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1.38 (3H, t, J

13 (1H, m), 7.52-7.55 (1H, m), 7.85
.5 Hz), 8.84 (1H, d, J = 8.5 Hz), 8.
MS(ESI) m/z: 313 (M+H)™

7.1 Hz), 4.41 (2H, q, J = 7.1 Hz), 7.08-7.
(1H, dd, J= 13.1, 2.1 Hz), 8.28 (1H, d, J= 8
92 (1H, s), 9.48 (1H, s).
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TH-NMR (DMSO-Dg) & : 7.12 (dH, t, J = 8.9 Hz), 7.48-7.53 (1H, m), 7.65 (1H, br s
), 7.69 (1H, dd, J = 12.8, 2.1 Hz), 7.99 (1H, br s), 8.29 (1H, d, J= 8.5 Hz), 8.
82 (1H, d, J = 8.5 Hz), 8.87 (1H, s), 9.47 (1H, s).

MS(FAB) m/z: 284 (M+H)™
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TH-NMR (CDCl3) & : 1.48 (3H, t, J = 7.1 Hz), 1.49-1.65 (2H, m), 1.69-1.76 (2H, m
), 1.79-1.88 (2H, m), 3.47-3.53 (1H, m), 3.60-3.66 (1H, m), 3.70-3.75 (4H, m), 3
.77-3.80 (2H, m), 3.85-3.91 (2H, m), 3.94-3.97 (2H, m), 4.29-4.32 (2H, m), 4.49
(2H, q, J= 7.1 Hz), 4.63-4.66 (1H, m), 7.15 (1H, t, J = 8.7 Hz), 7.60-7.63 (1H,
m), 7.88 (1H, dd, J = 12.8, 2.3 Hz), 8.31 (1H, d, J = 8.3 Hz), 8.50 (1H, d, J =
8.3 Hz), 8.93 (1H, s), 9.32 (1H, s).

MS(FAB) m/z: 529 (M+H)™
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TH-NMR (DMSO-Dg) & : 3.42-3.46 (2H, m), 3.47-3.52 (2H, m), 3.55-3.59 (2H, m), 3. 10
62-3.66 (2H, m), 3.80-3.84 (2H, m), 4.26-4.30 (2H, m), 4.60 (1H, t, J= 5.5 Hz),
7.36 (1H, t, J = 8.7 Hz), 7.61-7.64 (1H, m), 7.66 (1H, br s), 7.78 (1H, dd, J =
12.8, 1.8 Hz), 8.01 (1H, br s), 8.30 (1H, d, J = 8.7 Hz), 8.84 (1H, d, J = 8.7 H
z), 8.88 (1H, s), 9.49 (1H, s).

MS(FAB) m/z: 416 (M+H)™
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TH-NMR (DMSO-Dg) & : 4.47-4.55 (4H, m), 7.11 (2H, d, J = 8.8 Hz), 7.44 (1H, t, J
= 8.5 Hz), 7.64-7.68 (2H, m), 7.69 (1H, br s), 7.81 (1H, dd, J = 12.60 2.1 Hz),
7.92 (2H, d, J= 8.8 Hz), 8.03 (1H, br s), 8.33 (1H, d, J= 8.6 Hz), 8.87 (1H, d,

J = 8.6 Hz), 8.91 (1H, s), 9.55 (1H, s). 40
MS(FAB) m/z: 448 (M+H)*
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Hz), 8.55 (1H, s), 8.66 (1H, s), 9.29 (1H, s).
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0.07 (9H, s), 1.13 (2H, t, J = 8.4 Hz), 1.63-1.73 (2H, m), 1.

(2H, t, J = 5.0 Hz),
= 8.4 Hz), 7.11 (3H,
8.5 Hz), 8.21 (1H, d
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1.37-1.50 (2H, m), 1.85-1.95 (2H, m), 3.34-3.42 (2H, m), 3.
56-3.65 (1H, m), 3.79-3.87 (4H, m), 4.18-4.24 (2H, m), 7.17 (2H, d, J= 8.4 Hz),

7.50 (2H, d, J = 8.4 Hz), 7.62 (1H, br s), 8.11 (1H, d, J= 8.5 Hz), 8.23 (1H, br
s), 8.28 (1H, d, J= 8.5 Hz), 8.38 (1H, s), 8.47 (1H, s), 9.38 (1H, s).
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3.87 (3H, s), 7.16 (2H, d, J = 8.7 Hz), 7.51 (2H, d, J = 8.
11 (1H, d, J = 8.5 Hz), 8.23 (1H, br s), 8.28 (1H, d,
8.47 (1H, s), 9.37 (1H, s).

gboooooad

ooooocooobooooonn

O
O
0D{[(000D00000)I00
000000000000000000000000
00000O0000000000
000D00O0000000000
000D00O00O00000000

00]000300

gbooogood
oooobooogd
oboooooaod

10

20

30

40

50



(23) JP 5698658 B2 2015.4.8

Doooooo
TH-NMR (CDCl3) & : 0.06 (9H, s), 1.11-1.15 (2H, m), 1.86-1.98 (2H, m), 1.92 (1H,
s), 2.03-2.18 (2H, m), 2.18 (3H, s), 3.12-3.20 (1H, m), 3.63-3.72 (1H, m), 3.76
-3.83 (1H, m), 4.43-4.48 (2H, m), 4.63-4.70 (1H, m), 7.53 (2H, d, J= 8.4 Hz), 7.
66 (2H, d, J = 8.4 Hz), 8.10 (1H, d, J = 8.6 Hz), 8.21 (1H, d, J = 8.6 Hz), 8.49

(1H, s), 8.64 (1H, s), 9.32 (1H, s).
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TH-NMR (DMSO-Dg) & : 1.65-1.73 (2H, m), 1.77-1.86 (1H, m), 1.95-2.04 (1H, m), 2.
02 (1H, s), 2.89-2.97 (1H, m), 3.41-3.48 (1H, m), 3.68-3.74 (1H, m), 4.30-4.36 (
1H, m), 5.26 (1H, s), 7.52 (2H, d, J = 8.4 Hz), 7.62 (1H, s), 7.67 (2H, d, J = 8
.4 Hz), 8.08 (1H, d, J = 8.6 Hz), 8.22 (1H, br s), 8.26 (1H, d, J = 8.6 Hz), 8.3
4 (1H, s), 8.47 (1H, s), 9.36 (1H, s).

MS(FAB) m/z: 390 (M+H)™
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TH-NMR (CDCl3) & : 2.07 (1.32H, s), 2.11 (1.68H, s), 2.53-2.58 (0.88H, m), 2.64-
2.68 (1.12H, m), 3.66-3.70 (1.12H, m), 3.69-3.73 (0.88H, m), 4.13-4.16 (1.12H, m

), 4.19-4.22 (0.88H, m), 6.32-6.36 (1H, m), 7.58 (2H, d, J = 8.3 Hz), 7.63 (1H,
br s), 7.66 (1.12H, d, J= 8.3 Hz), 7.68 (0.88H, d, J = 8.3 Hz), 8.13 (1H, d, J =
8.7 Hz), 8.25 (1H, br s), 8.30 (1H, d, J= 8.7 Hz), 8.38 (1H, s), 8.52 (1H, s),
9.41 (1H, s).

MS(FAB) m/z: 372 (M+H)™
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TH-NMR (DMSO-Dg) & : 7.62 (2H, d, J = 8.5 Hz), 7.63 (1H, br s), 7.66 (2H, d, J =
8.5 Hz), 8.13 (1H, d, J = 8.6 Hz), 8.25 (1H, br s), 8.31 (1H, d, J = 8.6 Hz), 8
.31 (1H, s), 8.51 (1H, s), 9.43 (1H, s).

MS(EI) m/z 282(M*F )
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TH-NMR (DMSO-Dg) & : 7.66 (2H, d, J = 8.5 Hz), 7.70 (2H, d, J = 8.5 Hz), 7.75 (1
H, br s), 8.26 (1H, d, J = 8.6 Hz), 8.37 (1H, s)0 8.37 (1H, br s), 8.49 (1H, d,
J = 8.6 Hz), 8.63 (1H, s), 9.69 (1H, s).

MS(EI) m/z 282(M*F )
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TH-NMR (CDCl3) & : 0.04 (9H, s), 1.09-1.13 (2H, m), 1.50 (9H, s), 3.35 (3H, s),

4.41-4.46 (2H, m), 7.42 (2H, d, J = 8.6 Hz), 7.47 (2H, d, J = 8.6 Hz), 8.08 (1H,
d, J = 8.5 Hz), 8.20 (1H, d, J = 8.5 Hz), 8.54 (1H, s), 8.66 (1H, s), 9.29 (1H,
s).
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1.49 (9H, s), 3.36 (3H, s), 7.54 (2H, d, J = 8.3 Hz), 7.59

(2H, d, J = 8.3 Hz), 7.68 (1H, br s), 8.15 (1H, d, J= 8.3 Hz), 8.29 (2H, br s),
8.33 (2H, d, J= 8.3 Hz), 8.42 (1H, s), 8.54 (1H, s), 9.44 (1H, s).
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8.6 Hz), 8.21 (1H, br s), 8.22 (1H, d, J = 8.6 Hz), 8.42 (1H, s), 8.45 (1H, s),

9.28 (1H, s).

MS(FAB) m/z: 278 (M+H)*
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(2H, d, J = 8.0 Hz), 8.13 (dH, d, J = 8.7 Hz), 8.27 (1H, br s), 8.31 (1H, d, J=
8.7 Hz), 8.38 (1H, s), 8.52 (1H, s), 8.72 (1H, s), 9.42 (IH, s).

MS(FAB) m/z: 306 (M+H)™*
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TH-NMR (CDCl3) & : 1.46 (3H, t, J = 7.2 Hz), 1.61-1.72 (2H, m), 1.92-2.01 (2H, m
), 3.44-3.50 (2H, m), 3.60-3.68 (1H, m), 3.89 (2H, t, J = 5.0 Hz), 3.94-4.02 (2H
, m), 4.23 (2H, t, J = 5.0 Hz), 4.48 (2H, q, J = 7.2 Hz), 7.10 (2H, d, J = 8.8 H
z), 7.90 (2H, d, J = 8.8 Hz), 8.28 (1H, d, J = 8.3 Hz), 8.48 (1H, d, J = 8.3 Hz)
, 8.92 (1H, s), 9.29 (1H, s).

MS(FAB) m/z: 423 (M+H)™.
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TH-NMR (DMSO-Dg) & : 1.36-1.48 (2H, m), 1.83-1.92 (2H, m), 3.27-3.39 (2H, m), 3.
54-3.63 (1H, m), 3.77-3.85 (4H, m), 4.16-4.21 (2H, m), 7.13 (2H, d, J= 8.8 Hz),
7.59 (1H, br s), 7.78 (2H, d, J= 8.8 Hz), 8.00 (1H, br s), 8.29 (1H, d, J= 8.5 H
z), 8.82 (1H, d, J = 8.5 Hz), 8.84 (1H, s), 9.45 (1H, s).

MS(FAB) m/z: 394 (M+H)™.
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TH-NMR (DMSO-Dg) & : 1.39-1.49 (2H, m), 1.85-1.95 (2H, m), 2.90 (3H, d, J= 4.9 H
z), 3.32-3.40 (2H, m), 3.56-3.65 (1H, m), 3.79-3.86 (4H, m), 4.18-4.23 (2H, m),
7.14 (2H, d, J = 8.5 Hz), 7.80 (2H, d, J = 8.5 Hz), 8.14 (1H, br s), 8.29 (1H, d
, J= 8.5 Hz), 8.82 (1H, d, J = 8.5 Hz), 8.84 (1H, s), 9.45 (1H, s).

MS (FAB) m/z: 408 (M+H)™.
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TH-NMR (DMSO-Dg) & : 1.16 (3H, t, J = 7.2 Hz), 1.38-1.56 (2H, m), 1.84-1.98 (2H,
m), 3.33-3.47 (4H, m), 3.56-3.66 (1H, m), 3.79-3.91 (4H, m), 4.20 (2H, t, J = 4
.8 Hz), 7.15 (2H, d, J = 8.8 Hz), 7.82 (2H, d, J = 8.8 Hz), 8.08-8.18 (1H, m), 8
.28 (1H, d, J = 8.3 Hz), 8.83 (1H, d, J = 8.3 Hz), 8.86 (1H, s), 9.46 (1H, S).
MS (FAB) m/z: 422 (M+H)™.
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TH-NMR (CDCl3) & : 0.07 (9H, s), 1.09-1.18 (2H, m), 3.07 (3H, s), 3.17 (3H, s),

4.42-4.51 (2H, m), 7.32 (2H, d, J = 6.5 Hz), 7.52 (2H, d, J = 6.5 Hz), 8.10 (1H,
d, J = 8.5 Hz), 8.22 (1H, d, J = 8.5 Hz), 8.56 (1H, s), 8.65 (1H, s), 9.31 (IH,
s).

MS(FAB) m/z: 437 (M+H)™".
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TH-NMR (DMSO-Dg) & : 2.95 (3H, s), 3.09 (3H, s), 7.33 (2H, d, J = 8.0 Hz), 7.58
(2H, d, J = 8.0 Hz), 7.62 (1H, br s), 8.11 (1H, d, J= 8.8 Hz), 8.24 (1H, br s),

8.29 (1H, d, J= 8.8 Hz), 8.35 (1H, s), 8.50 (1H, s), 9.40 (1H, s).

MS (FAB) m/z: 336 (M+H)™.
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TH-NMR (CDCl3) & : 0.06 (9H, s), 1.08-1.15 (2H, m), 4.43-4.50 (2H, m), 7.72 (2H,
d, J = 7.8 Hz), 8.09 (2H, d, J= 7.8 Hz), 8.14 (1H, d, J = 8.5 Hz), 8.25 (1H, d,
J = 8.5 Hz), 8.57 (1H, s), 8.59 (1H, s), 9.37 (1H, s), 10.16 (1H, s).

MS (FAB) m/z: 378 (M+H)*.
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TH-NMR (CDCl3) & : 0.05 (9H, s), 1.09-1.16 (2H, m), 3.11 (3H, s), 3.23 (3H, s),

4.40-4.52 (2H, m), 7.01 (1H, d, J = 15.4 Hz), 7.55 (2H, d, J = 8.3 Hz), 7.72 (2H
,d, J=8.3Hz), 7.78 (1H, d, J = 15.4 Hz), 8.11 (1H, d, J = 8.5 Hz), 8.22 (1H,
d, J = 8.5 Hz), 8.58 (1H, s), 8.64 (1H, s), 9.33 (1H, s).

MS (FAB) m/z: 447 (M+H)™.
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1H-NMR (DMSO-Dg) & : 2.95 (3H, s), 3.19 (3H, s), 7.33 (IH, d, J = 15.4 Hz), 7.58
(1H, d, J = 15.4 Hz), 7.62 (3H, d, J = 8.1 Hz), 7.92 (2H, d, J = 8.1 Hz), 8.12
(1H, d, J = 8.5 Hz), 8.24 (1H, br s), 8.30 (1H, d, J = 8.5 Hz), 8.37 (1H, s), 8.

53 (1H, s), 9.41 (1H, s).

MS (FAB) m/z: 346 (M+H)™.
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TH-NMR (CDCl3) & : 0.06 (9H, s), 1.12 (2H, t, J = 8.2 Hz), 3.66-3.85 (8H, m), 4.
46 (2H, t, J= 8.4 Hz), 6.96 (IH, d, J = 15.4 Hz), 7.55 (2H, d, J = 8.0 Hz), 7.71
(2H, d, J = 8.0 Hz), 7.81 (1H, d, J = 15.4 Hz), 8.11 (1H, d, J = 8.5 Hz), 8.23
(1H, d, J = 8.5 Hz), 8.57 (1H, s), 8.63 (1H, s), 9.33 (1H, s).
MS (FAB) m/z: 489 (M+H)™*.
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37 (1H, d, J = 15.1 Hz), 7.57-7.69 (4H, m), 7.93 (2H, d, J = 7.3 Hz), 8.12 (1H,
d, J = 8.5 Hz), 8.23 (1H, br s), 8.29 (1H, d, J = 8.5 Hz), 8.36 (1H, s), 8.53 (1
H, s), 9.41 (1H, s).
MS (FAB) m/z: 388 (M+H)™ .
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TH-NMR (CDCl3) & : 0.07 (9H, s), 1.10-1.16 (2H, m), 2.71-2.74 (2H, m), 3.11 (2H,
t, J = 7.9 Hz), 3.47 (2H, t, J= 4.8 Hz), 3.62 (2H, t, J = 4.8 Hz), 3.66-3.69 (4
H, m), 4.44-4.48 (2H, m), 7.40 (2H, d, J = 8.3 Hz), 7.43-7.48 (2H, m), 8.09 (1H,
d, J = 8.1 Hz), 8.20 (1H, dd, J = 8.1, 1.5 Hz), 8.54 (1H, s), 8.66 (1H, s), 9.3
1 (1H, s).

MS (FAB) m/z: 491 (M+H)™.
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TH-NMR (DMSO-Dg) & : 2.74 (2H, t, J = 7.7 Hz), 2.95 (2H, t, J = 7.7 Hz), 3.43-3.
49 (4H, m), 3.49-3.59 (4H, m), 7.47 (2H, d, J = 8.3 Hz), 7.50 (2H, d, J = 8.3 Hz
), 7.61 (1H, br s), 8.10 (1H, d, J = 8.5 Hz), 8.22 (1H, br s), 8.28 (1H, d, J =
8.5 Hz), 8.36 (1H, s), 8.46 (1H, s), 9.38 (1H, S).

MS (FAB) m/z: 438 (M+H)™.
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TH-NMR (CDCl3) & : 0.05 (9H, s), 1.12 (2H, t, J = 8.4 Hz), 1.49 (9H, s), 3.20-3.
29 (4H, m), 3.59-3.66 (4H, m), 4.44 (2H, t, J = 8.4 Hz), 7.08 (2H, d, J = 8.2 Hz
), 7.25 (1H, s), 7.43 (2H, d, J = 8.2 Hz), 8.06 (1H, d, J = 8.6 Hz), 8.18 (1H, d
.6 Hz), 8.53 (1H, s), 8.69 (1H, s), 9.26 (1H, s).
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TH-NMR (CDCl3) & : 0.10 (9H, s), 1.17 (2H, t, J = 8.3 Hz), 2.21 (3H, s), 3.30-3.
38 (4H, m), 3.70-3.74 (2H, m), 3.86-3.89 (2H, m), 4.49 (2H, t, J = 8.3 Hz), 7.12

(2H, d, J = 8.8 Hz), 7.49 (2H, d, J = 8.8 Hz), 8.11 (1H, d, J = 8.8 Hz), 8.22 (
1H, d, J = 8.8 Hz), 8.58 (1M, s), 8.74 (1H, s), 9.31 (1H, s).
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TH-NMR (CDCl5, 400MHz) & : 2.16 (3H, s), 3.23-3.34 (4H, m), 3.64-3.70 (2H, m), 3
.78-3.85 (2H, m), 5.70 (1H, br s), 6.12 (1H, br s), 7.09 (2H, d, J = 8.6 Hz), 7.
45 (2H, d, J = 8.6 Hz), 8.03 (1H, d, J = 8.6 Hz), 8.10 (1H, d, J = 8.6 Hz), 8.39
(1H, s), 8.53 (1H, s), 9.26 (1H, s).
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TH-NMR (CDCl3) & : 1.33 (12H, s), 3.51 (3H, s), 5.24 (2H, s), 7.15-7.20 (1H, m),
7.49-7.50 (1H, m), 7.51-7.53 (1H, m).
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TH-NMR (CDCl3) & : 1.33 (12H, s), 1.47-1.68 (2H, m), 1.69-1.79 (2H, m), 1.79-1.9
1 (2H, m), 3.48-3.57 (1H, m), 3.79-3.85 (1H, m), 3.87-3.93 (1H, m), 4.01-4.10 (1
H, m), 4.15-4.22 (2H, m), 4.71 (1H, t, J = 3.5 Hz), 6.92 (2H, dt, J = 9.0, 2.1 H
z), 7.74 (2H, dt, J = 8.8, 2.1 Hz).
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TH-NMR (CDCl3) & : 1.33 (12H, s), 2.28 (3H, s), 4.56 (2H, s), 6.88 (2H, d, J = 8
.7 Hz), 7.76 (2H, d, J= 8.7 Hz).

MS(ES1) m/z: 277 (M+H)™*
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5 (1H, m), 6.90 (2H, d, J = 8.7 Hz), 7.75 (2H, d, J = 8.7 Hz).
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TH-NMR (CDCl3) & : 1.51-1.60 (2H, m), 1.85-1.91 (4H, m), 3.39-3.47 (3H, m), 3.55
-3.60 (4H, m), 3.90-3.95 (2H, m), 4.51 (2H, s), 7.26-7.37 (GH, m).

MS(ESI) m/z: 251 (M+H)™
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TH-NMR (CDCl3) & : 1.54-1.63 (2H, m), 1.82-1.94 (4H, m), 2.43 (1H, t, J= 5.5 Hz)
, 3.42-3.54 (3H, m), 3.67 (2H, t, J = 5.5 Hz), 3.79 (2H, q, J= 5.5 Hz), 3.90-3.9
6 (2H, m).
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TH-NMR (CDCl3) & : 2.43 (3H, s), 3.54-3.58 (2H, m), 3.59-3.63 (2H, m), 3.70 (2H,
t, J =4.8 Hz), 4.17 (2H, t, J= 4.8 Hz), 4.53 (2H, s), 7.26-7.36 (7H, m), 7.79
(2H, d, J = 7.8 Hz).
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TH-NMR (CDCl3) & : 1.55-1.64 (2H, m), 1.87-1.93 (2H, m), 3.38-3.45 (2H, m), 3.48
-3.55 (1H, m), 3.62-3.71 (8H, m), 3.91-3.96 (2H, m), 4.57 (2H, s), 7.26-7.36 (5H
, M.
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-3.47 (2H, m), 3.50-3.57 (1H, m), 3.62-3.67 (4H, m), 3.68-3.72 (2H, m), 3.72-3.7
6 (2H, m), 3.92-3.98 (2H, m).
MS(FAB) m/z: 191 (M+H)™
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TH-NMR (CDCl3) & : 2.12 (1M, t, J = 6.2 Hz), 3.06 (6H, br s), 3.96-4.00 (2H, m),
4.10 (2H, t, J= 4.6 Hz), 6.92 (2H, d, J = 8.7 Hz), 7.40 (2H, d, J = 8.7 Hz).
MS(FAB) m/z: 210 (M+H)™
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TH-NMR (CDCl3) & : 2.00 (1M, t, J = 6.2 Hz), 3.54-3.77 (8H, m), 3.96-4.01 (2H, m
). 4.11 (2H, t, J= 4.6 Hz), 6.94 (2H, d, J = 8.3 Hz), 7.39 (2H, d, J = 8.3 Hz).
MS(ESI) m/z: 252 (M+H)*
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TH-NMR (CDCl3) & : 1.59 (1H, s), 1.68-1.79 (2H, m), 1.84-2.01 (2H, m), 2.10 (3H,
s), 2.99-3.07 (1H, m), 3.51-3.59 (1H, m), 3.66-3.72 (1H, m), 4.53-4.59 (1H, m),
7.30 (2H, d, J = 8.6 Hz), 7.46 (2H, d, J = 8.6 Hz).
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TH-NMR (CDClg) & : 1.31 (12H), 1.58 (1M, s), 1.70-1.80 (2H, m), 1.90-2.04 (2H,
m), 2.10 (3H, s), 3.01-3.09 (1H, m), 3.53-3.61 (1H, m), 3.65-3.72 (1H, m), 4.52
-4.58 (1H, m), 7.43 (2H, d, J = 8.4 Hz), 7.78 (2H, d, J = 8.4 Hz).
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TH-NMR (CDCl3) & : 1.19 (3H, s), 1.20 (3H, s), 1.33 (12H, s), 3.65-3.71 (1H, m),
3.78 (2H, t, J = 5.1 Hz), 4.13 (2H, t, J = 5.1 Hz), 6.91 (2H, d, J = 8.8 Hz), 7
.73 (2H, d, J = 8.8 Hz).

MS (FAB) m/z: 307 (M+H)™.
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TH-NMR (CDCl3) & : 1.47-1.92 (6H, m), 3.48-3.59 (1H, m), 3.76-3.95 (2H, m), 4.01

-4.18 (3H, m), 4.69 (1H, t, J = 3.5 Hz), 6.61-6.79 (2H, m), 1.46 (1H, t, J = 8
Hz).

MS (FAB) m/z: 320 (M+H)™.
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, s), 3.77-3.85 (1H, m), 3.85-3.92 (1H, m), 4.02-4.07 (1H, m), 4.11-4.21 (2H, m)

, 4.70 (1H, t, J = 3.5 Hz), 6.60 (1H, dd, J = 11.2, 2.2 Hz), 6.71 (1H, dd, J =
.4, 2.3 Hz), 7.64 (1H, t, J = 7.8 Hz).

MS (FAB) m/z: 367 (M+H)™.
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TH-NMR (CDCl3) & : 1.20-1.52 (3H, m), 1.75-2.06 (3H, m), 2.11-2.50 (2H, m), 3.
-3.74 (14H, m), 4.57-4.60 (2H, m), 7.25-7.37 (GH, m).

MS (FAB) m/z: 348 (M+H)™*.
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TH-NMR (CDCl3) & : 1.20-1.53 (3H, m), 1.56-1.61 (1H, m), 1.77-2.05 (4H, m), 2.
-2.21 (1H, m), 2.39-2.51 (1H, m), 3.47-3.54 (3H, m), 3.58-3.76 (10H, m).

MS (FAB) m/z: 258 (M+H)™.
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TH-NMR (CDClg) & : 1.21-1.32 (1H, m), 1.37-1.64 (3H, m), 1.79-1.81 (1H,
-2.06 (2H, m), 2.10-2.18 (1H, m), 2.42-2.55 (1H, m), 2.93 (3H, s), 3.04
3.26-3.68 (5H, m), 4.58-4.59 (2H, m), 7.27-7.37 (5H, m).

MS (FAB) m/z: 306 (M+H)*.

m), 1.87
(3H, s),
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TH-NMR (CDCl3) & : 1.21-1.63 (4H, m), 1.80-2.16 (5H, m), 2.44-2.57 (1H,
(3H, s), 3.06 (3H, s), 3.28-3.60 (3H, m), 3.71-3.72 (2H, m).

MS (FAB) m/z: 216 (M+H)™.
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TH-NMR (CDClg) & : 1.79-1.87 (2H, m), 2.18-2.29 (2H, m), 3.6
-3.88 (2H, m), 3.89-3.96 (2H, m), 4.44-4.51 (2H, m).

MS (FAB) m/z: 173 (M+H)™.
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TH-NMR (CDCl3) & : 1.86-1.97 (3H, m), 2.11-2.23 (2H, m), 2.97 (3H, s), 3.31 (3H,
s), 3.41 (2H, t, J = 4.6 Hz), 3.74-3.81 (6H, m).

MS (FAB) m/z: 218 (M+H)™.
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TH-NMR (CDCl3) & : 1.25-1.41 (14H, m), 1.47-1.64 (2H, m), 3.33 (2H, t, J = 5.5 H
z), 3.56 (2H, t, J= 5.5 Hz), 3.75 (2H, s), 7.26 (2H, d, J= 8.0 Hz), 7.76 (2H, d,
J = 8.0 Hz).

MS (FAB) m/z: 332 (M+H)™.
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DO0oO00O00O00O00O0000
TH-NMR (CDCl5, 400MHz) & : 1.41-1.66 (6H, m), 1.66-1.91 (4H, m), 3.14-3.28 (2H,
m), 3.44-3.67 (5H, m), 3.72-3.93 (4H, m), 4.61-4.67 (1H, m), 5.12 (2H, s), 7.27-
7.43 (5H, m).
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TH-NMR (CDCl5, 400MHz) & : 1.37-1.66 (7H, m), 1.68-1.98 (4H, m), 2.55-2.66 (2H,
m), 3.05-3.13 (2H, m), 3.35-3.47 (1H, m), 3.47-3.57 (1H, m), 3.57-3.74 (3H, m),
3.79-3.96 (2H, m), 4.60-4.73 (1H, m).
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TH-NMR (CDCl5, 400MHz) & : 1.74-1.86 (2H, m), 1.90-1.99 (3H, m), 2.79 (3H, s), 3
.14-3.22 (2H, m), 3.34-3.42 (2H, m), 3.53-3.61 (3H, m), 3.71-3.78 (2H, m).
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only shows relative configuration
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1H-NMR (CDCl3) & : 3.61-3.65 (2H, m), 3.69-3.77 (4H, m), 3.93-3.96 (1H, m),3.97
(1H, dd, J = 10.1, 4.6 Hz), 4.07 (1H, dd, J = 10.1, 4.6 Hz), 4.30-4.34 (1H, m),
4.57 (2H, s), 7.27-7.38 (GH, m).

MS (EIT) m/z: 239 (M+H)™
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4.32-4.36 (1H, m).

MS (EIY) m/z: 149 (M+H)*
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ExNo.

STRUCTURE

METHOD

DATA

17

H,C CH
NN TR

'H-NMR (DMSO-Dg) &: 3.00 (6H, s), 6.90 (2H, d, J =
9.2 Hz), 7.62 (1H, br s), 7.73 (2H, d, J = 9.2 Hz), 8.
01 (1H, br s), 8.28 (1H, d, J = 8.6 Hz), 8.80 (1H, d,
J = 8.6 Hz), 8.82 (1H, s), 9.39 (1H, s).

MS (El) m/z: 292 (M)*

\
\

WLNMR(DMSO{k)G:&22825(4H,mL 3.77-3.80 (4
H, m), 7.13 (2H, d, J = 8.6 Hz), 7.61 (1H, br s), 7.7
6 (2H, d, J = 8.6 Hz), 8.02 (1H, br s), 8.29 (1H, d, J
= 8.6 Hz), 8.82 (1H, d, J = 8.6 Hz), 8.84 (1H, s), 9.
43 (1H, s).

MS (FAB) m/z: 335 (M+H)"

'H-NMR (DMSO-Ds) &: 3.22-3.26 (4H, m), 3.76-3.81 (4
H, m), 7.16 (2H, d, J = 8.3 Hz), 7.46 (2H, d, J = 8.3
Hz), 7.62 (1H, br s), 8.10 (1H, d, J = 8.5 Hz), 8.24
(1H, br s), 8.27 (1H, d, J = 8.5 Hz), 8.43 (1H, s), 8.
47 (1H, s), 9.35 (1H, s).

MS (EI) m/z: 333 (M)*

20

| "H-NMR (CDCls) &: 5.70 (1H, br), 6.12 (1H, br), 7.21-

7.28 (2H, m), 7.43-7.52 (2H, m), 8.03 (1H, d, J = 8.5
Hz), 8.15 (1H, d, J = 8.5 Hz), 8.30 (1H, s), 8.55 (1
H, s), 9.33 (1H, s).

MS (El) m/z: 266 (M)

21

o O

N

o}
N
4 N NH,
Nx ¥

11H-NMR (CDCI3) : 2.86 (3H, s), 3.44 (8H, s), 5.58 (
1H, br s), 7.11 (2H, d, J = 8.8 Hz), 7.72 (2H, d, J =
8.8 Hz),

7.80 (1H, br s), 8.46 (1H, d, J = 8.3 Hz), 8.54 (1H,
d, J = 8.3 Hz), 8.87 (1H, s), 9.32 (1H, s).

MS (ESI) m/z: 412 (M+H)"
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'H-NMR (DMSO-D) &: 7.64 (1H, br s), 7.83 (2H, d, J
= 8.0 Hz), 7.96 (2H, d, J = 8.0 Hz), 8.16 (1H, d, J
= 8.6 Hz), 8.27 (1H, br s), 8.30 (1H, s), 8.34 (1H, d,
J = 8.6 Hz), 8.56 (1H, s), 9.47 (1H, s).

MS (El) m/z: 316 (M)"

'H-NMR (DMSO-Ds) &: 7.60 (2H, d, J = 8.3 Hz), 7.64
(1H, br s), 7.74 (2H, d, J = 8.3 Hz), 8.15 (1H, d, J
= 8.3 Hz), 8.28 (1H, br s), 8.32 (1H, s), 8.32 (1H, d,
J = 8.3 Hz), 8.54 (1H, s), 9.45 (1H, s).

MS (El) m/z: 332 (M)"

'"H-NMR (DMSO-Ds) 5: 6.97 (2H, d, J = 8.5 Hz), 7.38
(2H, d, J = 8.5 Hz), 7.60 (1H, br s), 8.10 (1H, d, J
= 8.5 Hz), 8.22 (1H, br s), 8.26 (1H, d, J = 8.5 Hz),
8.39 (1H, s), 8.45 (1H, s), 9.35 (1H, s), 9.73 (1H, s).
MS (El) m/z: 264 (M)*

'H-NMR (DMSO0-Ds) 5: 3.01 (6H, s), 6.93 (2H, d, J =
8.2 Hz), 7.41 (2H, d, J = 8.2 Hz), 7.58 (1H, br s), 8.
09 (1H, d, J = 8.3 Hz), 8.21 (1H, br s), 8.25 (1H, d,
J = 8.3 Hz), 8.45 (1H, s), 8.46 (1H, s), 9.32 (1H, s).
MS (FAB) m/z: 292 (M+H)"

"H-NMR (DMSO-Ds) 8: 2.44 (3H, s), 7.41 (2H, d, J =
7.6 Hz), 7.47 (2H, d, J = 7.6 Hz), 7.63 (1H, br s), 8.
12 (1H, d, J = 8.5 Hz), 8.25 (1H, br s), 8.29 (1H, d,
J = 8.5 Hz), 8.37 (1H, s), 8.48 (1H, s), 9.40 (1H, s).

MS (El) m/z: 262 (M)

gooo
22
F
pd
0 F
e
J\
N A
OH
24
25
26
27
|\
N~

"H-NMR (DMSO0-Ds) 8: 3.35 (3H, s), 3.72 (2H, t, J =
4.6 Hz), 4.21 (2H, t, J = 4.6 Hz), 7.16 (2H, d, J = 8.
7 Hz), 7.50 (2H, d, J = 8.7 Hz), 7.60 (1H, br s), 8.11
(1H, d, J = 8.5 Hz), 8.22 (1H, br s), 8.28 (1H, d, J
= 8.5 Hz), 8.37 (1H, s), 8.47 (1H, s), 9.37 (1H, s).
MS (FAB) m/z: 323 (M+H)"
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"H-NMR (DMSO-D¢) &: 4.64 (2H, d, J = 5.6 Hz), 5.33
(1H, t, J = 5.6 Hz), 7.54 (4H, s), 7.64 (1H, br s), 8.
12 (1H, d, J = 8.5 Hz), 8.25 (1H, br s), 8.30 (1H, d,
J = 8.5 Hz), 8.37 (1H, s), 8.50 (1H, s), 9.41 (1H, s).
MS (El) m/z: 278 (M)"

¢
Q

"H-NMR (CDCl3) 5: 2.87 (3H, s), 3.37-3.52 (8H, m), 5
.69 (1H, br), 6.14 (1H, br), 7.10 (2H, d, J = 8.6 Hz),
7.45 (2H, d, J = 8.6 Hz), 7.99 (1H, d, J = 8.6Hz), 8.
12 (1H, d, J = 8.6 Hz), 8.41 (1H, s), 8.55 (1H, s), 9.
29 (1H, s).

MS (El) m/z: 411 (M+H)"

'H-NMR (DMSO-Ds) &: 7.34 (1H, td, J = 8.3, 2.5 Hz),
7.53 (1H, td, J = 9.9, 2.5 Hz), 7.61-7.66 (2H, m), 8.
10 (1H, br s), 8.16 (1H, d, J = 8.6 Hz), 8.29 (1H, br

30 s), 8.32 (2H, d, J = 8.6 Hz), 8.52 (1H, s), 9.48 (1H,
s).
MS (El) m/z: 284 (M)"
i
_N__0O
HC '"H-NMR (DMSO-Ds) &: 2.99 (6H, s), 7.58 (2H, d, J =
8.2 Hz), 7.59 (1H, br s), 7.62 (2H, d, J = 8.2 Hz), 8.
31 O o 10 (1H, d, J = 8.6 Hz), 8.22 (1H, br s), 8.28 (1H, d,
J = 8.6 Hz), 8.33 (1H, s), 8.50 (1H, s), 9.40 (1H, s).
Z NH, MS (FAB) m/z: 320 (M+H)*
Naw i
CH,
he” o "H-NMR (DMSO-Dg) &: 1.31 (6H, d, J = 6.3 Hz), 4.6

5-4.74 (1H, m), 7.08 (2H, d, J = 8.6 Hz), 7.44 (2H, d
, J = 8.6 Hz), 7.60 (1H, br s), 8.07 (1H, d, J = 8.6
Hz), 8.21 (1H, s), 8.24 (1H, d, J = 8.6 Hz), 8.35 (1H,
s), 8.43 (1H, s), 9.33 (1H, s).

MS (FAB) m/z: 306 (M)

33

"H-NMR (DMSO-Dg) &: 3.89 (3H, s), 6.54 (1H, d, J =
2.9 Hz), 7.33 (1H, d, J = 8.5 Hz), 7.45 (1H, d, J = 2
.9 Hz), 7.56 (1H, br s), 7.64 (1H, d, J = 8.5 Hz), 7.7
3 (1H, s), 8.10 (1H, d, J = 8.4 Hz), 8.18 (1H, br s),
8.28 (1H, d, J = 8.4 Hz), 8.43 (1H, s), 8.52 (1H, s),
9.37 (1H, s).

MS (El) m/z: 301 (M)"
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34

@]

"H-NMR (DMSO-Ds) &: 6.54-6.56 (1H, m), 7.26 (1H, d
, J = 8.3 Hz), 7.46-7.48 (1H, m), 7.56 (1H, br s), 7.5
9 (1H, d, J = 8.3 Hz), 7.72 (1H, s), 8.10 (1H, d, J =
8.5 Hz), 8.19 (1H, br s), 8.27 (1H, d, J = 8.5 Hz), 8
44 (1H, s), 8.52 (1H, s), 9.37 (1H, s), 11.31 (1H, br
s).

MS (FAB) m/z: 288 (M+H)"

35 l 0

'H-NMR (DMSO-D¢) &: 2.86 (2H, t, J = 6.9 Hz), 3.69-
3.75 (2H, m), 4.75 (1H, t, J = 4.8 Hz), 7.45 (2H, d, J
= 8.0 Hz), 7.50 (2H, d, J = 8.0 Hz), 7.64 (1H, br s),

c 8.12 (1H, d, J = 8.7 Hz), 8.26 (1H, br s), 8.29 (1H,
d, J = 8.7 Hz), 8.39 (1H, s), 8.49 (1H, s), 9.40 (1H,
I \ NF, s).
N A MS (FAB) m/z: 293 (M+H)"
o™~ 'H-NMR (DMSO-D¢) &: 3.78 (2H, dt, J = 5.5, 5.0 Hz),
411 (2H, t, J = 5.0 Hz), 491 (1H, t, J = 5.5 Hz), 7
O 16 (2H, d, J = 8.5 Hz), 7.50 (2H, d, J = 8.5 Hz), 7.
36 0 c 60 (1H, br s), 8.11 (1H, d, J = 8.5 Hz), 8.23 (1H, br
s), 8.28 (1H, d, J = 8.5 Hz), 8.38 (1H, s), 8.47 (1H,
s), 9.37 (1H, s).
MS (El) m/z: 308 (M)'
'H-NMR (DMSO-Dg) 5: 2.86 (3H, s), 3.07 (3H, s), 3.8
0 (2H, s), 7.42 (2H, d, J = 8.2 Hz), 7.51 (2H, d, J =
. . 8.2 Hz), 7.63 (1H, br s), 8.10 (1H, d, J = 8.6 Hz), 8
25 (1H, br s), 8.28 (1H, d, J = 8.6 Hz), 8.37 (1H, s)
, 8.48 (1H, s), 9.39 (1H, s).
MS (FAB) m/z: 334 (M+H)"
"H-NMR (DMSO-Dg) &: 1.48-1.60 (1H, m), 1.64-1.75 (1
H, m), 1.85-1.95 (2H, m), 2.06 (3H, s), 2.59-2.68 (1H,
m), 2.86-2.94 (1H, m), 3.13-3.22 (1H, m), 3.93-4.00 (
1H, m), 4.55-4.61 (1H, m), 7.48 (2H, d, J = 8.0 Hz),
38 O c 7.53 (2H, d, J = 8.0 Hz), 7.64 (1H, br s), 8.12 (1H,
0 d, J = 8.7 Hz), 8.26 (1H, br s), 8.29 (1H, d, J = 8.7
N H, Hz), 8.38 (1H, s), 8.50 (1H, s), 9.40 (1H, s).
\ / MS (FAB) m/z: 374 (M+H)"
'H-NMR (DMSO-De) : 0.32-0.41 (2H, m), 0.56-0.65 (2
H, m), 1.21-1.34 (1H, m), 3.89-3.95 (2H, d, J = 6.8
Hz), 7.13 (2H, d, J = 7.9 Hz), 7.48 (2H, d, J = 7.9 H
C 2), 7.60 (1H, br s), 8.10 (1H, d, J = 8.5 Hz), 8.22 (1

H, br s), 8.27 (1H, d, J = 8.5 Hz), 8.37 (1H, s), 8.46
(1H, s), 9.37 (1H, s). :
MS (FAB) m/z: 319 (M+H)*
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40

'H-NMR (DMSO-D¢) 3: 2.72 (2H, t, J = 7.8 Hz), 2.85
(3H, s), 2.93 (2H, t, J = 7.8 Hz), 2.99 (3H, s), 7.44-7
53 (4H, m), 7.62 (1H, br s), 8.11 (1H, d, J = 8.5 Hz
), 8.24 (1H, br s), 8.29 (1H, d, J = 8.5 Hz), 8.38 (1H
,'s), 8.48 (1H, s), 9.40 (1H, s).

MS (FAB) m/z: 348 (M+H)"

41

'"H-NMR (DMSO-De) 8: 2.75 (3H, s), 7.68 (1H, br s),
7.81 (2H, d, J = 8.0 Hz), 8.18-8.26 (3H, m), 8.31 (1H
, br s), 8.36-8.42 (2H, m), 8.61 (1H, s), 9.52 (1H, s).
MS (FAB) m/z: 291 (M+H)"

42

'H-NMR (DMSO0-Dg) &: 7.63 (1H, br s), 7.89 (2H, d, J
= 8.5 Hz), 8.16 (2H, d, J = 8.5 Hz), 8.24 (1H, br s),
8.28 (1H, s), 8.34 (1H, d, J = 8.5 Hz), 8.43 (2H, d,
J = 8.5 Hz), 8.58 (1H, s), 9.48 (1H, s).

MS (FAB) m/z: 294 (M+H)"

(o]
o O

"H-NMR (DMSO-Dg) &: 2.88 (3H, s), 3.05 (3H, s), 4.9
3 (2H, s), 7.13 (2H, d, J = 8.3 Hz), 7.50 (2H, d, J =
8.3 Hz), 7.60 (1H, br s), 8.11 (1H, d, J = 8.5 Hz), 8
23 (1H, br s), 8.28 (1H, d, J = 8.5 Hz), 8.39 (1H, s)
, 8.47 (1H, s), 9.37 (1H, s).
MS (FAB) miz 350 (M+H)'

o | O

"H-NMR (DMSO-Ds) 8: 7.13-7.25 (5H, m), 7.41-7.50 (2
H, m), 7.55-7.64 (3H, m), 8.12 (1H, d, J = 8.5 Hz), 8
24 (1H, br s), 8.29 (1H, d, J = 8.5 Hz), 8.38 (1H, br
s), 8.51 (1H, s), 9.40 (1H, s).

MS (FAB) m/z: 341 (M+H)'

45

'"H-NMR (DMSO-Dg) &: 3.95 (3H, s), 7.34-7.41 (2H, m
), 7.45-7.53 (1H, m), 7.62 (1H, br s), 8.10-8.15 (1H,
m), 8.26 (1H, br s), 8.29 (1H, d, J = 8.5 Hz), 8.36 (1
H, s), 8.50 (1H, s), 9.40 (1H, s).

MS (FAB) m/z: 297 (M+H)"
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46

'H-NMR (DMSO0-Dg) &: 7.44-7.49 (1H, m), 7.63 (1H, b
rs), 7.69-7.74 (1H, m), 7.81 (1H, t, J = 8.0 Hz), 8.1
3-8.19 (1H, m), 8.27 (1H, br s), 8.30-8.36 (2H, m), 8.
54 (1H, s), 9.45 (1H, s).

MS (FAB) m/z: 301 (M+H)"

47

'"H-NMR (DMSO-Ds) &: 3.91 (3H, s), 7.61 (1H, s), 7.7
4 (2H, d, J = 8.0 Hz), 8.13-8.16 (3H, m), 8.23 (1H, b
r's), 8.30-8.32 (2H, m), 8.54 (1H, s), 9.45 (1H, s).
MS (FAB) m/z: 307 (M+H)*

48

'H-NMR (DMSO-De) &: 3.36 (3H, s), 7.65 (1H, br s),
7.88 (2H, d, J = 8.0 Hz), 8.08-8.14 (3H, m), 8.27 (1H
, brs), 8.30 (1H, s), 8.33 (1H, d, J = 8.5 Hz), 8.55 (
1H, s), 9.47 (1H, s).

MS (FAB) m/z: 327 (M+H)"

49

'"H-NMR (DMSO0-Dg) 5: 3.49 (2H, t, J = 5.6 Hz), 3.83-
3.88 (1H, m), 3.95-4.01 (1H, m), 4.07-4.14 (1H, m), 4
71 (1H, t, J = 5.6 Hz), 5.00 (1H, d, J = 4.9 Hz), 7.1
5 (2H, d, J = 8.5 Hz), 7.50 (2H, d, J = 8.5 Hz), 7.61
(1H, br s), 8.11 (1H, d, J = 8.4 Hz), 8.23 (1H, br s)
, 8.28 (1H, d, J = 8.4 Hz), 8.38 (1H, s), 8.47 (1H, s)
, 9.37 (1H, s).

MS (FAB) m/z: 339 (M+H)"

50

'H-NMR (DMSO-D¢) 8: 7.51-7.56 (1H, m), 7.60 (1H, t,
J = 8.4 Hz), 7.63 (1H, br s), 7.69-7.74 (1H, m), 8.08
(1H, s), 8.15-8.19 (1H, m), 8.28 (1H, br s), 8.31 (1H
., d, J = 85 Hz), 8.52 (1H, s), 9.47 (1H, s).

MS (FAB) m/z: 301 (M+H)*

51

N~

"H-NMR (DMSO-Dg) 8: 1.20-1.32 (5H, m), 1.46-1.54 (1
H, m), 1.65-1.74 (2H, m), 1.84-1.94 (2H, m), 3.35-3.4
1 (1H, m), 3.79 (2H, t, J = 4.8 Hz), 4.18 (2H, t, J =
4.8 Hz), 7.16 (2H, d, J = 8.7 Hz), 7.50 (2H, d, J = 8
.7 Hz), 7.61 (1H, br s), 8.11 (1H, d, J = 8.5 Hz), 8.2
3 (1H, br s), 8.28 (1H, d, J = 8.5 Hz), 8.38 (1H, s),
8.47 (1H, s), 9.37 (1H, s).

MS (FAB) mJ/z: 391 (M+H)"
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52

"H-NMR (DMSO-Dg) 5: 7.38 (1H, t, J = 74.0 Hz), 7.3
9 (2H, d, J = 7.9 Hz), 7.62 (1H, br s), 7.64 (2H, d, J
= 7.9 Hz), 8.12 (1H, d, J = 8.7 Hz), 8.25 (1H, br s),
8.30 (1H, d, J = 8.7 Hz), 8.32 (1H, s), 8.49 (1H, s),
9.41 (1H, s).

MS (El) m/z: 314 (M)

53

"H-NMR (DMSO-D¢) 8: 2.80 (3H, s), 2.99 (2H, t, J =
8.3 Hz), 3.34 (2H, t, J = 8.3 Hz), 6.70 (1H, d, J = 7.
8 Hz), 7.21 (1H, d, J = 7.8 Hz), 7.24 (1H, s), 7.61 (
1H, br s), 8.08 (1H, d, J = 8.7 Hz), 8.23 (1H, br s),
8.24 (1H, d, J = 8.7 Hz), 8.43 (1H, s), 8.44 (1H, s),
9.31 (1H, s).

MS (FAB) m/z: 304 (M+H)*

54

'H-NMR (DMSO-D¢) &: 7.61 (1H, br s), 7.74 (1H, d, J
= 8.7 Hz), 8.15 (1H, d, J = 8.7 Hz), 8.25 (1H, br s),
8.29 (1H, d, J = 8.7 Hz), 8.33 (1H, d, J = 8.7 Hz),
8.35 (1H, s), 8.43 (1H, s), 8.59 (1H, s), 9.46 (1H, s),
9.52 (1H, s).

MS (El) m/z: 305 (M)'

55

l\ NH,
N~

"H-NMR (DMSO -Dg) &: 3.47-3.52 (2H, m), 3.54-3.62 (
6H, m), 3.85 (2H, s), 7.44 (2H, d, J = 8.1 Hz), 7.52
(2H, d, J = 8.1 Hz), 7.61 (1H, br s), 8.11 (1H, d, J =
8.5 Hz), 8.23 (1H, br s), 8.28 (1H, d, J = 8.5 Hz), 8
36 (1H, s), 8.49 (1H, s), 9.39 (1H, s).

MS (FAB) m/z: 376 (M+H)"

56

o ™>°
[olhe

o]
N N/CHS
|
N~
HCI

'H-NMR (DMSO-D¢) &: 1.35-1.53 (2H, m), 1.85-1.94 (2
H, m), 2.81 (3H, d, J = 4.4 Hz), 3.32-3.40 (2H, m), 3
.56-3.66 (1H, m), 3.79-3.87 (4H, m), 4.20-4.25 (2H, m
), 7.20 (2H, d, J = 8.8 Hz), 7.55 (2H, d, J = 8.8 Hz),
8.19 (1H, d, J = 8.5 Hz), 8.39 (1H, s), 8.45 (1H, d,
J = 8.5 Hz), 8.57 (1H, s), 8.81 (1H, m), 9.60 (1H, s).
MS (FAB) m/z: 407 (M+H)

57

(0]
B N,
N~

'"H-NMR (DMSO-D¢) 8: 1.29 (6H, t, J = 7.1 Hz), 4.12-
4.20 (4H, m), 4.55 (2H, d, J = 10.1 Hz), 7.26 (2H, d,
J = 8.5 Hz), 7.53 (2H, d, J = 8.5 Hz), 7.63 (1H, br
s), 8.11 (1H, d, J = 8.3 Hz), 8.25 (1H, br s), 8.29 (1
H, d, J = 8.3 Hz), 8.36 (1H, s), 8.48 (1H, s), 9.39 (1
H, s).

MS(FAB) m/z: 415 (M+H)"
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©

"H-NMR (DMSO0-Dg) &: 1.39-1.50 (2H, m), 1.86-1.
6 (2H, m), 3.40-3.65 (7H, m), 3.80-3.87 (4H, m),
14-4.22 (2H, m), 4.93 (1H, br s), 7.14 (2H, d, J
8.5 Hz), 7.83 (2H, d, J = 8.5 Hz), 8.32 (1H, d, J
= 8.3 Hz), 8.34 (1H, br s), 8.86 (1H, d, J = 8.3
Hz), 8.89 (1H, s), 9.47 (1H, s).

MS (FAB) m/z: 438 (M+H)'

N

'"H-NMR (DMSO-Dg) &: 1.15 (6H, d, J = 9.0 Hz), 3
.63-3.69 (1H, m), 3.75 (2H, t, J = 4.8 Hz), 4.17 (2
H, t, J = 4.8 Hz), 7.15 (2H, d, J = 8.8 Hz), 7.62 (
1H, br s), 7.80 (2H, d, J = 8.8 Hz), 8.04 (1H, br
s), 8.33 (1H, d, J = 8.5 Hz), 8.85-8.92 (2H, m), 9.
53 (1H, s).

MS (FAB) m/z: 352 (M+H)"

'H-NMR (DMSO-De) 8: 7.37 (2H, d, J = 8.3 Hz), 7
37 (1H, t, J = 73.8 Hz), 7.63 (1H, br s), 7.93 (2H
,d, J = 8.3 Hz), 8.02 (1H, br s), 8.32 (1H, d, J =
8.3 Hz), 8.86 (1H, d, J = 8.3 Hz), 8.89 (1H, s),
9.52 (1H, s).

MS (FAB) m/z: 316 (M+H)"

'"H-NMR (DMSO-D¢) &: 3.74-3.80 (2H, m), 4.09 (2H
. t, J = 5.0 Hz), 4.92 (1H, t, J = 5.4 Hz), 7.13 (2
H, d, J = 8.8 Hz), 7.61 (1H, br s), 7.79 (2H, d, J
='8.8 Hz), 8.02 (1H, br s), 8.30 (1H, d, J = 8.5
Hz), 8.83 (1H, d, J = 8.5 Hz), 8.85 (1H, s), 9.46 (
1H, s).

MS (FAB) m/z: 310 (M+H)"

'"H-NMR (DMSO-D¢) &: 3.74-3.80 (2H, m, J = 5.5,
4.9 Hz), 411 (2H, t, J = 4.9 Hz), 4.94 (1H, t, J =
5.5 Hz), 6.98 (1H, dd, J = 8.5, 2.4 Hz), 7.04 (1H
, dd, J = 12.2, 2.4 Hz), 7.49 (1H, br s), 7.58 (1H,
t, J = 8.5 Hz), 7.98 (1H, br s), 8.31 (1H, d, J =
8.5 Hz), 8.82 (1H, s), 8.85 (1H, d, J = 8.5 Hz), 9.
54 (1H, s).

MS (FAB) m/z: 328 (M+H)"

oooao
0\/\0
o)
58 o]
LN N/\/OH
N A =z I!i
H,C. O\/\O
CH,
59 Q
X N\
N A
X
(0] F
60
(o]
N
XX NH,
N A A
T
0.
\/\0
61 o
N
| X N NH,
N N FH
H
6
\/\O
62
F (o]
N
l\ X NH
NN
63

"H-NMR (DMSO-De) &: 1.19 (3H, d, J = 6.4 Hz), 3
.87-3.95 (2H, m), 3.97-4.05 (1H, m), 4.94 (1H, d,
J = 41 Hz), 713 (2H, d, J = 8.7 Hz), 7.62 (1H, b
rs), 7.79 (2H, d, J = 8.7 Hz), 8.02 (1H, br s), 8.
30 (1H, d, J = 8.5 Hz), 8.83 (1H, d, J = 8.5 Hz),
8.85 (1H, s), 9.46 (1H, s).

MS (FAB) m/z: 324 (M+H)"
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Ooooao
CH,
o OH 'H-NMR (DMSO-D¢) 5: 1.27 (3H, d, J = 6.4 Hz), 3.4
9-3.54 (1H, m), 3.59-3.64 (1H, m), 4.50-4.57 (1H, m),
4.90-4.95 (1H, m), 7.13 (2H, d, J = 8.9 Hz), 7.63 (1
64 H, br s), 7.78 (2H, d, J = 8.9 Hz), 8.02 (1H, br s), 8
0 .30 (1H, d, J = 8.5 Hz), 8.83 (1H, d, J = 8.5 Hz), 8.
N N e, 85 (1H, s), 9.46 (1H, s).
N A MS(FAB) m/z: 324 (M+H)"
0O O 'H-NMR (DMSO-D¢) 3: 3.27 (3H, s), 3.49 (2H, t, J =
4.8 Hz), 3.62 (2H, t, J = 4.8 Hz), 3.79 (2H, t, J = 4.
6 Hz), 419 (2H, t, J = 4.6 Hz), 7.14 (2H, d, J = 8.8
65 0 Hz), 7.61 (1H, br s), 7.79 (2H, d, J = 8.8 Hz), 8.01
NN (1H, br s), 8.30 (1H, d, J = 8.5 Hz), 8.83 (1H, d, J =
8.5 Hz), 8.85 (1H, s), 9.46 (1H, s).
N .
MS (FAB) m/z: 368 (M+H)
0
o/\/N\) 'H-NMR (DMSO-Ds) &: 2.49-2.53 (4H, m), 2.72-2.78 (2
H, m), 3.57-3.63 (4H, m), 4.16-4.23 (2H, m), 7.14 (2H
o6 . d, J = 8.8 Hz), 7.60 (1H, br s), 7.79 (2H, d, J = 8.
o 8 Hz), 8.02 (1H, br s), 8.30 (1H, d, J = 8.5 Hz), 8.83
N (1H, d, J = 8.5 Hz), 8.85 (1H, s), 9.46 (1H, s).
| A NH, MS (FAB) m/z: 379 (M+H)*
N A~
0O ,
H-NMR (DMSO-Ds) &: 3.50-3.56 (4H, m), 3.75-3.81 (2
H, m), 4.19-4.21 (2H, m), 4.64-4.65 (1H, m), 7.14 (2H
- o . d. J = 8.8 Hz), 761 (1H, br s), 7.79 (2H, d. J = 8
8 Hz), 8.01 (1H, br s), 8.30 (1H, d, J = 8.5 Hz), 8.83
SUN NH, (1H, d, J = 8.5 Hz), 8.85 (1H, s), 9.46 (1H, s).
N' P MS (FAB) m/z: 354 (M+H)"
Q 'H-NMR (DMSO-D) &: 1.48-1.58 (1H, m), 1.88-1.98 (1
O/\/O\/Z) H, m), 2.41-2.49 (1H, m), 3.36-3.50 (3H, m), 3.56-3.6
5 (1H, m), 3.67-3.75 (2H, m), 3.76-3.81 (2H, m), 4.1
7-4.23 (2H, m), 7.14 (2H, d, J = 8.8 Hz), 7.61 (1H, b
08 0 r's), 7.79 (2H, d, J = 8.8 Hz), 8.01 (1H, br s), 8.30 (
NS 1H, d, J = 8.3 Hz), 8.83 (1H, d, J = 8.3 Hz), 8.85 (1
PP H, s), 9.46 (1H, s). +
MS (FAB) m/z: 394 (M+H)
? 1
O/\/o\/\NLCHB H-NMR (DMSO-Dg) : 1.80 (3H, s), 3.20-3.27 (2H, m
), 3.50 (2H, t, J = 5.9 Hz), 3.79 (2H, t, J = 4.5 Hz),
4.20 (2H, t, J = 45 Hz), 7.14 (2H, d, J = 8.9 Hz), 7.
69 61 (1H, br s), 7.79 (2H, d, J = 8.9 Hz), 7.94 (1H, br
i s), 8.01 (1H, br s), 8.30 (1H, d, J = 8.5 Hz), 8.83 (
S NN, 1H, d, J = 8.5 Hz), 8.85 (1H, s), 9.47 (1H, s).
N_ A~ MS (FAB) m/z: 395 (M+H)"
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'H-NMR (DMSO-D¢) 5: 2.96 (6H, s), 4.40-4.46 (4H, m
), 7.06 (2H, d, J = 8.7 Hz), 7.19 (2H, d, J = 8.7 Hz),
7.40 (2H, d, J = 8.7 Hz), 7.62 (1H, br s), 7.81 (2H,
d, J = 8.7 Hz), 8.03 (1H, br s), 8.30 (1H, d, J = 8.5
Hz), 8.84 (1H, d, J = 8.5 Hz), 8.86 (1H, s), 9.47 (1H,
s).

MS (FAB) m/z: 457 (M+H)"

'H-NMR (DMSO-Ds) &: 1.45-1.59 (6H, m), 1.68-1. 77 (
2H, m), 3.40-3.46 (1H, m), 3.50-3.58 (1H, m), 3.76 (2
H, t, J = 4.6 Hz), 4.18 (2H, t, J = 4.6 Hz), 4.39 (1H,
d, J = 4.2 Hz), 7.14 (3H, d, J = 8.8 Hz), 7.61 (1H,
br s), 7.79 (2H, d, J = 8.8 Hz), 8.00 (1H, br s), 8.30
(1H, d, J = 8.5 Hz), 8.83 (1H, d, J = 8.5 Hz), 8.85
(1H, s), 9.46 (1H, s).

MS (FAB) mJ/z; 408 (M+H)"

'H-NMR (DMSO-D¢) &: 1.14-1.29 (4H, m), 1.75-1.83 (2
H, m), 1.91-1.99 (2H, m), 3.31-3.37 (1H, m), 3.40-3.4
8 (1H, m), 3.77 (2H, t, J = 4.6 Hz), 4.16 (2H, t, J =
4.6 Hz), 4.50 (1H, d, J = 4.2 Hz), 7.13 (2H, d, J = 8
.8 Hz), 7.60 (1H, br s), 7.78 (2H, d, J = 8.8 Hz), 8.0
0 (1H, br s), 8.30 (1H, d, J = 8.4 Hz), 8.83 (1H, d, J
= 8.4 Hz), 8.85 (1H, s), 9.46 (1H, s).

MS (FAB) m/z: 408 (M+H)"

'H-NMR (DMSO-Ds) 5: 2.85 (6H, s), 4.26-4.32 (2H, m
), 4.33-4.37 (2H, m), 7.16 (2H, d, J = 8.8 Hz), 7.60 (
1H, br s), 7.80 (2H, d, J = 8.8 Hz), 8.01 (1H, br s),
8.30 (1H, d, J = 8.5 Hz), 8.83 (1H, d, J = 8.5 Hz), 8
85 (1H, s), 9.47 (1H, s).

MS (FAB) m/z: 381 (M+H)"

"H-NMR (DMSO-Dg) 5: 4.36-4.43 (4H, m), 7.06 (2H, d
,J = 9.2 Hz), 7.18 (2H, d, J = 8.9 Hz), 7.36 (2H, d,
J = 9.2 Hz), 7.62 (1H, br s), 7.81 (2H, d, J = 8.9 H
z), 8.03 (1H, br s), 8.30 (1H, d, J = 8.5 Hz), 8.84 (1
H, d, J = 8.5 Hz), 8.86 (1H, s), 9.47 (1H, s).
MS(FAB) miz: 420 (M+H)"

goooao
/\/0
o OH,
N
~CH,
70
| N N\ NH,
N AL
(0]
O/\/ \O\
OH
71
(less 0]
polar) N
YT NH,
N A\
0]
OH
72
(more 0
polar)
'\ N NH,
AN %
#
N_ O
HC ~"o
T
73
o]
A NH,
=
0.
Cl
74 0
|\ X NH,
N A A
o)
N_ O
~ DR
0
75
0
l\ A NH
NN F

'"H-NMR (DMS0-D¢) &: 3.33-3.39 (4H, m), 3.48-3.60 (4
H, m), 4.27-4.33 (2H, m), 4.36-4.44 (2H, m), 7.16 (2H
, d, J = 8.5 Hz), 7.60 (1H, br s), 7.80 (2H, d, J = 8.
5 Hz), 8.01 (1H, br s), 8.30 (1H, d, J = 8.5 Hz), 8.83
(1H, d, J = 8.5 Hz), 8.85 (1H, s), 9.47 (1H, s).

MS (FAB) m/z: 423 (M+H)*
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76

'H-NMR (DMSO-Ds) &: 3.76-3.83 (2H, m), 4.17 (2H, t,
J = 4.9 Hz), 495 (1H, br s), 7.35 (1H, t, J = 8.8 H
z), 7.59-7.70 (2H, m), 7.77 (1H, dd, J = 12.9, 2.0 Hz
), 7.99 (1H, br s), 8.30 (1H, d, J = 8.5 Hz), 8.84 (1H
, d, J = 85 Hz), 8.88 (1H, s), 9.49 (1H, s).

MS (FAB) m/z: 328 (M+H)*

77

'H-NMR (DMSO-Dg) &: 2.82 (3H, s), 2.94 (3H, s), 3.8
0-3.87 (2H, m), 4.18-4.27 (4H, m), 7.14 (2H, d, J = 8
.5 Hz), 7.61 (1H, br s), 7.79 (2H, d, J = 8.5 Hz), 8.0
0 (1H, br s), 8.30 (1H, d, J = 8.5 Hz), 8.83 (1H, d,
J = 85 Hz), 8.85 (1H, s), 9.46 (1H, s).

MS (FAB) m/z: 395 (M+H)*

78 .

"H-NMR (DMSO-Dg) 3: 1.39-1.48 (2H, m), 1.84-1.94 (
2H, m), 3.34-3.39 (2H, m), 3.57-3.66 (1H, m), 3.78-3.
88 (4H, m), 4.28 (2H, t, J = 4.6 Hz), 7.37 (1H, t, J
= 8.8 Hz), 7.63 (1H, d, J = 8.8 Hz), 7.66 (1H, br s),
7.77 (1H, dd, J = 12.7, 2.2 Hz), 8.00 (1H, br s), 8.3
0 (1H, d, J = 8.5 Hz), 8.84 (1H, d, J = 8.5 Hz), 8.88
(1H, s), 9.49 (1H, s).

MS (FAB) m/z: 412 (M+H)"

79

'H-NMR (DMSO-Ds) &: 1.19 (3H, s), 1.46-1.56 (2H, m
), 1.63-1.71 (2H, m), 3.50-3.57 (2H, m), 3.57-3.66 (2H
, m), 3.68-3.74 (2H, m), 4.25-4.31 (2H, m), 7.38 (1H,
t, J = 8.8 Hz), 7.60-7.69 (2H, m), 7.77 (1H, dd, J =
12.8, 2.1 Hz), 8.00 (1H, br s), 8.31 (1H, d, J = 8.5
Hz), 8.84 (1H, d, J = 8.5 Hz), 8.88 (1H, s), 9.49 (1H
, 8).

MS (FAB) m/z: 426 (M+H)"

¢

80

"H-NMR (DMSO0-D¢) &: 3.79-3.82 (2H, m), 4.19 (2H, t,
J = 5.0 Hz), 4.86-4.97 (1H, m), 7.35 (1H, d, J = 8.5
Hz), 7.61 (1H, br s), 7.79 (1H, dd, J = 8.5, 2.1 Hz),
7.93 (1H, d, J = 2.1 Hz), 8.02 (1H, br s), 8.31 (1H,
d, J = 8.5 Hz), 8.84 (1H, d, J = 8.5 Hz), 8.89 (1H,
s), 9.49 (1H, s).

MS (FAB) m/z: 344 (M+H)"

81

racemic

"H-NMR (DMSO-Ds) &: 3.47-3.54 (1H, m), 3.64-3.69 (
1H, m), 3.76-3.89 (4H, m), 3.89-3.94 (1H, m), 4.14-4.
19 (1H, m), 4.24-4.31 (2H, m), 5.16 (1H, d, J = 3.7
Hz), 7.36 (1H, t, J = 8.7 Hz), 7.60-7.64 (1H, m), 7.66
(1H, br s), 7.78 (1H, dd, J = 12.8, 2.3 Hz), 7.99 (1
H, br s), 8.30 (1H, d, J = 8.3 Hz), 8.84 (1H, d, J =
8.3 Hz), 8.88. (1H, s), 9.49 (1H, s).

MS (El) m/z: 414 (M+H)".
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82

'H-NMR (DMSO-D¢) &: 3.44-3.55 (4H, m), 3.55-3.63 (
4H, m), 4.43-4.46 (2H, m), 4.51-4.54 (2H, m), 7.08 (
2H, d, J = 8.6 Hz), 7.40 (2H, d, J = 8.6 Hz), 7.43 (
1H, t, J = 8.7 Hz), 7.65 (1H, d, J = 8.7 Hz), 7.67 (
1H, br s), 7.79 (1H, dd, J = 12.6, 2.3 Hz), 8.01 (1H,
brs), 8.31 (1H, d, J = 8.6 Hz), 8.84 (1H, d, J = 8.
6 Hz), 8.89 (1H, s), 9.50 (1H, s).

MS (FAB) m/z: 517 (M+H)"

83

AN~

X R NH,

"H-NMR (DMSO0-D¢) 5: 1.20-2.10 (8H, m), 2.55-2.64 (
1H, m), 3.37-3.67 (9H, m), 3.69-3.86 (2H, m), 4.21-4
.31 (2H, m), 7.32-7.41 (1H, m), 7.61 (1H, d, J = 8.5
Hz), 7.65 (1H, br s), 7.72-7.79 (1H, m), 7.97 (1H, b
rs), 829 (1H, d, J = 8.5 Hz), 8.83 (1H, d, J = 8.5
Hz), 8.87 (1H, s), 9.47 (1H, s).

MS (FAB) m/z: 523 (M+H)"

84

'"H-NMR (DMSO-Dg) &: 1.21-2.11 (8H, m), 2.54-2.67 (
1H, m), 2.79 (3H, s), 3.00 (3H, s), 3.61-3.85 (3H, m)
, 4.23-4.33 (2H, m), 7.33-7.42 (1H, m), 7.59-7.64 (1
H, m), 7.66 (1H, br s), 7.72-7.81 (1H, m), 7.98 (1H,
br s), 8.30 (1H, d, J = 8.5 Hz), 8.84 (1H, d, J = 8.5
Hz), 8.88 (1H, s), 9.49 (1H, s).

MS (FAB) m/z: 481 (M+H)"

85

'"H-NMR (DMSO-Ds) 5: 3.03 (3H, 's), 3.31 (3H, s), 7.
63-7.82 (3H, m), 7.97-8.03 (2H, m), 8.33 (1H, d, J =
8.5 Hz), 8.88 (1H, d, J = 8.5 Hz), 8.96 (1H, s), 9.5
8 (1H, s).

MS (FAB) m/z: 405 (M+H)"

86

'H-NMR (DMSO-Ds) &: 1.34-1.43 (2H, m), 1.80-1.87 (
2H, m), 1.97-2.04 (2H, m), 3.28-3.32 (2H, m), 3.45-3
52 (1H, m), 3.58-3.63 (2H, m), 3.74-3.81 (2H, m), 4.
18-4.23 (2H, m), 7.34 (1H, t, J = 8.6 Hz), 7.62 (1H,
d, J = 8.6 Hz), 7.65 (1H, br s), 7.76 (1H, d, J = 1
2.8 Hz), 8.00 (1H, br s), 8.29 (1H, d, J = 8.7 Hz), 8
83 (1H, d, J = 8.7 Hz), 8.87 (1H, s), 9.48 (1H, s).
MS (FAB) m/z: 426 (M+H)+ '

87

"H-NMR (DMSO-Dg) &: 1.31-1.40 (2H, m), 1.78-1.85 (
2H, m), 3.25-3.31 (2H, m), 3.44-3.51 (1H, m), 3.55-3
64 (4H, m), 3.73-3.79 (2H, m), 3.80-3.84 (2H, m), 4.
25-4.29 (2H, m), 7.35 (1H, t, J = 8.7 Hz), 7.59-7.63
(1H, m), 7.65 (1H, br s), 7.76 (1H, dd, J = 12.8, 2.3
Hz), 8.00 (1H, br s), 8.29 (1H, d, J = 8.5 Hz), 8.83
(1H, d, J = 8.5 Hz), 8.86 (1H, s), 9.48 (1H, s).

MS (FAB) m/z: 456 (M+H)+
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N A F

"H-NMR (DMSO-Dg) &: 3.40-3.45 (4H, m), 3.51-3.59 (4
H, m), 3.80-3.93 (2H, m), 4.25 (2H, s), 4.28-4.34 (2H,
m), 7.35 (1H, t, J = 8.8 Hz), 7.59-7.64 (1H, m), 7.65
(1H, br s), 7.77 (1H, dd, J = 12.8, 2.1 Hz), 7.99 (1
H, br s), 8.28 (1H, d, J = 8.5 Hz), 8.83 (1H, d, J =
8.5 Hz), 8.87 (1H, s), 9.48 (1H, s).

MS (FAB) m/z: 455 (M+H)"

89

o}
1_CH,

(\)‘/S\\O

'H-NMR (DMSO-Ds) 8: 2.62-2.67 (4H, m), 2.85 (2H, t,
J = 5.6 Hz), 2.88 (3H, s), 3.11-3.15 (4H, m), 4.28 (2
H, t, J = 5.6 Hz), 7.38 (1H, t, J = 8.8 Hz), 7.61-7.68
(2H, m), 7.75-7.80 (1H, dd, J = 12.5, 1.8 Hz), 8.01 (
1H, br s), 8.30 (1H, d, J = 8.4 Hz), 8.84 (1H, d, J =
8.4 Hz), 8.88 (1H, s), 9.49 (1H, s).

MS (FAB) m/z: 474 (M+H)"

90

'H-NMR (DMSO-D¢) &: 2.16-2.25 (2H, m), 3.17-3.21 (4
H, m), 3.27-3.31 (2H, m), 3.62-3.69 (4H, m), 4.28 (2H
.t J = 6.2 Hz), 7.35 (1H, t, J = 8.8 Hz), 7.61-7.69 (
2H, m), 7.79 (1H, dd, J = 12.7, 2.0 Hz), 8.01 (1H, br
s), 830 (1H, d, J = 8.5 Hz), 8.84 (1H, d, J = 8.3 H
z), 8.89 (1H, s), 9.49 (1H, s).

MS (FAB) mfz: 475 (M+H)"

91

'H-NMR (DMSO-De) &: 2.93 (3H, s), 3.13-3.19 (2H, q,
J = 5.7 Hz), 3.58 (2H, t, J = 5.7 Hz), 3.83 (2H, t, J
= 4.5 Hz), 4.29 (2H, t, J = 4.5 Hz), 7.00 (1H, t, J =
5.7 Hz), 7.35 (1H, t, J = 8.8 Hz), 7.59-7.70 (2H, m),
7.78 (1H, dd, J = 12.7, 2.0 Hz), 8.00 (1H, br s), 8.3
0 (1H, d, J = 8.5 Hz), 8.84 (1H, d, J = 8.5 Hz), 8.88
(1H, s), 9.49 (1H, s).

MS (FAB) miz: 449 (M+H)*

92

"H-NMR (DMSO-Dg) 8: 1.09 (6H, s), 3.32 (2H, s), 3.8
2-3.87 (2H, m), 4.27-4.35 (2H, m), 7.38 (1H, t, J = 8.
7 Hz), 7.63 (1H, d, J = 8.7 Hz), 7.66 (1H, br s), 7.77
(1H, dd, J = 12.7, 1.2 Hz), 8.00 (1H, br s), 8.30 (1
H, d, J = 8.5 Hz), 8.84 (1H, d, J = 8.5 Hz), 8.88 (1H
. 's), 9.49 (1H, s).

MS (FAB) m/z: 400 (M+H)"

93

'"H-NMR (CDCl3) 5: 1.82-2.01 (4H, m), 2.78 (3H, s), 3
.20-3.28 (2H, m), 3.33-3.41 (2H, m), 3.68-3.75 (1H, m
), 3.89-3.94 (2H, m), 4.28-4.33 (2H, m), 5.69 (1H, br
s), 5.69 (1H, s), 7.17 (1H, t, J = 8.5 Hz), 7.42-7.46 (
1H, m), 7.57 (1H, dd, J = 12.2, 2.2 Hz), 7.73 (1H, br
s), 8.48 (1H, d, J = 8.5 Hz), 8.56 (1H, d, J = 8.5
Hz), 8.86 (1H, s), 9.36 (1H, s).

MS (El) m/z: 489 (M+H)"
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'"H-NMR (DMSO-Ds) 5: 0.37-0.50 (4H, m), 3.28-3.33 (
1H, m), 3.57-3.64 (4H, m), 3.81 (2H, t, J = 4.6 Hz),
4.28 (2H, t, J = 4.6 Hz), 7.36 (1H, t, J = 8.9 Hz), 7.
60-7.65 (1H, m), 7.66 (1H, s), 7.75-7.81 (1H, dd, J =
12.8, 1.8 Hz), 8.01 (1H, s), 8.30 (1H, d, J = 8.7 Hz)
. 8.84 (1H, d, J = 8.7 Hz), 8.88 (1H, s), 9.49 (1H, s)

MS (FAB) m/z: 412 (M+H)"

NH,

"H-NMR (DMSO0-Ds) 5: 1.84-2.04 (4H, m), 2.89 (3H, s
), 3.32 (3H, s), 3.57-3.74 (6H, m), 4.22-4.35 (2H, m),
7.14 (2H, d, J = 8.5 Hz), 7.60 (1H, br s), 7.80 (2H,
d, J = 8.5 Hz), 8.03 (1H, br s), 8.30 (1H, d, J = 8.5
Hz), 8.83 (1H, d, J = 8.5 Hz), 8.85 (1H, s), 9.47 (1
H, s).

MS (FAB) m/z: 465 (M+H)"

"H-NMR (DMSO0-Dg) 5: 1.81-1.91 (2H, m), 1.91-2.02 (
2H, m), 3.41-3.73 (12H, m), 3.89-4.03 (2H, m), 4.21-4
30 (2H, m), 7.15 (2H, d, J = 8.5 Hz), 7.60 (1H, br s
), 7.81 (2H, d, J = 8.5 Hz), 8.01 (1H, br s), 8.30 (1H
,d, J = 8.5 Hz), 8.83 (1H, d, J = 8.5 Hz), 8.83 (1H,
s), 9.47 (1H, s).

MS (FAB) m/z: 507 (M+H)"

Ooo00oao
0 AN
0NN
F
94
o]
N
XX NH,
N AN
0
H,C. 0\/\0
|
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95
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N A
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0y 20
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"H-NMR (DMSO-Dg) &: 2.60-2.66 (4H, m), 2.82 (2H, t,
J = 5.6 Hz), 3.10-3.16 (4H, m), 4.20 (2H, t, J = 5.6
Hz), 7.14 (2H, d, J = 8.8 Hz), 7.60 (1H, br s), 7.79

97 (2H, d, J = 8.8 Hz), 8.01 (1H, br s), 8.30 (1H, d, J =
0 8.3 Hz), 8.83 (1H, d, J = 8.3 Hz), 8.85 (1H, s), 9.46
NH, (1H, s).
MS (FAB) m/z: 456 (M+H)"
0 1
\) H-NMR (DMSO-Ds) &: 2.15-2.24 (2H, m), 3.17-3.22 (
o/\/o\/,sgg 4H, m), 3.26-3.31 (2H, m), 3.63-3.68 (4H, m), 4.20 (2
H, t, J.= 6.1 Hz), 7.15 (2H, d, J = 8.5 Hz), 7.61 (1H
98 , brs), 7.81 (2H, d, J = 8.5 Hz), 8.02 (1H, br s), 8.3
o 0 (1H, d, J = 8.3 Hz), 8.83 (1H, d, J = 8.3 Hz), 8.85
S S, (1H, s), 9.47 (1H, s).
NI P MS (FAB) m/z: 457 (M+H)"
O/OH '"H-NMR (DMSO-Ds) 5: 1.39-1.50 (2H, m), 1.73-1.82 (
N 2H, m), 2.12-2.21 (2H, m), 2.99-3.07 (2H, m), 3.20-3.
O/\/;és\(o 26 (2H, m), 3.40-3.49 (2H, m), 3.60-3.69 (1H, m), 4.1
5-4.22 (2H, m), 4.77-4.80 (1H, m), 7.14 (2H, d, J = 7
9 o .7 Hz), 7.60 (1H, br s), 7.80 (2H, d, J = 7.7 Hz), 8.0
PN 1 (1H, br s), 8.30 (1H, d, J = 8.5 Hz), 8.83 (1H, d, J
r\! Py : = 8.5 Hz), 8.85 (1H, s), 9.47 (1H, s).

MS (FAB) m/z: 471 (M+H)"
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"H-NMR (CDCls) 8: 1.56-1.72 (2H, m), 1.89-1.98 (2H,
m), 2.82 (6H, s), 2.94-3.03 (2H, m), 3.47-3.55 (2H, m
), 3.58-3.67 (1H, m), 3.92 (2H, t, J = 4.9 Hz), 4.31 (
2H, t, J = 4.9 Hz), 5.89 (1H, br s), 7.19 (1H, t, J =
8.4 Hz), 7.41-7.46 (1H, m), 7.55 (1H, dd, J = 12.2, 2.
2 Hz), 7.74 (1H, br s), 8.47 (1H, d, J = 8.4 Hz), 8.55
(1H, d, J = 8.4 Hz), 8.86 (1H, s), 9.35 (1H, s).

MS (El) m/z: 482 (M+H)'

101

'H-NMR (CDCl3) & 1.71-1.81 (2H, m), 1.91-2.00 (2H,
m), 2.81 (6H, s), 3.11-3.19 (2H, m), 3.45-3.53 (2H, m
), 3.62-3.68 (1H, m), 3.91 (2H, t, J = 4.8 Hz), 4.30 (
2H, t, J = 4.8 Hz), 5.74 (1H, br s), 7.17 (1H, t, J =
8.5 Hz), 7.42-7.46 (1H, m), 7.56 (1H, dd, J = 12.3, 2.
1 Hz), 7.75 (1H, br s), 8.48 (1H, d, J = 8.4 Hz), 8.55
(1H, d, J = 8.4 Hz), 8.86 (1H, s), 9.35 (1H, s).

MS (El) m/z: 518 (M+H)"

102

'H-NMR (DMSO-D¢) 5: 3.50-3.58 (4H, m), 3.81 (2H, m
), 4.22 (2H, m), 4.63-4.65 (1H, m), 7.17 (2H, d, J =
8.5 Hz), 7.50 (2H, d, J = 8.5 Hz), 7.61 (1H, br s), 8.
11 (1H, d, J = 8.5 Hz), 8.23 (1H, br s), 8.28 (1H, d,
J = 8.5 Hz), 8.37 (1H, s), 8.47 (1H, s), 9.37 (1H, s).
MS (FAB) m/z 353 (M+H)"

103

INgZ

"H-NMR (DMSO-Ds) 8: 2.13-2.24 (2H, m), 3.19-3.20 (4
H, m), 3.29 (2H, m), 3.65-3.66 (4H, m), 4.20-4.23 (2H
, m), 717 (2H, d, J = 8.8 Hz), 7.52 (2H, d, J = 8.8
Hz), 7.62 (1H, br s), 8.11 (1H, d, J = 8.5 Hz), 8.23 (
1H, br s), 8.28 (1H, d, J = 8.5 Hz), 8.37 (1H, s), 8.4
8 (1H, s), 9.38 (1H, s).

MS (FAB) miz 456 (M+H)'

104

HCI

"H-NMR (DMSO-D¢) &: 4.46 (4H, s), 7.11 (2H, d, J =
8.7 Hz), 7.21 (2H, d, J = 8.7 Hz), 7.65 (1H, br s), 7.
84 (2H, d, J = 8.7 Hz), 7.92 (2H, d, J = 8.7 Hz), 8.0
7 (1H, br s), 8.36 (1H, d, J = 8.7 Hz), 8.91 (1H, s),
8.91 (1H, d, J = 8.7 Hz), 9.60 (1H, s).

MS (FAB) m/z: 430 (M+H)*

105

'"H-NMR (DMSO-D¢) 5: 3.83 (3H, s), 4.44-4.48 (4H, m
), 7.14 (2H, d, J = 8.7 Hz), 7.19 (2H, d, J = 8.7 Hz),
7.61 (1H, br s), 7.81 (2H, d, J = 8.7 Hz), 7.94 (2H,
d, J = 8.7 Hz), 8.01 (1H, br s), 8.30 (1H, d, J = 8.7
Hz), 8.84 (1H, d, J = 8.7 Hz), 8.86 (1H, s), 9.47 (1H,
s).

MS (FAB) m/z: 444 (M+H)"
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OH

'H-NMR (DMSO-De) &: 4.46 (2H, t, J = 4.5 Hz), 4.
73 (2H, t, J = 4.5 Hz), 6.99 (1H, d, J = 8.6 Hz),
7.18 (2H, d, J = 8.6 Hz), 7.61 (1H, br s), 7.80 (2
H, d, J = 8.6 Hz), 8.01 (1H, br s), 8.18 (1H, dd,
J = 8.6, 2.3 Hz), 8.30 (1H, d, J = 8.6 Hz), 8.76 (
1H, d, J = 2.3 Hz), 8.84 (1H, d, J = 8.6 Hz), 8.86
(1H, s), 9.47 (1H, s).

MS (FAB) m/z: 431 (M+H)"

107

'H-NMR (DMSO-Dg) &: 4.45-4.51 (4H, m), 7.12 (2H
, d, J =85 Hz), 7.26 (2H, d, J = 8.5 Hz), 7.58
2H, d, J = 8.5 Hz), 7.76 (1H, br s), 7.92 (2H, d,
J = 8.5 Hz), 8.27 (1H, d, J = 8.5 Hz), 8.37 (1H,
br s), 8.46 (1H, s), 8.50 (1H, d, J = 8.5 Hz), 8.61
(1H, s), 9.68 (1H, s).

MS (FAB) m/z 429 (M+H)"

108

"H-NMR (DMSO-Ds) 3: 3.82 (3H, s), 4.46-4.49 (4H,
m), 7.15 (2H, d, J = 8.6 Hz), 7.21 (2H, d, J = 8.
6 Hz), 7.52 (2H, d, J = 8.6 Hz), 7.62 (1H, br s),
7.94 (2H, d, J = 8.6 Hz), 8.11 (1H, d, J = 8.6 Hz
), 8.24 (1H, br s), 8.28 (1H, d, J = 8.6 Hz), 8.38
(1H, s), 8.48 (1H, s), 9.38 (1H, s).

MS (FAB) m/z: 443 (M+H)"

109

'H-NMR (DMSO-Dg) &: 2.80 (3H, d, J = 4.1 Hz), 7
62 (2H, d, J = 7.7 Hz), 7.66 (3H, d, J = 7.7 Hz),
8.10 (1H, d, J = 8.3 Hz), 8.26 (1H, s), 8.31 (1H,
d, J = 8.3 Hz), 8.51 (1H, s), 8.68-8.74 (1H, m),
9.43 (1H, s).

MS (FAB) m/z: 297 (M+H)'

110

"H-NMR (DMSO0-Dg) &: 1.12 (3H, t, J = 7.2 Hz), 3.
27-3.32 (2H, m), 7.62 (2H, d, J = 8.3 Hz), 7.67 (2
H, d, J = 8.3 Hz), 8.12 (1H, d, J = 8.6 Hz), 8.27
(1H, s), 8.32 (1H, d, J = 8.6 Hz), 8.51 (1H, s), 8.
73-8.78 (1H, m), 9.43 (1H, s).
MS (FAB) m/z: 311 (M+H)"

OH

HCI

'H-NMR (DMSO-Dg) &: 1.16-1.27 (2H, m), 1.31-1.4
2 (2H, m), 1.87-1.94 (2H, m), 1.99-2.06 (2H, m), 2
14-2.22 (1H, m), 3.29-3.37 (1H, m), 3.78-3.82 (2H
., m), 4.15-4.19 (2H, m), 7.15 (2H, d, J = 8.9 Hz),
7.64 (1H, br s), 7.81 (2H, d, J = 8.9 Hz), 8.07 (
1H, br s), 8.35 (1H, d, J = 8.3 Hz), 8.89 (1H, s),
8.90 (1H, d, J = 8.3 Hz), 9.58 (1H, s).

MS (FAB) m/z: 436 (M+H)"

Na salt

'"H-NMR (DMSO0-Dg) 3: 4.28-4.31 (2H, m), 4.33-4.3
7 (2H, m), 6.79 (2H, d, J = 8.7 Hz), 7.12 (2H, d,
J = 8.7 Hz), 7.55 (1H, br s), 7.73 (4H, d, J = 8.7
Hz), 7.97 (1H, br s), 8.23 (1H, d, J = 8.5 Hz), 8.
77 (1H, d, J = 8.5 Hz), 8.79 (1H, s), 9.40 (1H, s).
MS (FAB) m/z: 452 (M+H)"
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"H-NMR (DMSO-Ds) &: 7.40-7.48 (1H, m), 7.60-7.80 (3
H, m), 8.15 (1H, d, J = 8.6 Hz), 8.27 (1H, br s), 8.2
9-8.33 (2H, m), 8.52 (1H, s), 9.44 (1H, s).

MS (FAB) m/z: 285 (M+H)"

114

'H-NMR (DMSO-D¢) &: 7.58-7.67 (3H, m), 7.82-7.86 §l
H, m), 8.15 (1H, d, J = 8.5 Hz), 8.27 (1H, br s), 8.2
8 (1H, s), 8.31 (1H, d, J = 8.5 Hz), 8.52 (1H, s), 9.4
4 (1H, s).

MS (FAB) m/z: 301 (M+H)"

115

'H-NMR (DMSO-Dg) &: 1.32 (3H, t, J = 7.2 Hz), 4.29
(2H, q, J = 7.2 Hz), 4.45-4.50 (4H, m), 7.14 (2H, d,
J = 8.8 Hz), 7.22 (2H, d, J = 8.8 Hz), 7.52 (2H, d, J
= 8.8 Hz), 7.60 (1H, br s), 7.94 (2H, d, J = 8.8 Hz),
8.11 (1H, d, J = 8.5 Hz), 8.23 (1H, br s), 8.28 (1H,
d, J = 8.5 Hz), 8.38 (1H, s), 8.48 (1H, s), 9.38 (1H,
s).

MS (FAB) m/z: 457 (M+H)"

116

'"H-NMR (DMSO-D¢) 5: 2.20 (3H, s), 4.45-4.50 (4H, m
), 713 (1H, d, J = 8.6 Hz), 7.21 (2H, d, J = 8.6 Hz),
7.61 (1H, br s), 7.75-7.77 (1H, m), 7.80-7.83 (3H, m
), 8.02 (1H, br s), 8.31 (1H, d, J = 8.6 Hz), 8.84 (1H
, d, J = 8.6 Hz), 8.86 (1H, s), 9.48 (1H, s).

MS (FAB) m/z: 444 (M+H)"

117

N A~ F
HCI

'H-NMR (DMSO-Dg) 8: 2.54 (3H, s), 4.44 (4H, s), 6.9
1-6.95 (2H, m), 7.21 (2H, d, J = 8.8 Hz), 7.65 (1H, b
rs), 7.84 (2H, d, J = 8.8 Hz), 7.87 (1H, d, J = 8.8
Hz), 8.08 (1H, br s), 8.37 (1H, d, J = 8.6 Hz), 8.92 (
1H, s), 8.93 (1H, d, J = 8.6 Hz), 9.62 (1H, s).

MS (FAB) m/z: 444 (M+H)+

118

Cl

A NH

"H-NMR (DMSO-Ds) &: 7.62 (2H, d, J = 8.5 Hz), 7.63
(1H, br s), 7.66 (2H, d, J = 8.5 Hz), 8.13 (1H, d, J
= 8.6 Hz), 8.25 (1H, br s), 8.31 (1H, d, J = 8.6 Hz),
8.31 (1H, s), 8.51 (1H, s), 9.43 (1H, s).

MS (El) m/z: 282 (M)’
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