz, 1H), 6.84 (d, J = 8.8 Hz, 1H),
7.35-7.42 (m, 2H), 9.50 (s, 1H).

C—205 ch, | MS ESI m/e: 383 (M+H), 381 (M-H).
o TH-NMR (DMSO-Dg, 400 MHz) 3: 1.01
F )% [ N |- 1.5 (m, 2H), 1.70 (d, J = 13.0 Hz,

544 (t, J = 5.8 Hz, 1H), 5.89 (s, 1H),
6.85 (t, /=75 Hz, 1H), 6.84 (d, J =
8.8 Hz, 1H), 7.36 - 7.42 (m, 2H), 10.10
(brs, 1H).

FOF NN O 2H), 1.79 - 1.92 (m, 1H), 2.13 (s, 3H),
Hﬁ H 277 (t J=11.7 Hz, 2H), 310 (t, J =
N 6.3 Hz, 2H), 4.10 (d, J = 13.5 Hz, 2H),

[0404] [F21-42]
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C—206

AN

MS ESI m/e: 333 (M+H), 331 (M-H).
'H-NMR (DMSO-D;, 400 MHz) &: 1.00 -
1.16 (m, 2H), 1.64 - 1.84 (m, 3H), 2.19 (s,
3H), 2.77 (t, J = 11.8 Hz, 2H), 3.09 - 3.25
(brm, 2H), 4.19 (d, /= 12.1 Hz, 2H), 6.44
- 8.57 (m, 2H), 7.42 (t, J = 5.5 Hz, 1H),
7.98 - 8.00 (br m, 1H), 8.37 (s, 1H), 10.74
(brs, 1H).

C—207

MS ESI mie 485 (M+H), 483 (M-H).
"H-NMR (DMSO-Ds, 400 MHz) &: 1.01 -
1.4 (m, 2H), 1.16 {t, J = 7.2 Hz, 3H), 1.65
- 1.74 (m, 2H), 1.79 - 1.92 (m, 1H), 2.63
(dd, J = 7.9, 6.8 Hz, 2H), 2.71 - 2.85 (m,
4H), 3.09 (t, J = 6.3 Hz, 2H), 4.05 (q, J =
7.1 Hz, 2H), 418 (d, J = 13.2 Hz, 2H),
5.44 (t, J = 5.5 Hz, 1H), 6.57 (s, 1H), 6.65
(t J=75Hz, 1H), 6.84 (d, J = 8.8 Hz,
1H), 7.35-7.43 (m, 2H), 10.81 (brs, 1H).

cC—208

MS ES| m/e: 457( M+H), 455( M-H).
'H-NMR  (DMSO-Ds, 400MHz) &:
1.02-1.14 (m, 2H), 1.65-1.74 (m, 2H),
1.79-1.92 (m, 1H), 2.56 {t, J = 7.6 Hz,
2H), 2.71-2.83 (m, 4H), 3.09 (t, J = 6.3
Hz, 2H), 4.18 (d, J = 13.5 Hz, 2H), 5.43 (i,
J =57 Hz, 1H), 6.56 (s, 1H), 6.65 (t, J =
7.5 Hz, 1H), 6.84 (d, J = 8.8 Hz, 1H),
7.35-7.42 (m, 2H).

CcC—-209

MS ES| mle: 579 (M+H), 577 (M-H).
'H-NMR (DMSO-De, 300 MHz) 5: 1.58 -
1.72 (m, 2H), 1.97 - 2.10 (m, 2H), 3.26 -
3.44 (m, 2H), 3.77 - 3.80 (M, 2H), 3.88 (s,
3H), 4.68 - 4.77 (m, 1H), 475 (d, J=6.0
Hz, 2H), 6.93 (d, J = 7.9 Hz, 1H), 7.02 (s,
1H), 7.06 (d, J = 8.3 Hz, 1H), 7.42 (dd, J =
8.3, 7.9 Hz, 1H), 7.51 (dd, J= 8.3, 1.5 Hz,
1H), 7.64 (d, J = 3.4 Hz, 1H), 7.74 (d, J =
3.4 Hz, 1H), 7.99 (d, J = 8.3 Hz, 1H), 8.68
(d, J = 1.5 Hz, 1H), 9.50 (t, J = 6.0 Hz,
1H), 10.25 (s, 1H).

C—-210

MS ESI mie: 565 (M+H), 563 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) 5: 1.56 -
1.72 (m, 2H), 1.96 - 2.10 (m, 2H), 3.21 -
3.46 (m, 2H), 3.74 - 3.89 (m, 2H), 4.68 -
478 (m, 1H), 4.74 (d, J = 5.7 Hz, 2H),
6.93 (d, J = 8.3 Hz, 1H), 7.01 (s, 1H), 7.06
(d, J = 8.3 Hz, 1H), 7.42 (dd, J = 8.3, 8.3
Hz, 1H), 7.46 (dd, J = 8.3, 1.5 Hz, 1H),
7.64 (d, J = 3.0 Hz, 1H), 7.74 (d, J = 3.0
Hz, 1H), 8.03 (d, J = 8.3 Hz, 1H), 8.83 (d,
J = 1.5 Hz, 1H), 9.47 (t, J = 5.8 Hz, 1H),
10.97 (brs, 1H).

[0405] [521-43]
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CcC—211

MS ESI mle: 426 (M+H), 424 (M-H).
"H-NMR (DMSO-De, 300 MHz) 5: 2.07 -
2.34 (m, 2H), 3.41 - 3.55 (m, 1H), 3.57 -
3.81 (m, 3H), 5.32 (s, 1H), 7.13 (dd, J =
8.3, 7.5 Hz, 1H), 7.35 (d, J = 8.3 Hz,
1H), 7.63 (d, J = 7.5 Hz, 2H), 7.66 (dd,
J=177,75Hz, 1H), 7.78 (s, 1H), 11.23
(s, 1H).

C—212

MS ESI mie: 458 (M+H), 456 (M-H).
H-NMR (CDCls, 300 MHz) 5: 1.23 (t, J
= 7.2 Hz, 3H), 2.17 - 2.33 (m, 1H), 2.36
-2.48 (m, 1H), 2.66 (t, J = 7.5 Hz, 2H),
2.94 (t, J = 7.5 Hz, 2H), 3.62 - 3.88 (m,
4H), 413 (q, J = 7.2 Hz, 2H), 5.1 (s,
1H), 6.47 (s, 1H), 6.96 (d, J = 8.7 Hz,
1H), 7.05 (dd, J = 7.9, 7.5 Hz, 1H), 7.50
(dd, J =87, 7.5 Hz, 1H), 758 (d, J =
7.9 Hz, 1H), 7.91 (br s, 1H).

C—213

MS ESI mie. 402 (M+H), 400 (V-H).
'H-NMR (DMSO-Ds, 300 MHz) 5: 2.07 -
2.30 (m, 2H), 2.69 (t, J = 7.0 Hz, 2H),
3.38 - 351 (m, 1H), 3.59 - 3.72 (M, 3H),
3.65 (dt, J = 7.0, 5.5 Hz, 2H), 4.60 (t, J
=55 Hz, 1H), 5.29 (s, 1H), 6.61 (s, 1H),
7.12(dd, J=7.5, 7.5 Hz, 1H), 7.34 (d, J
= 8.3 Hz, 1H), 762 (d, J = 7.5 Hz, 1H),
7.65 (dd, J = 8.3, 7.5 Hz, 2H), 10.64 (br
s, 1H).

cC—214

MS ESI mie: 372 (M+H), 370 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 5: 2.04 -
2.33 (m, 2H), 2.27 (s, 3H), 3.38 - 3.51
(m, 1H), 3.57 - 3.74 (m, 3H), 5.29 (s,
1H), 6.99 (s, 1H), 7.12 (dd, J= 7.9, 7.5
Hz, 1H), 7.34 (d, J = 8.3 Hz, 1H), 7.62
(d, J = 7.8 Hz, 2H), 7.65 (dd, J = 8.3,
7.5 Hz, 2H), 10.55 (br s, 1H).

MS ESI mle: 355 (M+H), 353 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 3: 2.03 -
2.30 (m, 2H), 3.28 - 3.47 (m, 1H), 3.53 -
3.65 (m, 3H), 3.69 (s, 3H), 5.22 - 5.28
(m, 1H), 6.25 (d, J = 2.3 Hz, 1H), 7.1
(dd, J =75, 75 Hz, 1H), 7.32 (d, J =
8.7 Hz, 1H), 7.45 (d, J = 2.3 Hz, 1H),
7.58 - 7.69 (m, 2H), 8.70 (s, 1H).
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C—216

MS ESI m/e: 388 (M+H), 386 (M-H).
TH-NMR (DMSO-Ds, 300 MHz) 5: 2.06
- 2.31 (m, 2H), 3.38 - 3.52 (m, 1H),
358 - 3.75 (m, 3H), 441 (d, J = 5.7
Hz, 2H), 5.11 t, J = 5.7 Hz, 1H), 5.25 -
5.34 (m, 1H), 6.73 (s, 1H), 7.12 (dd, J
=7.9,7.5Hz, 1H), 7.34 (d, J = 8.3 Hz,
1H), 7.62 (d, J = 7.9 Hz, 2H), 7.65 (dd,
J=83,7.5Hz, 2H), 10.70 (s, 1H).

c—217

MS ESI mie: 460 (M+H), 458 (VI-H).
"H-NMR (DMSO-Ds, 300 MHz) 5: 1.49
- 1.65 (m, 2H), 1.89 - 2.02 (m, 2H),
2.04 (s, 3H), 3.27 - 3.43 (m, 2H), 3.76
-3.93 (m, 2H), 4.62 - 4.74 (m, 1H),
4,98 (s, 2H), 6.92 (d, J = 8.3 Hz, 1H),
6.97 - 7.08 (m, 3H), 7.41 (t, J= 8.1 Hz,
1H), 11.01 (s, 1H).

C—218

MS ESI m/e: 418 (M+H), 416 (M-H).
H-NMR (DMSO-Ds, 300 MHz) 5: 1.48
-1.64 (m, 2H), 1.89 - 2.02 (m, 2H),
3.27-3.41 (m, 2H), 3.79 - 3.93 (m,
2H), 441 (d, J = 5.7 Hz, 2H), 4.62 -
474 (m, 1H), 5.13 (t, J = 5.7 Hz, 1H),
8.73 (s, 1H), 8.92 (d, J= 7.9 Hz, 1H),
8.97 - 7.08 (m, 2H), 7.41 (t, J= 8.1 Hz,
1H), 10.92 (br s, 1H).

C—219

MS ESI mle: 446 (M+H), 444 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) 5: 1.48
-1.64 (m, 2H), 1.68 - 1.81 (m, 2H),
1.88 - 2.03 (m, 2H), 2.56 (t, J = 7.5 Hz,
2H), 3.27 - 3.47 (m, 4H), 3.78 - 3.96
(m, 2H), 4.45 (t, J = 5.1 Hz, 1H), 4.60 -
4.74 (m, 1H), 6.53 (s, 1H), 6.92 (d, J =
8.3 Hz, 1H), 5.96 - 7.08 (m, 2H), 7.41
(t, J = 8.3 Hz, 1H), 10.85 (br s, 1H).

C—-220

MS ESI mie: 460 (M+H), 458 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 5: 1.47
-1.64 (m, 2H), 1.88 - 2.01 (m, 2H),
256 (t, J=7.5Hz, 2H), 2.77 (t, J=75
Hz, 2H), 3.27 - 3.41 (m, 2H), 3.80 -
3.92 (m, 2H), 4.62 - 4.73 (m, 1H), 6.58
(s, 1H), 6.92 (d, J = 8.3 Hz, 1H), 6.97 -
7.08 (m, 2H), 7.41 (1, J = 8.3 Hz, 1H).
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cC—221

MS ESI m/e: 446 (M+H), 444 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) 5: 1.52 -
1.68 (m, 2H), 1.91 - 2.04 (m, 2H), 3.34 -
347 (m, 2H), 3.79 (s, 3H), 3.81-3.95
(m, 2H), 464 -476 (m, 1H),6.93 (d, J
= 8.3 Hz, 1H), 6.97 - 7.09 (m, 2H), 7.41
(t, J=8.3 Hz, 1H), 8.07 (s, 1H), 11.49
(brs, 1H).

C—222

MS ESI mie: 432 (M+H), 430 (M-H).
H-NMR (DMSO-Ds, 300 MHz) &: 1.51 -
1.67 (m, 2H), 1.90 - 2.04 (m, 2H), 3.33 -
3.45 (m, 2H), 3.82 - 3.94 (m, 2H), 4.63 -
4.75 (m, 1H), 6.93 (d, J = 8.3 Hz, 1H),
6.97 - 7.08 (m, 2H), 7.41 (t, J = 8.3 Hz,
1H), 7.91 (s, 1H).

c—223

MS ESI m/e: 443 (M+H), 441 (M-H).
'H-NMR (DMSO-Ds, 400 MHz) &: 1.01 -
1.4 (m, 2H), 1.85 - 1.79 (m, 4H), 1.79 -
1.92 (m, 1H), 2.56 (t, J = 7.7 Hz, 2H),
276 (t, J=11.7 Hz, 2H), 3.09 (t, J= 6.3
Hz, 2H), 341 (t, J = 6.4 Hz, 2H), 4.19
(d, J = 13.2 Hz, 2H), 444 (br s, 1H),
543 (t, J = 5.8 Hz, 1H), 6.51 (s, 1H),
6.65 (t, J = 7.5 Hz, 1H), 6.84 (d, J = 8.8
Hz, 1H), 7.35 - 7.42 (m, 2H), 10.83 (br
s, 1H).

C—224

MS ESI mie: 430 (M+H), 428 (M-H).
TH-NMR (DMSO-Ds, 300 MHz) 5: 2.06 -
2.30 (m, 2H), 2.56 (t, J = 7.7 Hz, 2H),
278t J = 7.7 Hz, 2H), 3.24 - 3.52 (m,
1H), 3.56 - 3.74 (m, 3H), 5.25 - 5.33 (m,
1H), 6.59 (s, 1H), 7.12 (dd, J= 7.9, 7.5
Hz, 1H), 7.34 (d, J = 8.3 Hz, 1H), 7.62
(d, J =79 Hz, 2H), 7.65 (dd, J = 8.3,
75 Hz, 2H).

c—-225

MS ESI mle: 416 (M+H), 414 (V-H).
'H-NMR (DMSO-Ds, 300 MHz) 3: 2.06 -
2.33 (m, 2H), 3.21 - 3.52 (m, 1H), 3.53
(s, 2H), 3.58 - 3.80 (m, 3H), 5.23 - 5.35
(m, 1H), 6.76 (s, 1H), 7.12 (dd, J = 7.9,
75 Hz, 1H), 7.34 (d, J = 8.3 Hz, 1H),
762 (d, J = 7.5 Hz, 2H), 7.65 (dd, J =
8.3,7.9 Hz, 2H).

[0408] [5£1-46]
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C—226

MS ESI mfe: 356 (M+H), 354 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) 5: 2.06
- 230 (m, 2H), 2.14 (s, 3H), 3.38 -
3.50 (m, 1H), 3.54 - 3.72 (m, 3H), 5.25
- 5.33 (m, 1H), 5.90 (s, 1H), 7.12 (dd,
J=79,75Hz 1H), 7.34 (d, J = 8.3
Hz, 1H), 7.63 (d, J = 7.5 Hz, 1H), 7.65
(dd, J = 8.3, 7.9 Hz, 2H), 10.01 (s,
1H).

cC—227

MS ESI m/e: 356 (M+H), 354 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) &: 2.12
- 2.26 (m, 2H), 2.33 (s, 3H), 3.4 (dd,
J=17.1,10.0 Hz, 1H), 3.57 - 3.70 (m,
3H), 5.27 (s, 1H), 649 (s, 1H), 7.12 ¢,
J=75Hz 1H), 7.33 (d, J = 8.3 Hz,
1H), 7.64 (t, J = 9.0 Hz, 2H), 9.38 (br
s, TH).

cC—228

MS ESI mle: 373 (M+H), 371 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 5: 2.08
-2.33 (m, 2H), 2.38 (s, 3H), 3.43-3.54
(m, 1H), 3.61 - 3.77 (m, 3H), 5.32 (s,
1H), 7.13 ¢, J=7.5 Hz, 1H), 7.36 (d, J
=8.7 Hz, 1H), 7.65 (dd, J= 13.9, 75
Hz, 2H), 11.58 (br s, 1H).

cC—229

MS ESI mie: 372 (M+H), 370 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) 5: 2.10
-2.33 (m, 2H), 2.25 (s, 3H), 3.39 -
3.50 (m, 1H), 3.55 - 3.74 (m, 3H), 5.33
(s, 1H), 6.60 (s, 1H), 7.13 (t, J= 7.5
Hz, 1H), 7.37 (d, J = 8.3 Hz, 1H), 7.65
(dd, J = 13.4, 7.3 Hz, 2H), 10.26 (br s,
1H).

C—-230

MS ESI mfe: 399 (M+H), 397 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 8: 2.00
- 2.32 (m, 2H), 3.26 - 3.70 (m, 4H),
4.77 (s, 2H), 5.25 (br s, 1H), 6.32 (d, J
=23 Hz, 1H), 7.11 (t, J = 7.5 Hz, 1H),
7.32(d, J=83Hz 1H), 751 d, J =
2.3 Hz, 1H), 7.59 - 7.68 (m, 2H), 8.79
(s, 1H), 12.97 (brs, 1H).

[0409] [521-47]




WO 2008/120759

190

PCT/JP2008/056210

FEftatl

L

YoEAE

cC—231

MS ESI m/e: 385 (M+H), 383 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) &: 2.02
- 2.30 (m, 2H), 3.34 - 3.46 (m, 1H),
3.54 - 3.65 (m, 3H), 3.68 (q, J = 5.5 Hz,
2H), 3.98 (t, J = 5.8 Hz, 2H), 4.83 (t, J
= 5.5 Hz, 1H), 5.25 (br s, 1H), 6.26 (d,
J=23Hz 1H), 711 (t J = 75 Hz,
1H), 7.32 (d, J = 8.3 Hz, 1H), 7.47 (d, J
= 2.3 Hz, 1H), 7.59 - 7.68 (m, 2H), 8.74
(s, TH).

C—232

MS ESI m/e: 418 (M+H), 416 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 5: 1.48
-1.65 (m, 2H), 1.88 - 2.02 (m, 2H),
3.26 - 3.42 (m, 2H), 3.80 - 3.95 (m,
2H), 4.50 (d, J = 5.3 Hz, 2H), 4.61 -
4.74 (m, 1H), 5.26 (t, J= 5.7 Hz, 1H),
6.92 (d, J = 7.9 Hz, 1H), 6.96 - 7.09 (m,
2H), 7.14 (s, 1H), 7.41 (t, J= 8.3 Hz,
1H), 10.90 (br s, 1H).

C—233

MS ESI m/e: 558 (M+H), 556 (M-H).
'H-NMR (DMSO-Dg, 300 MHz) 5: 1.55
-1.71 (m, 2H), 1.95 - 2.08 (m, 2H),
3.30-3.43 (m, 2H), 3.77 - 3.89 (m,
2H), 4.47 (d, J = 5.7 Hz, 2H), 4.66 -
4.77 (m, 1H), .93 (d, J = 8.3 Hz, 1H),
6.98 - 7.09 (m, 2H), 7.20 - 7.47 (m,
7H), 8.00 (d, J =7.9 Hz, 1H), 8.80 (d, J
=15 Hz, 1H), 9.08 (t, J = 6.0 Hz, 1H),
11.56 (brs, 1H).

C—234

MS ESI m/e: 559 (M+H), 557 (M-H).
'H-NMR (DMSO-Dg, 300 MHz) &: 1.57
-1.72 (m, 2H), 1.96 - 2.10 (m, 2H),
3.33-3.44 (m, 2H), 3.75 - 3.88 (m,
2H), 4.57 (d, J = 6.0 Hz, 2H), 4.67 -
4.78 (m, 1H), 6.93 (d, J = 8.3 Hz, 1H),
6.99 - 7.09 (m, 2H), 7.24 - 7.36 (m,
2H), 7.42 (t, J = 8.3 Hz, 1H), 7.49 (dd,
J=8.3,1.9Hz, 1H), 7.77 (td, J = 7.6,
1.8 Hz, 1H), 8.02 (d, J = 8.3 Hz, 1H),
8.52(d, J=4.1 Hz, 1H), 8.83 (d, J =
1.5 Hz, 1H), 9.19 (t, J = 6.0 Hz, 1H),
10.88 (s, 1H).

C—235

OH

MS ESI m/e: 416 (M+H), 414 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) 5: 1.68
- 1.80 (m, 2H), 2.05 - 2.31 (m, 2H),
2.57 (t, J = 7.7 Hz, 2H), 3.36 - 3.52 (m,
3H), 3.58 - 3.75 (m, 3H), 444 (t, J =
5.1 Hz, 1H), 5.29 (br s, 1H), 6.57 (br s,
1H), 7.12 (t, J = 7.7 Hz, 1H), 7.34 (d, J
= 8.3 Hz, 1H), 7.59 - 7.70 (m, 2H),
10.63 (br s, 1H).

[0410] [521-48]
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C—236

MS ESI m/le: 458 (M+H), 456 (M-H).
"H-NMR  (DMSO-Dg, 300 MHZ) &:
1.80 - 1.92 (m, 2H), 2.06 - 2.36 (m,
2H), 2.32 {t, J = 7.3 Hz, 2H), 252 -
2.60 (m, 2H), 3.37 - 3.52 (m, 1H),
3.56 - 3.75 (m, 3H), 3.58 (s, 3H),
5.29 (brs, 1H), 6.60 (s, 1H), 7.12 (t, J
= 7.5 Hz, 1H), 7.34 (d, J = 8.3 Hz,
1H), 7.59 - 7.69 (m, 2H), 10.63 (br s,
1H).

C—237

MS ES! m/e: 430 (M+H), 428 (M-H).
H-NMR (DMSO-Dg, 300 MHz) &:
1.38 - 1.47 (m, 2H), 1.57 - 1.67 (m,
2H), 2.04 - 2.31 (m, 2H), 2.45 - 2.59
(m, 2H), 3.34 - 3.51 (m, 3H), 3.56 -
3.75(m, 3H), 4.34 (t, J = 5.3 Hz, 1H),
5.29 (br s, 1H), 6.57 (br s, 1H), 7.12
(t J=75Hz 1H), 734 d, J= 79
Hz, 1H), 7.69 - 7.69 (m, 2H), 10.61
(brs, 1H).

c-238

MS ESI mie: 444 (M+H), 442 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) &:
1.74 - 1.88 (m, 2H), 2.06 - 2.31 (m,
4H), 2.55 (t, J = 7.5 Hz, 2H), 3.38 -
3.50 (m, 1H), 3.57 - 3.75 (m, 3H),
5.29 (brs, 1H), 6.58 (s, 1H), 7.12 (t, J
= 7.7 Hz, 1H), 7.34 (d, J = 8.7 Hz,
1H), 7.59 - 7.69 (m, 2H), 10.74 -
12.03 (br m, 2H).

CcC—239

MS ESI mie: 446 (Mi+H), 444 (V-H).
"H-NMR (DMSO-Ds, 300 MHz) 5:
1.49-1.64 (m, 2H), 1.89 - 2.02 (m,
2H), 3.27 - 3.41 (m, 2H), 3.68 (s, 2H),
3.81-3.94 (m, 2H), 4.62 - 4.74 (m,
1H), 6.92 (d, J = 7.9 Hz, 1H), 5.99 (s,
1H), 7.04 (dd, J = 8.3, 2.3 Hz, 1H),
711 (s, 1H), 7.41 (t, J = 8.3 Hz, 1H),
11.73 (brs, TH).

C—240

MS ESi m/fe: 460 (M+H), 458 (M-H).
"H-NMR (DMS0-Dg, 300 MHzZ) 8:
1.49 - 1,65 (m, 2H), 1.88 - 2.03 (m,
2H), 3.28 - 3.41 (m, 2H), 3.80 (s, 2H),
3.82-3.94 (m, 2H), 4.62 - 4.74 (m,
1H), 6.92 (d, J=7.9 Hz, 1H), .97 -
7.08 (m, 2H), 7.14 (s, 1H), 7.41 (t, J =
8.3 Hz, 1H), 10.93 (br s, 1H).

[0411] [521-49]
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C—241 o N o | MS ESIm/e: 443 (M+H), 441 (M-H).
J\ /m "H-NMR (DMSO-Dg, 400 MHz) 3: 1.10
NSNSy | -1.19(m, 2H), 1.72 (d, J=11.8 Hz,
F (Q H e | 2H), 1.83-1.94 (m, 1H),2.82 (t, J =

F F
: 12.3 Hz, 2H), 3.10 (t, J = 6.5 Hz, 2H),
\H 3.78 (s, 3H), 4.19 (d, J = 12.8 Hz, 2H),
546 (t, J= 6.0 Hz, 1H), 6.65 (t, J= 7.5

Hz, 1H), 6.84 (d, J= 8.6 Hz, 1H), 7.37
- 7.40 (m, 2H), 8.06 (s, 1H), 11.34 (br
s, 1H).

cC—242 o N o | MS ESI mle: 429 (M+H), 427 (M-H).
/\>—-{ *H-NMR (DMSO-Ds, 300 MHz) 8: 1.10

NN on | (dd, J=20.9, 11.5 Hz, 2H), 1.72(d, J
F H = 12.8 Hz, 2H), 1.80 - 1.93 (m, 1H),

FF
281 (t, J=11.9 Hz, 2H), 3.0 @, J =
NH 8.0 Hz, 2H), 4.20 (d, J = 13.2 Hz, 2H),
5.45 (s, 1H), 6.66 (¢, J = 7.3 Hz, 1H),

6.84(d, J=8.7Hz, 1H),7.36-7.42
(m, 2H), 7.92 (s, 1H), 11.69 (br s, 1H).

c—-243 "H-NMR (DMSO-Ds, 300 MHz) 5: 1.38

o K o | - 1.67 (m, 6H), 1.84 - 2.02 (m, 2H),

. /\NJKH/LS 248 - 2.56 (m, 2H), 3.34 - 3.44 (m,

/CLO;\) 2H), 3.77 - 3.95 (m, 2H), 4.35 (t, J =

5.1 Hz, 1H), 4.61 - 4.73 (m, 1H), 6.54

(or s, 1H), 6.88 - 7.07 (m, 3H), 7.41 (t,
J=83Hz, 1H), 10.81 (brs, 1H).

C_ 9244 cH, MS ESI mfe: 386 (M+H). 'H-NMR

T (DMSO-Ds, 400 MHz) &: 0.92 (t, J =

o e 7.3 Hz, 3H), 1.16 - 1.18 (m, 2H), 1.35 -

s WS 1.39 (m, 2H), 1.52 - 1.55 (m, 2H), 1.80

H - 1.83 (m, 2H), 1.96 - 1.99 (m, 1H),

2.22 (s, 3H), 2.52 - 2.56 (m, 2H), 2.82

NH {t, J = 12.6 Hz, 2H), 3.05 (d, J = 6.4

Wl ol Hz, 2H), 4.20 (d, J = 13.5 Hz, 2H),
6.60 (s, 1H), 6.90 - 7.15 (m, 5H).

C-245 o, | MS ESI m/e: 401 (M+H). 'H-NMR

o (DMSO-Ds, 400 MHz) 3: 0.92 (t, J =

s N 7.4 Hz, 3H), 1.09 - 1.19 (m, 5H), 1.34 -

Oy S S s 1.38 (m, 2H), 1.50 - 1.54 (m, 2H), 1.78
H (d, J = 13.2 Hz, 2H), 1.90 - 1.92 (m,

1H), 2.53 - 2.58 (m, 4H), 2.80 (t, J =
NH 12.0 Hz, 2H), 3.03 (d, J = 6.8 Hz, 2H),

o1 el 420 (d, J = 13.0 Hz, 2H), 6.54 - 8.57
(m, 1H), 6.76 - 6.78 (m, 2H), 7.05 -
7.08 (m, 2H).

[0412] [521-50]
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C—246 0 MS ESI m/e: 431 (M+H). 'H-NMR
(DMSO-Dg, 400 MHz) &: 0.91 (t, J =
SN oH 7.3 Hz, 3H), 1.08 - 1.12 (m, 2H), 1.32 -
) /“\\ 1.36 (m, 2H), 1.46 - 1.53 (m, 2H), 1.75
CHa_ s (d, J = 12.8 Hz, 2H), 1.85 - 1.87 (m,
(C N 1H), 2.45 (t, J = 7.5 Hz, 2H), 2.78 (t, J
= 11.7 Hz, 2H), 2.97 - 2.89 (m, 2H),
W 3.53 (s, 2H), 4.19 (d, J = 13.2 Hz, 2H),
4.87 - 489 (m, 1H), 6.48 - 6.51 (m,
2H), 6.74 (s, 1H), .91 - 6.92 (m, 1H),
6.95 - 6.99 (m, 1H).
C—247 OH | MS ESI m/e: 403 (M+H). 'H-NMR
<

(DMSO-D;, 400 MHz) &: 0.91 (t, J =

) 2o 7.3 Hz, 3H), 1.09 - 1.12 (m, 2H), 1.31 -
/U\N/LS 1.39 (m, 2H), 1.47 - 1.50 (m, 2H), 1.73

’ ol - 1.76 (m, 2H), 1.84 - 1.87 (m, 1H),
M 245 (t J = 7.5 Hz, 2H), 278 (t, J =

11.8 Hz, 2H), 2.98 (t, J = 6.2 Hz, 2H),
418 (d, J = 12.6 Hz, 2H), 441 (d, J =
5.7 Hz, 2H), 4.88 (t, J = 6.1 Hz, 1H),
510 (t, J = 5.7 Hz, 1H), 6.48 - 8.51 (m,
2H), 6.71 (or s, 1H), 6.91 (d, J = 7.3
Hz, 1H), 8.97 (t, J= 7.7 Hz, 1H).

C—248 CH, MS ESI m/e: 381 (M+H). "H-NMR
oH (DMSO-Dg, 400 MHz) &: 091 (t, J =

3 0 2 7.3 Hz, 3H), 1.09 - 1.14 (m, 2H), 1.33 -

/U\ | 1.36 (m, 2H), 1.46 - 1.54 (m, 2H), 1.76

NN Xy - 1.85 (m, 3H), 2.36 - 2.38 (m, 2H),
H 244 - 248 (m, 2H), 2.76 - 2.84 (m,
2H), 2.98-3.00 (m, 2H), 420 (d, J =

12.4 Hz, 2H), 4.91 (or s, 1H), 6.49 -
6.53 (m, 2H), 6.94 - 7.02 (m, 3H), 7.60
(s, 1H), 8.14 (t, J = 6.1 Hz, 1H).

C-249 cH cH, | "H-NMR (DMSO-Ds, 400 MHz) 5: 0.91
| (t, J= 7.3 Hz, 3H), 1.17 - 1.18 (m, 2H),
/U\ N 1.34 - 1.38 (m, 2H), 1.49 - 1.53 (m,
o 2H), 1.83 - 1.99 (m, 3H), 2.32 (s, 3H),
2.94 (t, J = 12.1 Hz, 2H), 3.03 (d, J =
6.2 Hz, 2H), 4.25 - 4.28 (m, 2H), 6.63 -
Hel HCl 6.66 (m, 2H), 7.00 - 7.03 (m, 2H), 7.74
-7.76 (m, 1H), 8.14 - 8.17 (m, 2H).
C—250 CH MS ESI mie: 410 (M+H). 'H-NMR
0 (DMSO-Dg, 400 MHz) & 0.91 (t, J =
PR 7.2 Hz, 3H), 1.10 - 1.17 (m, 2H), 1.32 -

NTON 1.37 (m, 2H), 1.45 - 1.55 (m, 2H), 1.77
H - 1.84 (m, 3H), 2.44 - 2.47 (m, 2H),
2.72-2.80 (m, 4H), 3.00 (t, J = 6.2 Hz,

oM 2H), 3.65 (q, J = 5.3 Hz, 2H), 4.06 (d, J

= 13.2 Hz, 2H), 4.89 (t J = 5.8 Hz,
1H), 5.35 (t, J = 3.8 Hz, 1H), 6.48 -
6.53 (m, 2H), 6.93 - 7.00 (m, 3H), 7.12
-7.47 (m, 2H), 741 (d, J = 7.9 Hz,
1H), 8.54 (s, 1H).

[0413] [F1-51]
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cC—251

MS ESI mle: 457 (M+H), 455 (M-H).
TH-NMR (DMSO-Ds, 400 MHz) 5: 1.05 -
115 (m, 2H), 1.27 (t, J = 7.2 Hz, 3H),
1.65 - 1.74 (m, 2H), 1.80 - 1.93 (m, 1H),
2.80 (t, J = 12.6 Hz, 2H), 3.09 (t, J= 6.5
Hz, 2H), 4.13 - 4.21 (m, 2H), 4.25 (9, J =
7.1 Hz, 2H), 5.44 (t, J = 5.8 Hz, 1H), 6.65
(t, J =75 Hz, 1H), 6.83 (d, J = 86 Hz,
1H), 7.35 - 7.42 (m, 2H), 7.89 (s, 1H),
11.21 (s, 1H).

C—2062

F F

MS ESI mie: 429 (M+H), 427 (M-H).
'H-NMR (DMSO-Ds, 400 MHz) &: 1.01 -
1.15 (m, 2H), 1.65 - 1.74 (m, 2H), 1.80 -
1.92 (m, 1H), 2.79 (t, J = 12.1 Hz, 2H),
3.00 (t, J = 6.3 Hz, 2H), 4.12 - 4.22 (m,
2H), 5.44 (t, J = 5.8 Hz, 1H), 6.65 (t, J =
75 Hz, 1H), 6.83 (d, J = 8.8 Hz, 1H),
7.34 - 7.42 (m, 2H), 7.81 (s, 1H), 11.16
(brs, 1H), 12.71 (br s, 1H).

C—253

MS ESI mfe: 458 (M+H), 456 (M-H).
TH-NMR (DMSO-Ds, 400 MHz) 8: 2.06 -
2.29 (m, 2H), 2.11 (s, 3H), 2.50 - 2.57
(m, 2H), 2.80 - 2.90 (m, 2H), 3.39 - 3.48
(m, 1H), 3.55 - 3.71 (m, 3H), 5.28 (br s,
1H), 712 (t, J=7.6 Hz, 1H), 7.33 d, J =
8.4 Hz, 1H), 7.60 - 7.67 (m, 2H), 10.47
(brs, 1H).

C—254

MS ESI mile: 474 (M+H), 472 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) &: 1.46 -
1.60 (m, 2H), 1.86 - 2.00 (m, 2H), 2.10
(s, 3H), 2.44 (t, J = 7.2 Hz, 2H), 2.79 (t, J
= 7.3 Hz, 2H), 3.80 - 3.94 (m, 2H), 4.61 -
472 (m, 1H), 6.92 (d, J = 8.3 Hz, 1H),
6.99 (br s, 1H), 7.04 (dd, J = 8.1, 2.1 Hz,
1H), 7.40 (t, J = 8.3 Hz, 1H), 11.22 -
11.96 (br m, 2H).

C—255

MS ESI mie: 413 (M+H), 411 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) &: 2.01 -
2.29 (m, 2H), 273 @ J = 8.8 Hz, 2H),
3.34 - 347 (m, 1H), 3.52 - 3.69 (m, 3H),
416 (t, J = 8.8 Hz, 2H), 5.25 (br s, 1H),
6.25 (d, J= 2.3 Hz, 1H), 711 (t, J= 7.5
Hz, 1H), 7.32 (d, J = 8.3 Hz, 1H), 7.48 (d,
J=2.3Hz, 1H), 7.59 - 7.68 (m, 2H), 8.74
(s, 1H), 12.36 (s, 1H).

[0414] [F1-52]
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C—256

NT N

H
\9 OH
/A

MS ESI mie: 430 (M+H), 428 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) &:
1.59 - 1.89 (m, 2H), 2.03 - 2.32 (m,
2H), 2.10 (s, 3H), 2681 (t, J = 7.3
Hz, 2H), 3.36 - 3.51 (m, 3H), 3.56 -
3.74 (m, 3H), 4.47 (br s, 1H), 5.28
(brs, 1H), 7.12 (t, J = 7.5 Hz, 1H),
7.33 (d, J = 8.3 Hz, 1H), 7.59 - 7.69
(m, 2H), 10.56 (br s, 1H).

C—257

MS ESI m/e: 399 (M+H), 397 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) &:
1.82 - 1.90 (m, 2H), 2.03 - 2.29 (m,
2H), 3.26 - 3.45 (m, 3H), 3.53 - 3.68
(m, 3H), 4.00 (t, J = 7.0 Hz, 2H),
454 (t, J = 4.9 Hz, 1H), 5.25 (br s,
1H), 6.25 (d, J = 2.3 Hz, 1H), 7.11
t J=75Hz 1H),7.32 (d, J = 8.3
Hz, 1H), 747 (d, J = 1.9 Hz, 1H),
7.59 - 7.68 (m, 2H), 8.72 (br s, 1H).

C—258

MS ESI mle: 432 (M+H), 430 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 5
1.46 - 1.63 (m, 2H), 1.86 - 2.02 (m,
2H), 2.77 (t, J = 6.4 Hz, 2H), 3.24 -
3.39 (m, 2H), 3.56 (q, J = 6.0 Hz,
2H), 3.77 - 3.94 (m, 2H), 4.61 - 4.73
(m, 1H), 4.78 (t, J = 5.1 Hz, 1H),
6.92 (d, J = 7.9 Hz, 1H), 6.95-7.07
(m, 3H), 7.41 (t, J = B.1 Hz, 1H),
10.82 (br's, 1H).

cC—259

MS ESI mle: 402 (M+H), 400 (M-H).
H-NMR (DMSO-Dg, 300 MHz) 5:
2.04-2.30 (m, 2H), 2.78 (t, /= 6.6
Hz, 2H), 3.37 - 3.76 (m, 6H), 4.78 (¢,
J=53Hz, 1H), 5.29 (s, 1H), 7.04
(s, 1H), 7.12 (t, J = 7.7 Hz, 1H),
7.34 (d, J=8.3 Hz, 1H), 7.58 - 7.70
(m, 2H), 10.50 (br s, 1H).

C—260

MS ESI mle; 429 (M+H), 427 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 3:
0.98-1.17 (m, 2H), 1.69 (d, J =
12.8 Hz, 2H), 1.77 - 1.95 (m, 1H),
2,67 -2.84 (m, 4H), 3.09 (t, J= 6.4
Hz, 2H), 3.55 (dd, J = 11.9, 6.6 Hz,
2H), 4.19 (d, J = 12.4 Hz, 2H), 4.77
(t, J = 5.3 Hz, 1H), 5.44 (m, 1H),
B.65 (t, J= 7.5 Hz, 1H), 6.84 (d, J =
8.7 Hz, 1H), 7.02 (s, 1H), 7.34-7.44
(m, 2H), 10.63 (br s, 1H).

[0415] [521-53]
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C—261 0 MS ESI m/e: 473 (M+H), 471 (M-H).
O\CH "H-NMR (CDCl,, 400 MHZ) &: 1.20 -

o N s | 1.37 (m, 2H), 1.85 - 1.96 (m, 3H), 2.95

P J A (t J=12.3 Hz, 2H), 313 (t, J = 5.0 Hz,
F NTONTTST be | 2H), 857 (¢, J = 7.0 Hz, 1H), 3.96 (s,
d 3H), 4.03 - 4.17 (m, 2H), 4.36 - 4.44

(m, 1H), 4.95 (d, J = 6.7 Hz, 2H), 6.68
-6.77 (m, 2H), 7.37 (1, J = 8.0 Hz, 1H),
745 (d, J = 7.7 Hz, 1H), 8.24 (br s,
1H).

C—262 “oH | MS ESI mie: 515 (M+H), 513 (M-H).
"H-NMR (CDCls, 400 MHz) 5: 1.24 -

o N - | 133(m 2H) 1.34 (t J=7.2 Hz, 3H),
o J A ow, | 1.88 - 1.97 (m, 5H), 2.96 (t, J = 12.2
Fy NN ° Hz, 2H), 3.10 - 3.19 (m, 4H), 3.60 (t, J

= 5.7 Hz, 2H), 4.1 - 421 (m, 2H),

430 (q, J = 7.1 Hz, 2H), 441 (br s,

1H), 6.69 - 6.77 (m, 2H), 7.38 (t, J =
8.2 Hz, 1H), 7.45 (d, J = 8.1 Hz, 1H).

C—-263 0 MS ESI mfe: 473 (M+H), 471 (M-H).

OH | "TH-NMR (DMSO-Dg, 400 MHz) d: 1.08

(dd, J = 20.9, 11.8 Hz, 2H), 1.70 (d, J

o N OH = 12.3 Hz, 2H), 1.81 - 1.90 (m, 1H),

/u\ /Q\ 2.72 - 2.80 (m, 2H), 2.86 (ddd, J =
8

i Ny 60.3, 11.9, 5.4 Hz, 2H), 3.09 (s, 2H),
FF 418 (d, J= 11.6 Hz, 2H), 4.29 (dd, J =
8.3, 44 Hz, 1H), 544 (s, 1H), 6.64

NH (dd, J= 16.0, 8.3 Hz, 2H), 6.84 (d, J =

8.8 Hz, 1H), 7.39 (dd, J = 7.5, 4.8 Hz,
2H), 10.75 (br s, 1H), 12.38 (br s, 1H).

C—264 o} N/\B\\ MS ESI m/e: 388 (M+H), 386 (M-H).
S

TH-NMR (DMSO-Dg, 300 MHz) 5: 2.05
NN on | -2.31(m, 2H), 3.39 - 3.52 (m, TH),
3.56 - 3.77 (m, 3H), 4.52 (d, J= 5.3
B\ Hz, 2H), 5.26 (dd, J = 11.7, 6.0 Hz,

2H), 7.08 - 7.18 (m, 2H), 7.34 (d, J =
8.3 Hz, 1H), 7.58 - 7.70 (m, 2H), 10.57

F (brs, 1H).
F
C—265 0 N\ MS ESI m/e: 415 (M+H), 413 (M-H).
XU B /Dj "H-NMR (DMSO-Ds, 300 MHz) 5: 0.99
NN S i | -1.16(m, 2H), 1.70(d, J=11.7 He,

N 2H), 1.77 - 1.95 (m, 1H), 277 (t, J =
11.9 Hz, 2H), 3.08 - 3.11 (m, 2H), 4.20
(d, J = 13.2 Hz, 2H), 4.50 (s, 2H), 5.43
(s, 1H), 8.65 (t, J = 7.5 Hz, 1H), 5.84
(d, J = 8.7 Hz, 1H), 7.13 (s, 1H), 7.34 -
7.43 (m, 2H), 10.70 (br's, 1H).

[0416] [F£1-54]
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C—266

MS ESI m/e: 459 (M+H), 457 (M-H).
'H-NMR (DMSO-Ds, 400 MHz) &:
1.01 - 1.15 (m, 2H), 1.83 - 1.74 (m,
2H), 1.79 - 1.82 (m, 1H), 2.7 (t, J =
12.1 Hz, 2H), 3.09 (, J = 6.1 Hz,
2H), 417 (d, J = 12.8 Hz, 2H), 4.87
(s, 2H), 544 (t, J = 5.6 Hz, 1H),
5.72 (br s, 1H), 6.64 (t, J = 7.5 Hz,
1H), 6.83 (d, J = 8.6 Hz, 1H), 7.34 -
742 (m, 2H), 1095 (br s, 1H),
12.62 (br s, 1H).

C—-267

MS ESI m/e: 506 (M+H), 504 (M-H).
'H-NMR (DMSO-D;, 300 MHz) &:
2.21 (s, 3H), 2.38 - 2.78 (m, 2H),
4.62 - 5.29 (m, 4H), 6.56 (br s, 1H),
713 (t, J=75Hz, 1H), 7.18 - 7.31
(m, 8H), 7.59 - 7.69 (m, 2H), 10.91
(brs, 1H).

cC—268

MS ESI m/e: 536 (M+H), 534 (M-H).
'H-NMR (DMSO-Dg, 300 MHz) &:
2.21 - 2.79 (m, 4H), 3.48 - 4.14 (m,
2H), 3.66 (q, J = 6.4 Hz, 2H), 4.62
(t, J = 5.1 Hz, 6H), 4.66 - 5.30 (m,
4H), 6.65 (br s, 1H), 713 (t, J= 75
Hz, 1H), 7.17 - 7.32 (m, 6H), 7.59 -
7.69 (m, 2H), 10.88 (brs, 1H).

C—269

MS ESI mie: 416 (M+H), 414 (M-H).
'H-NMR (DMSO-Ds, 300 MHz) &:
2.20 (s, 3H), 2.31 - 2.78 (m, 2H),
3.43 - 3.81 (m, 1H), 4.03 (br s, 1H),
4.35 - 5.02 (br m, 1H), 5.17 (br s,
1H), 6.54 (br s, 1H), 7.12 (t, J = 7.7
Hz, 1H), 7.22 (d, J = 8.3 Hz, 1H),
7.58 - 7.68 (m, 2H), 10.18 - 12.93
(br m, 2H).

C—-270

HO

MS ESI m/e: 402 (M+H), 400 (M-H).
'H-NMR (DMSO-Dg, 400 MHz) d:
1.91 - 256 (m, 2H), 2.19 (s, 3H),
3.44 - 364 (m,2H), 3.72 (t, J=85
Hz, 1H), 3.91 (dd, J = 12.4, 5.1 Hz,
1H), 4.06 - 4.16 (m, 1H), 5.18 (br s,
1H), 6.58 (br s, 1H), 7.12 (1, J=7.5
Hz, 1H), 7.28 (d, J = 8.8 Hz, 1H),
7.61 - 7.68 (m, 2H), 10.70 - 11.15
(br m, 1H).

[0417] [521-55]
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cC—271

MS ESI m/e: 390 (M+H), 388 (M-H).
TH-NMR (DMSO-Ds, 300 MHz) &: 1.19
(d, J=7.2 Hz, 6H), 1.47 - 1.63 (m,
2H), 1.86 - 2.01 (m, 2H), 2.69 (t, J =
7.0 Hz, 2H), 2.77 - 2.91 (m, 1H), 3.27 -
341 (m, 2H), 3.65 (t, J = 6.6 Hz, 2H),
3.78 - 3.93 (m, 2H), 4.52 - 4.70 (m,
2H), 6.58 (s, 1H), 6.76 - 6.85 (m, 3H),
719 (t, J = 7.9 Hz, 1H), 10.91 (brs,
1H).

C—-272

MS ESI mie: 416 (M+H), 414 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) 5: 1.49
- 1.65 (m, 2H), 1.89 - 2.02 (m, 2H),
269 (t, J=7.0Hz 2H), 3.27 - 3.44 (m,
2H), 3.65 (t, J=6.8 Hz, 2H), 3.79 -
3.94 (m, 2H), 4.61 (br s, 1H), 4.69 -
4.81 (m, 1H), 6.58 (s, 1H), 7.24-7.35
(m, 3H), 7.52 (t, J= 7.9 Hz, 1H), 10.92
(brs, 1H).

C—273

OH

o] l\f N
J L

MS ESI mle: 459 (M+H), 457 (M-H).
TH-NMR (DMSO-Ds, 400 MHz) &: 1.03
-1.12 (m, 2H), 1.70 (d, J = 13.0 Hz,
2H), 1.81 - 1.90 (m, 1H), 2.47 - 2.54
(m, 1H), 2.67 - 2.79 (m, 3H), 3.09 ¢, J
= 6.4 Hz, 2H), 3.72 - 3.80 (m, 1H),
417 - 421 (m, 2H), 4.56 (d, J = 29.9
Hz, 2H), 5.44 (t, J = 5.9 Hz, 1H), 6.56
(s, 1H), 6.65 (t, J = 7.4 Hz, 1H), 6.84
(d, J = 8.8 Hz, 1H), 7.37 - 741 (m,
2H), 10.81 (br s, 1H).

C—274

"H-NMR (DMSO-De, 400 MHz) 6: 1.07
- 1.09 (m, 2H), 1.68 - 1.71 (m, 2H),
1.83 - 1.86 (m, 1H), 2.37 (s, 3H), 2.77
(t, J = 12.8 Hz, 2H), 3.10 (d, J = 7.3
Hz, 2H), 4.10 - 4.13 (m, 2H), 5.37 -
549 (m, 1H), 8.66 (t, J = 7.4 Hz, 1H),
6.84 (d, J = 9.0 Hz, 1H), 7.38 - 7.40
(m, 2H).

C—275

OH

MS ESI mfe: 487 (M+H), 485 (M-H).
"H-NMR (DMSO-Ds, 400 MHz) 8: 0.99
- 1.13 (m, 2H), 1.61 - 1.74 (m, 3H),
178 - 1.93 (m, 2H), 267 - 2.82 (m,
2H), 2.88 - 3.00 (m, 2H), 3.03 - 3.13
(m, 2H), 420 (d, J = 10.0 Hz, 2H),
5.43 (s, 1H), 6.64 (s, 1H), 6.82 (d, J =
7.0 Hz, 1H), 7.31 - 7.42 (m, 2H).

[0418] [5£1-56]
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C—276

OH

FoF

MS ESI mie: 473 (M+H), 471 (M-H).
"H-NMR (CDCl;, 400 MHz) &: 1.23 -
1.38 (m, 2H), 1.87 - 1.97 (m, 3H), 2.97
{t, J= 115 Hz, 2H), 3.13 (t, J = 5.8 Hz,
2H), 3.86 (s, 3H), 4.12 - 4.24 (m, 2H),
441 (br s, 1H), 4.93 (s, 2H), 6.89 -
8.76 (m, 2H), 7.37 (¢, J = 7.9 Hz, 1H),
7.44 (d, J = 7.7 Hz, 1H).

cC—277

OH

] l\j\
y J

MS ESI m/e: 459 (M+H), 457 (M-H).
"H-NMR (DMSO-Ds, 400 MHz) &: 1.02
- 1.14 (m, 2H), 1.65 - 1.75 (m, 2H),
1.80 -~ 1.92 (m, 1H), 279 (t, J = 126
Hz, 2H), 3.00 (t, J = 6.4 Hz, 2H), 4.19
(d, J = 12.8 Hz, 2H), 4.68 (s, 2H), 5.44
{t, J=5.8Hz, 1H), 665 (t, J= 7.4 Hz,
1H), 6.83 (d, J = 8.8 Hz, 1H), 7.33 -
742 (m, 2H).

C—~278

MS ESI m/e: 460 (M+H), 458 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) &: 1.46
- 1.64 (m, 2H), 1.87 - 2.02 (m, 2H),
2.46 - 2.58 (m, 2H), 2.87 (t, J = 7.0 Hz,
2H), 3.23 - 3.42 (m, 2H), 3.79 - 3.93
(m, 2H), 461 - 4.73 (m, 1H), 6.92 (d, J
= 7.5 Hz, 1H), 6.96 - 7.08 (m, 3H),
741 (t, J=8.3 Hz, 1H), 11.57 (br s,
2H).

C—-279

OH

MS ESI m/e: 404 (M+H), 402 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) 5: 1.18
(d, J=6.8 Hz, 6H), 1.47 - 1.63 (m,
2H), 1.68 - 1.81 (m, 2H), 1.87 - 2.00
(m, 2H), 2.56 (t, J=7.5Hz, 2H), 2.77 -
2.91 (m, 1H), 3.27 - 3.47 (m, 4H), 3.76
-3.94 (m, 2H), 4.45 (br s, 1H), 4.53 -
4.65 (m, 1H), 6.52 (br s, 1H), 6.74 -
6.85 (m, 3H), 7.19 (t, J= 7.9 Hz, 1H),
10.84 (br s, 1H).

C—280

MS ESI mie: 430 (M+H), 428 (M-H).
"H-NMR (DMSO-Ds, 300 MHz) &: 1.49
-1.65 (m, 2H), 1.68 - 1.81 (m, 2H),
1.88 - 2.02 (M, 2H), 2.56 (t, J = 7.7 Hz,
2H), 3.28 - 3.47 (m, 4H), 3.78 - 3.96
(m, 2H), 4.45 (br s, 1H), 4.69 - 4.81
(m, 1H), 8.52 (s, 1H), 7.25 - 7.35 (m,
3H), 7.52 (t, J = 8.1 Hz, 1H), 10.82 (br
s, 1H).

[0419] [521-57]
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c-281 MS ESi mie: 429 (M+H), 427 (M-H).
(o 'H-NMR (DMSO-D;, 300 MHz) &
L /H\/) 1.44 - 1.60 (m, 2H), 1.80 - 1.98 (m,
=i /@\ /O” N 4H), 3.16 - 3.29 (m, 2H), 3.36 (q, J =
o o 5.9 Hz, 2H), 3.74 - 3.87 (m, 2H), 3.96
- 405 (m, 2H), 454 (t, J = 5.1 Hz,
1H), 4.59 - 4.71 (m, 1H), 6.26 (d, J =
2.3 Hz, 1H), 6.92 (d, J = 8.7 Hz, 1H),
6.99 (or s, 1H), 7.01 - 7.07 (m, 1H),
7.40 (t, J = 8.1 Hz, 1H), 7.48 (d, J =

2.3 Hz, 1H), 9.02 (br s, 1H).

MS ESI mie: 515 (M+H), 513 (M-H).

C—282 —0
0 N~ 0 | 'H-NMR (DMSO-Ds, 400 MHz) &:
F )k /&\ 1.09 (dd, J=21.1, 11.8 Hz, 2H), 1.21
F3AF OSNNS -1.29 (m, 4H), 1.70 (d, J = 10.9 Hz,
“\/O A o 2H), 1.84 - 1.90 (m, 1H), 2.43 - 2.54
OH | (m, 4H), 2,79 (t, J = 12.1 Hz, 2H),
310t J=6.3Hz, 2H), 417 (d, J=
13.2 Hz, 2H), 4.98 (s, 2H), 5.45 (t, J =
5.7 Hz, 1H), 6.65 (t, J= 7.5 Hz, 1H),
6.84 (d, J = 8.8 Hz, 1H), 7.00 (s, 1H),
7.37 - 7.40 (m, 2H), 10.94 (br s, 1H).

C—-283 MS ESI m/e: 376 (M+H), 374 (M-H).
o oH | "H-NMR (DMSO-Dg, 300 MHz) &:
B /m\ 1.17 (t, J= 7.5 Hz, 3H), 1.46 - 1.63
v@ Q« Ns (m, 2H), 1.85-2.01 (m, 2H), 2.52 -
HO 2.62 (m, 2H), 2.69 {t, J = 7.0 Hz, 2H),
0 3.26-3.41 (m, 2H), 3.65 (t, J= 6.8
Hz, 2H), 3.77 - 3.94 (m, 2H), 4.48 -
4.71 (m, 2H), 6.57 (s, 1H), 6.72 - 6.84
(m, 3H), 7.18 (t, J = 7.7 Hz, 1H),
10.93 (brs, 1H).

cC—284 MS ESI mle: 390 (M+H), 388 (M-H).
o W O ' "H-NMR (DMSO-Ds, 300 MHz) &:
1.17 (t, J= 7.5 Hz, 3H), 1.46 - 1.63
) (m, 2H), 1.68 - 1.81 (m, 2H), 1.85 -
HC P 2.01(m, 2H), 2.47 - 2.62 (m, 4H),
3.26 - 3.47 (m, 4H), 3.76 - 3.95 (m,
2H), 4.24 - 4.70 (m, 2H), 6.52 (s, 1H),
6.73-6.85 (m, 3H), 7.18 (t, J=7.7
Hz, 1H), 10.83 (br s, 1H).

C—-285 9 Ny MS ESI m/e: 446 (M+H), 444 (M-H).
L /l}LOH TH-NMR (DMSO-De, 300 MHz) 5:
F Q /O‘ NS 147 -1.63 (m, 2H), 1.63 - 1.75 (m,
F/ko o 2H), 1.87 - 2.02 {m, 2H), 2.67 {t, J=
7.3 Hz, 2H), 3.26 - 3.48 (m, 4H), 3.80
-3.95 (m, 2H), 4.48 (t, J= 5.1 Hz,
1H), 4.62 - 4.73 (m, 1H), 6.92 (d, J =

7.9 Hz, 1H), 6.95 - 7.08 (m, 3H), 7.41
(t, J=8.3 Hz, 1H), 10.89 (brs, TH).

[0420] [5%1-58]
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C—286

MS ESI m/e: 416 (M+H), 414 (M-H).
"H-NMR (DMSO-Dg, 300 MHz) 5: 1.63
-1.76 (m, 2H), 2.04 - 2.30 (m, 2H),
2.69 (t, J=7.3 Hz, 2H), 3.37 - 3.52 (m,
3H), 3.56 - 3.74 (m, 3H), 448 (t, J =
4.9 Hz, 1H), 5.29 (s, 1H), 7.00 (s, 1H),
712 J=75Hz, 1H),7.34 (d, J=
8.7 Hz, 1H), 7.57 - 7.71 (m, 2H), 10.56
(brs, 1H).

c—-287

MS ESi mfe: 487 (M+H), 485 (M-H).
"H-NMR (DMS0-Dg, 300 MHz) 5: 0.99
-1.13 (m, 2H), 1.64 - 1.73 (m, 4H),
1.77 -1.92 (m, 1H), 2.67 - 2.78 (m,
4Hj), 3.06 - 3.12 (m, 2H), 3.29 - 3.40
(m, 4H), 3.50 (g, J=6.4 Hz, 2H), 4.12
-4.25(m, 2H), 4.42 (t, J= 5.1 Hz, 1H),
4.76 (t, J=5.1 Hz, 1H), 543 (s, 1H),
6.65(t, J=75Hz 1H),6.83(d, J=
9.0 Hz, 1H), 7.35 - 7.42 (m, 2H), 10.62
(brs, 1H).

C—288

8 o
(O“/L“/LS
F H
F| F
0
j—-OH
Q N\
o A
F i ol Ve

MS ESI m/e: 515 (M+H), 513 (M-H).
'H-NMR (DMSO-Dg, 400 MHz) &:
0.96 - 1.14 (m, 2H), 1.61 - 1.73 (m,
2H), 1.78 - 1.95 (m, 1H), 2.44 - 2.51
(m, 2H), 2.68 (t, J = 7.7 Hz, 2H), 2.75
(t, J=11.8 Hz, 2H), 3.08 (t, J= 6.4 Hz,
2H), 3.62 (s, 2H), 4.16 (d, J = 12.8 Hz,
2H), 5.43 (t, J = 5.6 Hz, 1H), 6.64 (t, J
= 7.5 Hz, 1H), 6.83 (d, J = 8.8 Hz, 1H),
7.35-7.41 (m, 2H), 12.16 (br s, 2H).

C—-289

MS ESI m/e: 406 (M+H), 404 (M-H).
'"H-NMR (CDCls) 5: 1.89-2.03 (m, 4H),
3.55-3.73 (m, 4H), 4.56-4.62 (m, 1H),
6.78-6.83 (m, 1H), 6.92 (s, 1H), 6.96
(d, J = 7.9 Hz, 1H), 7.20-7.25 (m, 1H),
7.31 (s, 1H), 8.35 (s, 1H).

C—290

MS ESI mie: 424 (M+H), 422 (M-H).
"H-NMR (CDCly) &: 1.27 (t, J = 7.2 Hz,
3H), 1.85-2.01 (m, 4H), 3.53-3.59 (m,
2H), 3.64-3.71 (m, 2H), 3.66 (s, 2H),
4.19 (g, J = 7.1 Hz, 2H), 4.54-4.59 (m,
1H), 6.69 (s, 1H), 6.80 (dd, J = 8.2, 2.3
Hz, 1H), 6.91-6.97 (m, 2H), 7.21 (t, J =
8.2 Hz, 1H), 8.16 (d, J = 9.0 Hz, 1H).

[0421] [521-59]
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C—291

MS ESI mie: 454 (M+HY, 452 (M-H).
"H-NMR (CDCly) &: 1.27 (t, J = 7.2 Hz,
3H), 1.87-2.02 (m, 4H), 3.54-3.61 (m,
2H), 3.66-3.72 (m, 2H), 3.90 (t, J = 5.7
Hz, 1H), 4.02 (dd, J = 11.1, 5.2 Hz,
1H), 4.09-4.28 (m, 3H), 4.55-4.60 (m,
1H), 6.71 (s, 1H), 6.80 (dd, J =8.2, 2.3
Hz, 1H), 6.92 (1, J = 2.3 Hz, 1H), 6.96
(d,J=7.9Hz, 1H),7.22 (, J = 8.2 Hz,
1H).

C—292

MS ESI mie: 396 (M+H), 394 (M-H).
"H-NMR (DMSO-Dg) &: 1.50-1.60 (m,
2H), 1.90-1.97 (m, 2H), 3.28-3.36 (m,
2H), 3.53 (s, 2H), 3.81-3.88 (m, 2H),
4.63-4.69 (m, 1H), 6.76 (s, 1H), 6.98
(td, J = 8.1,2.1 Hz, 2H), 7.09 (t, J = 2.1
Hz, 1H), 7.30 (t, J = 8.1 Hz, 1H), 10.92
(brs, 1H), 12.28 (br s, 1H).

C—293

MS ESI mle: 426 (M+H), 424 (M-H).
"H-NMR (DMSO-Dg) 8: 1.50-1.60 (m,
2H), 1.89-1.98 (m, 2H), 3.30-3.36 (m,
2H), 3.67-3.74 (m, 2H), 3.80-3.92 (m,
3H), 4.63-4.69 (m, 1H), 6.76 (s, 1H),
6.98 (td, J = 8.7, 2.1 Hz, 2H), 7.09 (t, J
=21 Hz, 1H), 7.30 (t, J = 8.2 Hz, 1H),
10.91 (brs, 1H), 12.29 (br s, 1H).

C—294

MS ESI mle: 412 (M+H), 410 (M-H).
TH-NMR (CDCly) 8: 1.88-2.03 (m, 4H),
3.01-3.07 (m, 1H), 3.56-3.62 (m, 2H),
3.68-3.75 (m, 2H), 3.94-4.01 (m, 4H),
455460 (m, 1H), 6.62 (s, 1H), 6.81
(ddd, J = 8.1, 2.3, 0.7 Hz, 1H), 6.92 (t,
J = 2.3 Hz, 1H), 6.96 (ddd, J = 8.1, 0.9,
0.7 Hz, 1H), 7.22 (t, J = 8.1 Hz, 1H).

C—295

MS ESI mie: 459 (M+H), 457 (M-H).
"H-NMR (DMSO-D) 5: 0.87 (t, J = 7.0
Hz, 3H), 1.06 (d, J = 10.0 Hz, 2H), 1.29
(d, J = 5.6 Hz, 6H), 1.49 (dd, J = 14.5,
7.1 Hz, 2H), 1.73 (d, J = 13.0 Hz, 2H),
1.81 (s, 1H), 244 (t, J = 7.7 Hz, 2H),
2.67-2.75 (m, 2H), 2.96 (t, J = 5.8 Hz,
2H), 3.16 (s, 2H), 4.24-4.42 (m, 2H),
4.89 (s, 1H), 8.37 (s, 1H), 6.49 (dd, J =
13.8, 7.5 Hz, 2H), 6.91 (d, J = 6.0 Hz,
1H), 6.97 (t, J = 7.7 Hz, 1H).

[0422] [521-60]
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cC—296 0H | MS ESI m/e: 487 (M+H), 485 (M-H).
TH-NMR (DMSO-Dg) 8: 0.86 (t, J = 6.4
o N ° Hz, 3H), 1.03-1.15 (m, 2H), 1.20-1.36
(m, 10H), 1.46-1.54 (m, 2H), 1.74 (d, J
" v@ NS =12.3 Hz, 2H), 1.80-1.90 (m, 1H), 2.44
N H {t, J=7.5Hz, 2H),2.78 (t, J = 12.6 Hz,
2H), 2.94-2.99 (m, 2H), 3.53 (s, 2H),
4.18(d, J = 12.5 Hz, 2H), 4.86 (s, 1H),
6.49 (dd, J = 155, 7.9 Hz, 2H), 6.74 (s,
1H), 6.90 (d, J = 7.2 Hz, 1H), 6.97 (t, J
=7.5 Hz, 1H).

C—297 oH | MSESI mle: 473 (M+H), 471 (M-H).
*H-NMR (DMSO-Dg) 5:0.83 (t, J = 7.3

g N O |HzBH), 105116 (m,2H), 1.22-1.30
o (m, 5H), 1.43-1.48 (m, 2H), 1.75(d, J =

H g 13.4 Hz, 2H), 1.81-1.90 (m, 1H), 2.42
N\/Q . (t, J =8.0 Hz, 2H), 278 (t, J = 11.8 Hz,
2H), 2.97 (br s, 2H), 3.53 (s, 2H), 4.19

(d, J=13.0 Hz, 2H), 4.78 (br s, 1H),

651 (dd, J = 14.7, 7.5 Hz, 2H), 6.74 (s,

1H), 8.92 (d, J = 7.2 Hz, 1H), 6.98 (t, J
=7.5 Hz, 1H).

[0423]  WKRIZ, AFEHIAZLL T ORIAENZ L > THARRNCHAT S, LU s AJEHIX
ZNHBAFNZ LS TIRESNAL DT,
B 1 (7 2L O8E)

1) FEiBIC —001D{LEW 30mg
2) AL m—A 10mg
3) v 19mg
) AT TV R I 1mg

1).2),3)Kk04)#RELT, BIF A7 KET 5,
[0424] HIAIEI2 (FEA oD Ry )

1) FEHEFIC — 001D E 10g
2) AbE 50g
3) MR T 15g

4) HIVRF L AT LBV a—AH LT L ddg
BYAT TV e~ T T I 1g
1), 2). 3) DAt f(N30gD4) Z /K TG L, H2EH % | BRI 21T, ZoHek:

RKiZ14gm4) e O1gdb) iR E L, FISERICIVITEE 5, Z0IICL T, 1§D
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T2V FEREFIC — 001D AW 10me%E 5 A T H8EAI1 000882155,

FEHBIC—002JhEC—297DILEWZONTEH, LRt BAI5I 1 S iAFIF 28
[FIRRIZ L TH 7 L AT BEAIZ g4 52803 TE D,

[0425]  BRBABIL: A2 EhIZEBIFHSCD1 (Stearoyl Coenzyme A desaturase—1)
TP

SCDUEMEFLEEAIL, SCDIOMERIGIZEVL9, 10—"HIATF 7 rA/L—Co
A (Perkin Elmer)z‘)%éﬁzﬂ%[SH]Hzo%ﬁiﬁézkc:otoﬁﬂ?ﬁﬁw:o lz=3
JREL T, NF 2 AL AFEBLRE W TENSCD1Z S B S o il oI /ey
— Ay (LUF, Ve hSCD1ERRT) 2 v iz, 967 =/~ L —k(OptiPlat
e—96 (Perkin Elmer)){Z, 100mmol, /L Tris—HCI(pH7. 4), 2mmol /L
NADH, 6mmol,/L MgCl , 125mmol,/L AZm—2,0. 005% BSA, 0. 2
5ug YM/HLb5, 0. 5ug VAt F L RSCD1B LU0, 12 mol /L(1. 44
Ci) [9, 10—"HIAT 7 A/l —CoAZIRML, 80 u LOFERIZTEIL T304
S SE Tz, A EMEL T2 n LOAL AR (DMSOIZE RS ET-60) % i
Wz, BOSFEIERE (100mmol /L. Tris—HC1(pH7. 4), 10mmol /L. EDTA,
62. bmg,/mL JEMK)Z100 p LRI 52812 ko ThIGEAF IL ST 724, 7+
N — (=7 4V (Whatman) ) & W CHIEZ 0B, 2y oI L—rarh
277 /v (MicroScint—40 (Perkin  Elmer)) Z#s/NL ., TopCount (Perkin Elme
) & WD TSR AR E LT, v b — b U TR b S D122 1 LoD
MSOZEIRIMLIZT =)V ODAl, /w2757 REU TS LR SOGRIZIMZ 52
ST o TR BUS2 SEARUTHRI L T2 = L O fif2e IV, R E S S KD R
DERAFEMER (%) 2 (WAL G DI — 2 75T R DfE) / (artr—L
DNE— 37 757 ROfE) X 10036 FH LTz, ICSO@@\ ISR DERAFIEMEZRB0
% Z et 2 ROPEBRAL G IR L IO F LTz,

BoNERE L FO#R2—1))FE2— 13177, 2B, £ ALAMOLER
PEE IC_ (M) 730, 1 0 MEAS 2 + + 0. 10 MELELO 5 M Z + +, 10
u MEL B2+ EUTERLLT,
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EiEHES SCD1EHEEEE
EfEHIC-001  ++
EiER C-002  +++
£iEHl c-003  +++
=il C-004 +
EHEHl c-005 +++
EfEHI C-006 +++
EEHI C-007  +++
EiEpl C-008  ++
EMEHI C-009  ++
EHEH C-010  +++
=fEF c-011 +++
EHEflc-012  +
£ C-013  ++

EhEHl co014  ++

EieHl c-015  +
EMEflc-016  +
=HEfl C017  +
RhEf c-018  +

EHEHl C-019  ++
MK C-020 +
EiEfIc-021  ++
Eifflc022 +
Kjffl Cc-023 +

Efafl c-024 ++
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EibHiES

it C-025
il C-026
Kl C-027
St C-028
St C-029
E}EfH1 C-030
Eff C-031
Eif] C-032
it C-033
EhEHl C-034
it C-035
K1 C-036
EHEf C-037
Kt C-038
EiEH C-039
& C-040
EHEfH C-041
Eitefsl C-042
K C-044
SEhEfl C-045
SEhif5l C-046
SEhif5l C-047
S}l C-048

[0428] [F2-3]

206

SCD1EHBEESE
+++

++

++

++

+++

+++

+++

++

++

+++

++

+++
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ElEfiES SCD1E{EREE M
EiEfic049 ++
X C-050 +
il c-0561  ++
£l C-052  +++
=il C-053 ++
£l c-054 +++
£iEfl Cc-055 +++
EiEf c-056 ++
EiEGl c-057  ++
EiEpl C-058 ++
EifEfl C-059  ++
SiEf c-060  ++
=il C-061 ++
gl c-062 +++
£iEHic-063 ++
Effhl C-064 ++
EHEpl c-065 +++
LK Cc-066  ++
£iEFlc067  +++
EiEHl c-068  +++
£l c-069 +++
Ehflc070 +
£HEplc-071  +++

£l c072  +++
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EEHES SCD1EMEEZ S
EMEH C073  ++
=i C-074 +++
£ Cc-075  +++
£fEpic-076  +++
EiEfl c-077  +
£hefpl C078  +++
£HEH C-079  +++
£l C-080 ++
EfEp C081  ++
£iEHlC-082 +
EikHic-083 +
EMplC-084 ++
=l c-085  +
£fEpic086 +++
£l C-087 +++
£l C-088 ++

®iFl Cc-089  +-++

il Cc-090 +
=l c-091 +
£l Cc-002  +

Sl C-093  +++
Ehufl c094 +++
Eifhl C-095 +

Ll c096 ++
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EiEHIEES

=l C-097
EiEf C-098
Eififh] C-099
Sl C-100
EEH C-101
EhEfH C-102
K5l C-103
Ejfifsl C-104
=}l C-105
Eff C-106
K5 C-107
5l C-108
Effl C-109
EHEHl C-110
Sl C-111
EHifl C-112
EEfH C-113
EiEHl C-114
1 C-115
EfEf C-116
Ehif C-117
S5l C-118
i C-119
Sffl C-120
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209

SCD1;EHMHEEEY

++

++

+++
+++
+++
+++
+++
++

++

++
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EhHIES SCD1EMEAEREM
EiElc121 +++
EiEplc122  +++
=jEfHic123  +++
£ C124  +++
EiEFIc125 +
EiEH Cc126  +++
£ c127  +++
EMifi c-128  +++
=Ml c129  ++
£ C130 ++
EfEFCc-131  ++
£l 132 +++
£l c133  +
EiEH c134 +
£ c135 ++
EiEflc136  ++
EiEfHl Cc-137  +++
EF c138  +++
EjEH c139 +++
il c-140 +++
EHEHc-141  +
Kl c-142 +
EiEH C-143 ++

i Cc144 ++
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KiEHES SCD1EMREEN
=il c-145 ++
il C-146 +
il c-147  +
EiEH c-148  ++
El c-149  ++
£iEHl c-150  +++
EHEM Cc151  +++
=MEm c152  +++
=Ml c153  +++
el C154  +++
RiEH c155 +++
EiEfH C156  ++
EHifpl c-157 ++
£ c-158 ++
EiHl c-159  +++
Eifl c-160  ++
EjEFic161  ++
Eifplc162 +++
Eiplc163  +++
il c164  +++
LifHIc165 +++
EiFic166  +++
il c-167 +++

2l c168 +++

[0433] [F%2-8]



WO 2008/120759 212 PCT/JP2008/056210

EihHlES SCD1;EHE RS
EjEfHl c-169 +
EiEF c170  +++
Ml c171 ++
il c172  ++
£l c173  +++
=i c174 +
£l c175 +
£l c176 +++
=iEH c-177 +++
EiEplc178  +++
EfEHic179  +++
Rl c-180 ++
£l c181 +++
Efiafl c182 +
= Cc183 ++
i c-184  ++
£l c185  +
=i c186  ++
£l c187  +++
£l c188  +++
kil C-189  +
Kl 190  +++
=il c191  +++

gl c-192  +++
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EhfES SCD1EIRERM
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