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[ § (CDCL) : 1.02 (3H, 1), 1.58 (3H, 1), 1.84 (2H, m), 2.28 (3H, s), 2.52 (4H, m),
©3.01 (2H, 1), 3.15 (4H, m), 3.30 (3H, 5), 3.90 (2H, 1), 4.45 (2H, 1), 4.77 (2H, q),
[ 8.62 (1H. 5), 9.02 (1H, s), 10.61 (1H, s).

[LLRMS . m/z 520 (M+1)*
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[ & (CDCla) : 1.40 (3H, 1), 1.58 (3H, 1), 2.27 (3H, s), 2.50 (4H, m), 3.10 (H, m),
E 3.30 (3H, s), 3.92 (2H, ), 4.45 (2H, 1), 4.75 (2H, q), 8.62 (1H, d), 9.02 (1H, d),
[ 10.65 (1H, s).

" LRMS : m/z 506 (M+1)*
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[ § (CDCla) : 1.02 (6H, m), 1.58 (3H, 1), 1.83 (2H, m), 2.41 (2H, q), 2.56 (4H, m),
E 3.01 (2H, 1), 3.14 (4H, m), 3.29 (3H, s), 3.90 (2H, 1), 4.44 (2H, 1), 4.75 (2H, q),
[ 8.61 (1H, s), 9.02 (1H, 8), 10.61 (1H, ).

[ LRMS : m/z 534 (M+1)*
U
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[ § (CDCls) : 0.79 (3H, 1), 1.02 (3H, 1), 1.38 (3H, 1), 1.56 (6H, m), 1.90 (1H, m),
E 2.21 (1H, m), 2.41 (2H, q), 2.57 (4H, m), 2.98-3.18 (6H, m), 4.41 (1H, m),

r 4.75 (2H, g), 8.61 (1H, s), .02 (1H, s), 10.58 (1H, s).
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m), 2.45 (2H, g), 2.56 (4H, m), 3.04
(2H, q), 3.15 (4H, m), 3.47 (2H, q), 4.20
(2H, d), 4.76 (2H, q), 8.61 (1H, s), 9.02
(1H, s}, 10.80 (1H, s).

gooooao

oodoao

[ .

| zhm | R g |77

[ (%)

|5 /\(CH3 23 |5 (CDCly) : 0.97 (6H, d), 1.02 (3H, 1),
[ *

: & 1.40 (3H, 1), 1.58 (3H, 1), 2.41 (3H, m),
i ? 2.56 (4H, m), 3.01 (2H, q), 3.14 (4H,
E m), 4.10 (2H, d), 4.75 (2H, q), 8.61 (1H,
[ s), 9.02 (1H, s), 10.61 (1H, s).

E 6 ] /W 28 |8 (CDCl): 0.47 (2H, m), 0.63 (2H, m),
[ | 1.01 (3H, 1), 1.40 (3H, 1), 1.48-1.72 (4H,
[

[

[

[

[

[

[

[

LRMS : m/z 516 (M+1)*
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5 (CDCly) : 1.01 (3H, 1), 1.20 (3H, 1),
1.40 (3H, 1), 1.56 (4H, m), 1.88 (4H, m),
2.07 (2H, m), 2.40 (2H, q), 2.56 (4H,
m), 3.00 (2H, m), 3.15 (4H, m), 4.34
(2H, d), 4.76 (2H, ), 8.61 (1H, s), 9.02
(1H, ), 10.60 (1H, s).

LRMS : m/z 530 (M+1)*

@ - C, 53.18; H, 6.48; N, 18.14.
C23H3aN705S5;0.20C,HsCO2CH;
HifE . C, 53.21; H, 6.49; N, 18.25%.
8 (CDCl) : 1.04 (3H, t), 1.40 (3H, 1),
1,58 (3H, 1), 2.41 (2H, q), 2.57 (4H, m),
3.08 (2H, ), 3.14 (4H, m}, 3.30 (3H, s},
3.92 (2H, 1), 4.46 (2H, 1), 4.75 (2H, q),
8.62 (1H, d), 9.04 (1H, d), 10.61 (1H,
s).
LRMS : m/z 520 (M+1)"
mp 161-162°C

CH, 47

5 (CDCly) : 1.02 (3H, 1), 1.38 (3H, 1),
1.58 (6H, m), 2.41 (2H, q), 2.57 (4H,
m), 3.05 (2H, m), 3.14 (4H, m), 3.22
(3H, s), 3.72 (1H, m), 3.96 (1H, dd),
4.73 (3H, m), 8.61 (1H, s), 9.02 (1H, 8),
10.56 (1H, s).

LRMS : m/z 534 (M+1)*
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2.56 (4H, m), 2.90 (2H, 1), 3.05 (2H, q),
3.14 (4H, m), 4.40 (2H, 1), 4.75 (2H, q),
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s).

14’ H 21 § (CDCls) : 1.03 (3H, 1), 1.40 (3H, 1),
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2.54-2.68 (7H, m), 3.01 (2H, q), 3.16
(4H, m), 3.78 (2H, 1), 4.47 (2H, m), 4.78
(2H, q), 8.63 (1H, s), 9.04 (1H, s),
10.66 {1H, brs). 40

15’ Q,CHg 58 3 (CDCly) : 1.02 (3H, 1), 1.40 (3H, 1),
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3.04 (4H, m), 3.14 (4H, m), 4.22 (1H,
m), 4.77 (2H, q), 8.62 (1H, d), 9.01 (1H,
d), 10.54 (1H, s).

L T e T e T e T e T e T e T e T e T e T e T e T e s T e T e T e T e T e O e O e T e T e T e R e, T e R e B e |

O

50



(72) JP 3834236 B2 2006.10.18

gooboboobooobooobooooao

ooooOooooboooooboooboooobooobOoobooooobooOoOoboon
gboboobooooooboobobgooooboboboboobobobd
gbobooboboooboobooboboad

Oooooooog
Ooooooodg
Ooooooodg
Ooooooodg
OOooooood

[ L 0
[ ™0 HN ,N\N 10
:  Jn—Cn-
[
[

N7 ™% N

l/
[o=§=o
[ _N
O
[ N
P
0

000000 20
0000000000000 0D00O00D0O0O0D00O0O0D0O0O0O0OODO0O0O0OOoOoOO0OooOan
0000000000000 000O00D0O0O00D0O0O0D0O0O0O0O0O0D0O0DOO0O0DOoOan
0000000000000 0D00O0D0D0O0D0D0D0O0O0DO0O0D0ODOO0DNO0DOO0O0DOoOan
0000000000000 0D00O00D00O00D0O0O0D0O0O0O0OODO0O0O0OOoOoOOoooOaOn
ooo00o00,00O000OO0O0D0D0OO0O0D0DO0O00O0O0D00O0O0O0D0O0O0O0O0OO0D0DO0ODOOn
0000000000000 0D00O00D0O0O0D0D0O0O0D0O0O0D0D0OO0DN0OO0O0DOoOan
0000000000000 000O00D00O0D0D0O0O0D0O0O0O0OOoOoOoOooOaOn

000000

0ooooQ
[ § (CDCls) : 1.02 (3H, t), 1.38 (3H, t}, 1.58 (3H, m), 2.40 (2H, q), 2.50 (3H, s), 30
E2.57 (4H, m), 3.01 (2H, q), 3.16 {4H, m), 3.79 (2H, t), 3.80 (2H, t), 4.78 (2H,
[ q),5.12 (1H, m), 8.62 (1H, d), 9.01 (1H, d}, 10.62 (1H, s).
O

Oo0o000o0

Ooo0oO

0000000000000 0D00O00D0O0O0D00O0O0D0O0O0O0OODO0O0O0OOoOoOO0OooOan
0000000000000 000O00D0O0O00D0O0O0D0O0O0O0O0O0D0O0DOO0O0DOoOan
0000000000000 O0DO0OO0O0D

Oo0o0oo0oO 40
Ooo0o0



0:?:0
N

n/

4

o

Oo0oooooogogodg
Oo0oooooogogg
Oo0ooooooogdg
Oo0oooooogogg
OO0 oooooogdg
O oo ooooogdg
O0OooO0ooood
OO0Oo0O0o0oood
O0Oo0Oo0oood
O0Ooo0Oo0oood
OoOoo0o0oood
OoOoo0ooood
OOoo0oood
OO0Ooo0oood
OOoo0ooood
OOoo0ooood

goad

[

[ O

E 0 HN /N\N ,
LN \N\—\‘N\
- L

[

[

[

[

[

O Ooo0oooao
O Ooo0oooao
O Ooo0oooo
O Oooooao
O Ooo0goooo
O O0Oo0oooao
O Oo0gooao
O 0Oo0gooao
O 0Ooo0oo0ooao
O 0Ooo0ooOooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oooo
O Ooo0oooo
O 0Ooo0oooo
O Ooo0oooao
O Ooo0oooo
O Ooo0oooo
O Oooooao
O Ooo0oooo
O O0Oo0gooao
O O0Oo0ogooao

(73) JP 3834236 B2 2006.10.18

g o
OO
go

00
00

[ § (CDCl3) : 1.02 (6H, m), 1.42 (3H, 1), 1.57 (2H, m), 1.95 (2H, m), 2.30 (6H, s),
E 2.41 (2H, q), 2.57 (4H, m), 2.90 (2H, 1), 3.05 (2H, ), 3.16 (4H, m), 4.40 (2H,
[ 1), 4.66 (2H, 1), 8.61 (1H, d), 9.01 (1H, 1), 10.60 (1H, s).
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[ 8 (CDCl3) : 1.04 (6H, m), 1.38 (3H, 1), 1.58 (3H, t), 2.41 (2H, q), 2.57 {4H, m),
Ez.ss {2H, q), 3.01 (2H, q), 3.15 (4H, m), 3.76 (2H, m), 3.95 (2H, m), 4.76 (2H,
1q), 5.16 (1H, m), 8.63 (1H, d), 9.02 (1H, d), 10.68 (1H, s).
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E2.23.2.44 (4H, m), 2.55 (4H, m), 2.78 (1H, m), 3.09 (6H, m), 3.27 (1H, m),
[ 4.06 (1H, m), 4.50 (1H, m), 4.70-4.90 (3H, m); 8.62 (1H, d), 9.02 (1H, d),
Lw.so (1H, s).
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O O0O0gooooao

O

O 0Oooo

gboboobooooooobobuoooobobobuobooboobobd
ooooOoooooooobooooooobo0oobOoobooooobooooo
gboboboooooooboboooooobao

O 0Ooo
OO oo
OO oo
O 0ooo
O 0Oooo
O 0Oooo
O O0ooo
O 0Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O Oooo
O Oooo
O 0Oooo
O Oooo
OO oo
OO oo
O 0Ooo

ubobobogobooooboobaonb
ooooooooooboooonon
uboboobooboooboobaonb
ooooood

uboboobop0onoboobonn
ooooooboooobooooaon
gboboboboooboobonb
;,ab00o0ooodooboaobabd

ooooooooooboooonon

10

30

40

50



(79)

uboboooobobobobooobobobobooboobobobobooooboanb
oooooao
ogbogoobooan
oooood

E § (CDCls) : 1.02 (6H, m), 1.38 (3H, 1), 1.57 (2H, m), 1.94 (5H, m), 2.40 (2H, ),
. 2.47 (4H, m}, 3.02 (2H, q), 3.14 {4H, m), 4.50 (2H, m), 4.59 (1H, m), 4.67 (2H,
[ m), 5.06 (1H, m), 5.31 (1H, m), 8.62 (1H, d), 9.01 (1H, d), 10.68 (1H, s).
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[ § (CDCl3) : 1.08 (6H, m), 1.14 (6H, d), 1.83 (2H, m), 2.30 (1H, m), 2.41 (2H,
E q), 2.55 (4H, m), 3.01 (2H, 1), 3.13 (4H, m), 3.30 (3H, s), 3.90 (2H, 1), 4.46
[ {4H, m), 8.61 (1H, s}, 9.01 (1H, s), 10.60 {1H, s).
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28 no' L he ™~~~ wgmm : C, 54.88; H, 7.08, N, 17.13
C26H3sN;058;0.6H,0 E&E : C, 54.55; H, 7.08: N,
17.13%

8 (CDCl3) : 1.02 (6H, 2xt), 1.40 (3H, 1), 1.56 (2H, m),

1.83 (2H, m), 1.94 (2H, m), 2.41 (2H, q), 2.55 (4H, m),

3.00 (2H, 1), 3.16 (4H, m), 3.30 (3H, s), 3.92 (2H, 1),

4.45 (2H, 1), 4.67 (2H, 1), 8.61 (1H, s), 9.01 (1H, s),

10.60 (1H, s).

LRMS : m/z 562 (M+1)*

29 e ] e O] zaifE © C. 52.90; H, 6.79; N, 16.86, CasH3N.OgS

mmis : C, 53.27; H, 6.62; N, 17.36%

8 (CDCly) : 1.02 (6H, m), 1.84 (2H, m), 2.42 (2H, q),

2.56 (4H, m), 3.01 (2H, 1), 3.15 (4H, m), 3.29 (3H, s),

3.57 (3H, s), 3.88 (4H, m), 4.44 (2H, 1), 4.78 (2H, 1),

8.61 (1H, s), 8.98 (1H, s), 10.76 (1H, s).

LRMS : m/z 564 (M+1)* 20

30 /Ej"c“’ n-Bu 8 (CDCls) : 1.02 (6H, 1), 1.38 (3H, 1), 1.57 (2H, m), 1.96
- (2H, m), 2.41 (2H, q), 2.50 (3H, s), 2.56 (4H, m), 3.00

(2H, @), 3.15 (4H, m), 3.79 (2H, 1), 3.94 (2H, 1), 4.68

{2H, t), 5._1__2 (1H, m), 8.62 {1H, d), 9.01 (1H, d), 10.61
(1H, s).

31 ;' ()™ |8 (CDCl) : 1,01 (8H, 1), 1.37 (3H, 1), 2.40 (2H, q), 255
: (7H, m), 3.00 (2H, q), 3.13 (4H, m), 3.25 (2H, 1), 3.80
(2H, 1), 3.95 (2H, 1), 4.88 (2H, 1), 5.12 (1H, m), 7.22
(2H, m), 7.38 (3H, m), 8.62 (1H, d), 8.00 (1H, d), 10.49
(1H, s).
32 ﬁ"ﬂs n-Bu 5 (CDCls) : 1.02 (9H, 1), 1.38 (3H, 1), 1.57 (2H, m), 1.96
' (2H, m), 2.41 (2H, q), 2.56 (4H, m), 2.67 (2H, q), 3.01
(2H, q), 3.158 (4H, m), 3.74 (2H, 1), 3.90 (2H, 1), 4.68
(2H, 1), 5.17 (1H, m), 8.62 (1H, d), 9.01 (1H, d), 10.6
(1H, s). :
33 | ij‘cﬂa @/\ 8 (CDCis) : 1.02 (6H, m), 1.37 (3H, 1), 2.41 (2H, q), 2.57
(4H, m), 2.69 (2H, g), 3.01 (2H, q), 3.15 (4H, m), 3.76 40
(2H, 1), 3.95 (2H, 1), 5.18 (1H, m), 5.77 (2H, s), 7.38
(3H, m), 7.50 (2H, m), 8.83 (1H, d), 9.00 (1H, d), 10.59
(1H, br s).
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[ §(CDCls) : 1.14 (BH, d}, 1.41 (3H, 1), 2.30 (4H, m), 2.52 (4H, m), 3.07 (2H, q),
E 3.15 (4H, m), 3.30 (3H, s), 3.92 (2H, 1), 4.46 (4H, m), 8.62 (1H, s), 9.03 (1H,

[8).

[LLRMS : miz 534 (M+1)*
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ugbooboogand
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i | 03 Vaat

35 | we ™" |8 (CDCly) : 1.02 (3H, 1), 1.40 (3H, 1), 1.52 (3H, 1), 1.98

(2H, m), 2.40 (2H, q), 2.57 (4H, m), 3.14 (6H, m), 3.32

(3H, s), 3.94 (2H, 1), 4.46 (2H, 1), 4.62 (2H, 1), 8.61 (1H,

s), 9.02 (1H, s), 10.62 (1H, s).

LBMS : m/z 534 (M+1)"

36 | we™~.|8 (CDCls) : 1.04 (6H, 2xt), 1.40 (3H, 1), 1.55 (2H, m),

1.95 (2H, m), 2.42 (2H, qg), 2.55 (4H, m), 3.07 (2H, q),

3.15 (4H, m), 3.30 (3H, s), 3.92 (2H, ), 4.46 (2H, 1), 4.66

(2H, 1), 8.62 (1H, s), 9.02 (1H, s), 10.60 (1H, s).

LRMS : m/z 548 (M+1)*

37 Hactm*a =@ © C. 54.77; H, 6.82; N, 17.75. CosH3N,OsS
M : C,54.83; H,6.81;N, 17.90%

§ (CDCly) : 1.02 (3H, 1), 1.12 (6H, d), 1.40 (3H, 1), 2.30

(1H, m), 2.42 (2H, @), 2.57 (4H, m), 3.08 (2H, g), 3.13

(4H, m), 3.30 (3H, s), 3.90 (2H, 1), 4.46 (4H, m), 8.62

(1H, s), 9.02 (1H, s), 10.60 (1H, s).

LRMS : m/z 548 (M+1)*

38" | HC g : Co 54.76; H, 6.79; N, 17.72. CpsH3N;0sS

j\ Mk : C, 54.83; H, 6.81; N, 17.90%

3 (CDCly) : 1.03 (6H, m), 1.40 (3H, t}, 1.50 (3H, d), 1.85

(1H, m), 1.98 (1H, m), 2.41 (2H, q), 2.58 (4H, m), 3.07

(2H, ), 3.15 (4H, m), 3.30 (3H, s), 3.92 (2H, 1), 4.47

(2H, t), 5.57 (1H, m), 8.61 (1H, s), 9.03 (1H, s), 10.65

(1H, s).

LRMS : m/z 548 (M+1)”
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39" | A s : C 55.03; H, 6.97; N, 16.84. CasHorN:OsS |
l WML C,54.83; H, 6.81; N, 17.90%

HC™ -
§ (CDCly) : 1.04 (6H, 1), 1.40 (3H, 1), 1.50 (3H, d), 1.83
(1H, m), 1.98 (1H, m), 2.42 (2H, g), 2.58 (4H, m), 3.07

(2H, ), 3.15 (4H, m), 3.30 (3H, s), 3.92 (2H, 1), 4.46
(2H, 1), 5.55 (1H, m), 8.61 (1H, s), 9.04 (1H, s), 10.64
(1H, s).

LRMS : m/z 548 (M+1)"

40 | AN zm@ . C, 5491, H, 591, N, 1885
7 Co7HauNs0sS:0.5H,0  mamis . C, 54.81; H, 5.96; N,
18.94%

§ (CDCly) : 1.02 (3H, 1), 1.42 (3H, 1), 2.42 (2H, q), 2.57
(4H, m), 3.12 (6H, m), 3.30 (3H, s), 3.94 (2H, 1), 4.46
(2H, 1), 5.90 (2H, s), 7.35 (2H, m), 7.78 (1H, m), 8.59
(1H, s), 8.84 (2H, m), 12.70 (1H, s).

LRMS : m/z 583 (M+1)*
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uoboobooooobobobobooboboboboobooooboobobao
oooooano

gbogoog

* § (CDClg) : 0.79 (3H, 1, 1.03 (3H, 1), 1.39 (3H, 1), 1.60 (3H, d), 1.90 (1H, m),
©2.22 (1H, m), 2.41 (2H, ), 2.57 (4H, m), 2.97-3.18 (6H, m), 3.57 (3H, 5), 3.85
" (2H, m), 4.40 (1H, m), 4.78 (2H, m), 8.62 (1H, s), 8.98 (TH, 5), 10.76 (1H, s).

" LRMS : m/z 548 (M+1)*
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[ 5 (CDCly) : 1.01 (3H, 1), 1.40 (3H, 1), 1.80-1.98 (5H, m), 2.05 (2H, m), 2.40
E (2H, q), 2.54 (4H, m), 3.00 (2H, m), 3.15 (4H, m), 3.55 (3H, s), 3.83 (2H, 1),
[ 4.30 (2H, d), 4.76 (2H, 1), 8.60 (1H, s), 8.96 (1H, d), 10.74 (1H, br s).
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[ § (CDCls) : 1.02 (3H, 1), 1.38 (3H, 1), 1.59 (3H, d), 2.41 (2H, q), 2.56 (4H, m),
E 3.05 (6H, m), 3.22 (3H, s), 3.56 (3H, s), 3.72 (1H, m), 3.84 (2H, m), 3.96 (1H,
[ dd), 4.71 (1H, m), 4.78 (2H, m), 8.61 (1H, s), 8.97 (1H, 5), 10.78 (1H, br s).
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[ § (CDClg) : 1.02 (3H, 1), 1.40 (3H, 1), 1.50 (3H, m), 2.42 (2H, q), 2.57 (4H, m),
E 3.06 (2H, m), 3.15 (4H, m), 3.30 (3H, s), 3.55 (3H, s), 3.84 (1H, m), 3.76 (1H,
. m), 3.92 (2H, 1), 4.45 (2H, 1), 5.80 (1H, m), 8.60 (1H, s), 8.90 (1H, s), 10.80

O Ooo0oooo
O Oooooo

O Ooo0oooo
O Ooo0oooao

O Ooogogoog
O Ooo0oooao

O

T (1H, s).
CLRMS : m/z 564 (M+1)"

Ooooooao
gooooooooooooooooooaoao
OoO000o0a0o
gooooao
[ § (CDCl3) : 1.04 (3H, ¥}, 1.40 (3H, 1), 1.50 (3H, d), 2.42 (2H, q), 2.57 (4H, m),

3.07 (2H, ), 3.16 (4H, m), 3.29 (3H, 5), 3.56 (3H, 5). 3.64 (1H, m), 3.75 (1H,
- m), 3.90 (2H, 1), 4.45 (2H, 1), 5.60 (1H, m), 8.60 (1H, s), 8.90 (1H, s), 10.80
L (1H, s}.
“LAMS : miz 564 (M+1)*
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[ § (CDClg) : 1.02 {(6H, m}, 1.50 (3H, d}, 1.81 (2H, m), 2.41 (2H, q), 2.56 (4H,
E m), 3.00 (2H, m), 3.14 (4H, m), 3.28 (3H, s), 3.55 (3H, s), 3.62-3.78 (2H, m),
[ 3.90 (2H, t), 4.44 (2H, 1), 5.60 (1H, m), 8.60 (1H, s), 8.89 (1H, s), 10.80 (1H,
: s). |

E LRMS : m/z 578 (M+1)"
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[ § (CDCly) : 1.01 (8H, m), 1.48 (3H, d), 1.81 (2H, m), 2.40 (2H, q), 2.54 (4H,

E m), 2.99 (2H, ), 3.10 (4H, m), 3.27 (3H, s), 3.51 (3H, s), 3.60-3.76 (2H, m),
[ 4.87 (2H, 1), 4.44 (2H, 1), 5.59 (1H, m), B.60 (1H, s), 8.86 (1H, s).
[ LRMS : m/z 578 (M+1)*
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[ § (CDCl) : 1.02 (3H, 1), 1.40 (3H, 1), 1.50 (3H, d), 2.41 (2H, q), 2.58 (4H, m),
E 3.10 (7H, m), 3.58 (3H, s), 3.70 (2H, m), 4.20 (2H, m), 4.40 (2H, m), 5.59 (1H,
r m), 8.61 (1H, d), 8.88 (1H, d), 10.90 (1H, s).

[ULRMS : m/z 550 (M+1)*
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gboboooobobobobooboboboobog
gboobooan
oooooao

" (CDClg) : 1.02 (3H, 1), 1.40 (3H, 1), 1.58 (3H, 1), 2.41 (2H, q), 2.56 (4H, m),
E2.87 (1H, br ), 3.02-3.19 (6H, m), 4.22 (2H, m), 4.42 (2H, 1), 4.77 (2H, q),
[ 8.62 (1H, s), 9.02 (1H, s), 10.66 (1H, s).

[LLRMS - m/z 506 (M+1)*
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[ d (CDCla) : 1.02 (3H, 1), 1.12 (3H, 1), 1.40 (3H, t), 2.41 (2H, g), 2.57 (5H, m),
[

. 8.06 (2H, q), 3.15 (4H, m), 3.42 (2H, g}, 3.57 (3H, ), 3.85 (2H, 1), 3.94 (2H, V),
[ 4.44 (2H, 1), 4.78 (2H, 1), 8.61 (1H, s), 8.98 (1H, s), 10.78 (1H, 5).
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§ (CDCly) : 0.97 (6H, d), 1.40 (3H, 1), 2.28 (4H, m), 2.52 (4H, m), 3.02 (2H, q),
3.16 (4H, m), 3.57 (3H, s), 3.86 (2H, 1), 4.10 (2H, d), 4.78 (2H, 1), 8.61 (1H, d),
8.98 (1H, d), 10.79 (1H, s).
LRMS : m/z 534 (M+1)*
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' § (CDClg) : 0.95 (6H, d), 1.05 (3H, 1), 1.40 (3H, d), 2.40 (3H, m), 2.55 (4H, m),
E 3.00 (2H, @), 3.10 (4H, m), 3.55 (3H, s), 3.85 (2H, 1), 5.05 (2H, d), 4.80 (2H, 1),
[ 8.60 (1H, s), 8.95 (1H, s), 10.80 (1H, s).

[ LRMS : m/z 548 (M+1)"*
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[ 8 (CDCls) : 1.41 (3H, 1), 1.88 (4H, m), 2.07 (2H, m), 2.26 (3H, s), 2.52 (4H, m),
E 3.00 (3H, m), 3.15 (4H, m), 3.57 (3H, s), 3.86 (2H, m), 4.33 (2H, d), 4.79 (2H,
(1), 8.62 (1H, s), 8.98 (1H, s), 10.75 (1H, s).
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[ § (CDCls) : 1.01 (3H, 1), 1.12 (6H, d), 1.39 (3H, 1), 1.94 (2H, m), 2.15 (2H, m),

E 2.02.2 44 (8H, m), 2.55 (BH, m), 3.02 (4H, m), 3.14 (4H, m), 4.22 (1H, m),

 4.43 (2H, d), 8.80 (1H, d), 8.00 (1H, d}), 10.54 (1H, s).
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n-Bu

§ (CDCl3) : 1.02 (6H, m), 1.40 (3H, 1), 1.57 (2H,
m), 1.94 (4H, m), 2.16 (2H, m), 2.37 (3H, s),
2.41 (2H, q), 2.56 (6H, m), 3.03 (4H, m), 3.15
(4H, m), 4.22 (1H, m), 4.66 (2H, 1), 8.62 (1H, d),
9.01 (1H, d), 10.55 (1H, s).
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CH.

/\[/CHJ

CH,

§ (CDCly) : 1.02 (3H, 1), 1.12 (BH, d), 1.42 (3H,

t), 2.31 (7H, m), 2.42 (2H, q), 2.57 (4H, ﬂ‘ft-‘

2.90 (2H, 1), 3.06 (2H, g), 3.16 (4H, m), 4.38-
4.47 (4H, m), 8.61 (1H, d), 9.01 (1H, d), 10.60
(1H, s).

57

A,
)

cH,

n-Bu

5 (CDCl) : 1.01 (6H, 1), 1.40 (3H, 1), 1.56 (2H,
m), 1.95 (2H, m), 2.17 {2H, m), 2.21 (6H, s),
2.24 (2H, 1), 2.40 (2H, q), 2.57 (4H, m), 3.06
(2H, q), 3.17 (4H, m), 4.37 (2H, 1), 4.65 (2H, 1),
8.61 (1H, d), 9.02 (1H, d), 10.59 (1H, ).
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CH,

5 (CDCl) :1.02 (3H, 1), 1.40 (3H, 1), 2.17 (2H,
m), 2.21 (6H, s), 2.27 (2H, 1), 2.40 (2H, q), 2.57

(4H, m), 3.05 (2H, q), 3.17 (4H, m), 4.37 (2H, {_.

5.77 (2H, ), 7.39 (3H, m), 7.52 (2H, m), 8.63
(1H, d), 9.01 (1H, d), 10.54 (1H, s).
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[ & (CDClh) : 1.03 (6H, 1), 1.41 (3H, 1), 1.59 (2H, m), 1.95 (2H, m), 2.41 (2H, q),
E 2.57 (4H, m), 3.00 (5H, m), 3.15 (7H, m), 4.66 (2H, 1), 5.44 (2H, s), 8.63 (1H,

. d), 9.10 (1H, d), 10.85 (1H, s).
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[ § (CDCly) : 1.01 (6H, 1), 1.42 (3H, 1), 1.55 (2H, m), 1.94 (2H, m), 2.40 (2H, q),
E 2.55 (4H, m), 3.00 (5H, m), 3.14 (7H, m), 4.64 (2H, 1), 5.18 (2H, s), 8.61 (1H,

[ d), 9.01 (1H, d), 10.58 (1H, s).
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[a(coch) 1.02 (6H, 1), 1.42 (3H, 1), 1.54 (2H, m), 1.94 (2H, m), 2.41 (2H, q),
257 (4H, m), 2.65 (3H, 5), 2.80 (3H, s), 3.13 (6H, m), 3.76 (2H, 1), 4.52 (2H,

[ 1), 4.67 (2H, 1), 8.62 (1H, d), 9.04 (1H, d), 10.68 (1H, s).
O

OoOoooooao
I:II:II:II:II:II:II:I

O

goobobooboooobooobooooboobooooboooobooooboooonn
oooboooboooooogoooooooooooobbooooboooboooonD
oooooooooobocoooooboooobooooooaon

O

0

O HN / 1
N 'CN-—SO CH,

N =

DDDDDDD
OOoo0ooooaog
O Ooo0ooooao

0=5=0

10

20

30

50



97) JP 3834236 B2 2006.10.18

uboboooobobobobooobobobobooboobobobobooooboanb
oooboocoobOooooooboooobobooooo

ogbogoobooan

oooooano

[ 8 (CDCla) : 1.01 (6H, t), 1.40 (3H, 1), 1.55 (2H, m), 1.95 (2H, m), 2.08 (2H, m),
E 2.42 (2H, q), 2.57 (6H, m), 2.90 (3H, s), 3.01-3.18 (8H, m), 4.01 (2H, m), 4.42

t (1H, m), 4.66 (2H, t), 8.62 (1H, d), 8.01 (1H, d}, 10.60 (1H, s).
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[ & (CDCls) : 1.02 (3H, t), 1.36 (3H, t), 1.60 (3H, 1), 2.41 (2H, q), 2.57 (4H, m),
E 3.17 (6H, m), 4.78 (2H, q), 7.82 (2H, d), 8.42 (2H, d), 8.66 (1H, d), 9.07 (1H,
[ d), 10.78 (1H, br s).

" LRMS : m/z 583 (M+1)*
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[ § (CDCly) : 1.02 (3H, 1), 1.26 (3H, 1), 1.59 (3H, 1), 2.41 (2H, q), 2.57 (4H, m),
©3.03 (2H, g), 3.16 (4H, m), 3.94 (2H, 5), 4.77 (2H, Q). 6.78 (2H, d), 7.27 (2K,
" d), 8.63 (1H, d), 9.07 (1H, d), 10.66 (1H, s). -
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[ § (CDCls) : 1.03 (3H, 1), 1.34 (3H, 1), 1.59 (3H, 1), 2.42 (2H, q), 2.58 (4H, m),
13.14 (9H, m), 4.78 (2H, g), 6.92 (1H, 5), 7.44 (2H, d), 7.58 (2H, d), 8.65 (1H,
' d), 9.07 (1H, d), 10.75 (1H, 5).

“LRMS : m/z 631 (M+1)"
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[ § (CDCly) : 1.02 (3H, 1), 1.47 (3H, 1), 1.60 (3H, t), 2.42 (2H, q), 2.58 (4H, m),

E 3.10 (2H, q), 3.17 (4H, m), 4.76 (2H, q), 7.40 (1H, m), 7.51 (2H, m), 7.80 (2H,
[ d), 8.67 (1H, d), 9.16 (1H, s), 10.90 (1H, 8).
[LLHMS - m/z 538 (M+1)*
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[ 8 (CDCl3) : 1.03 (3H, 1), 1.49 (3H, 1), 1.62 (3H, 1), 2.42 (2H, q), 2.58 (4H, m),

E 3.08 (2H, q), 3.17 (4H, m), 4.58 (2H, q), 7.79 (2H, d), 8.14 (2H, d), 8.70 (1H,

[ d), 9.16 (1H, d), 11.09 (1H, s).
[LLRMS : m/z 563 (M+1)*
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"5 (CDCls) : 1.36 (3H, 1), 1.48 (3H, 1), 1.57 (3H, 1), 3.00 (2H, m), 3.14 (6H, m),
1370 (2H, m), 3.96 (2H, m), 4.7 (2H, @), 7.52 (1H, m), 8.15-8.26 (2H, m),
"'8.69 (2H, m), 8.92 (1H, d), 10.80-11.00 (1H, s).

[LLRMS - m/z 539 (M+1)*
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E 10.55 (1H, s).
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“Hnmr (CDCls, 400MHz) & : 1.02 (3H, 1), 1.30-1.50 (6H, m), 1.58 (3H, 1), 1.78
[(m m), 1.98 (4H, m), 2.22 (2H, m), 2.41 (2H, ), 2.55 (4H, m), 3.05 (2H, q),
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E‘Hnmr (CDCl3, 400MHz) &: 1.00 (3H, t), 1.10 (3H, 1), 1.40 (3H, ), 1.54 (3H, 1),
240 (2H, q), 2.50 (4H, m), 3.05 (2H, q), 3.10 (4H, m), 3.40 (2H, q), 3.90 (2H,
[t) 4.42 (2H, 1), 4.70 (2H, q), 8.60 (1H, ), soo (1H, s), 10.60 (1H, s).
[LRMS m/z 535 {(MH")
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*Hnmr (CDCla, 300MHz) & 1.02 (3H, 1), 1.39 (3H, 1), 1.58 (6H, m), 2.41 (2H,

" q), 2.56 (4H, m), 3.08 (6H, m), 3.22 (3H, 5), 3.74 (1H, m), 3.98 (1H, m), 4.74 30
 (3H, m), 8.62 (1H, d), 9.02 (1H, d), 10.58 (1H, s).
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E "Hnmr (CDCla, 300MH2) &: 1.02 (3H, 1), 1.39 (3H, t), 1.58 (6H, m), 2.40 (2H,
. @), 2.55 (4H, m), 3.08 (6H, m), 3.22 (3H, s), 3.70 (1H, m), 3.98 (1H, m), 4.72
[ (8H, m), 8.61 (1H, d), 9.02 (1H, d), 10.58 (1H, s).

_ LRMS : m/z 534.4 (MH")
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E "Hnmr (CDCls, 400MHz) 5: 1.00 (3H, 1), 1.40 (3H, 1), 1.57 (3H, 1), 2.20 (2H,
. m), 2.42 (2H, m), 2.60 (4H, m), 3.03 (2H, q), 3.15 (4H, m), 3.30 (3H, s), 3.35
[ (2H, 1), 4.40 (2H, 1), 4.72 (2H, ), 8.60 (1H, s), 9.00 (1H, s), 10.60 (1H, br s).

[
. LRMS : m/z 535 (MH")
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" "Hnmr (CDCla, 300 MHz) 3 : 1.00 (3H, t), 1.38 (3H, t), 1.85-2.05 (2H, m), 2.40

[

- (2H, ), 2.45 (2H, m), 2.54 (4H, m}), 2.90-3.05 (4H, m), 3.15 (4H, m), 3.55 (3H,

['s), 3.80 (2H, m), 4.74 (2H, m), 4.95 (1H, m), 8.60 (1H, s), 8.98 (1H, s), 10.75 30

C(1H, 5).

' LRMS : m/z 546.4 (MH™)
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"Hnmr (CDCls, 400MHz) & : 0.43 (2H, m), 0.60
(2H, m), 0.80 (1H, m), 1.00 (3H, 1), 1.40 (3H,
t), 2.40 (2H, g), 2.54 (4H, m), 3.00 (2H, q),
3.07 (4H, m), 3.50 (3H, s), 3.80 (2H, m), 4.20
(2H, d), 4.78 (2H, m), 8.60 (1H, s), 8.97 (1H,
s), 10.57 (1H, br s).

sEmiE . C, 52.68; H, 6.27; N, 17.18.
CasHasN70sS.H,0  Eiafé : C, 53.27; H, 6.26;
N, 17.39%.
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"Hnmr (CDCls, 400MHz) & : 1.02 (3H, 1), 1.38
(3H, 1), 1.72 (2H, m), 2.00-2.19 (4H, m), 2.28
(2H, m), 2.40 (2H, q), 2.56 (4H, m), 3.04 (2H,
q), 3.16 (4H, m), 3.57 (3H, s), 3.86 (2H, 1),

4.78 (2H, 1), 4.82 (1H, m), 8.61 (1H, d), 8.98

(1H, d), 10.73 (1H, s).
LRMS : m/z 560.4 (MH*)

AHERME : C, 55.30; H, 6.79; N, 17.49.
CasHuN;0sS  %Hfi : C, 55.80; H, 6.66; N,
17.52%.
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40

"Hnmr (CDCls, 400MHz) & : 1.02 (3H, 1), 1.32
(2H, m), 1.40 (3H, t), 1.58 (2H, m), 1.70 (4H,
m), 2.40 (2H, q), 2.56 (4H, m), 2.62 (1H, m),
3.01 (2H, q), 3.16 (4H, m), 3.57 (3H, s), 3.86
(2H, 1), 4.21 (2H, d), 4.79 (2H, 1), 8.61 (1H, s),
8.98 (1H, s), 10.74 (1H, 5).
LRMS : m/z 574.8 (MH")

AHENE : C, 54.88; H, 6.89; N, 16.63.
CorHaegN;OsS;H0 #=ii# . C, 54.80; H, 6.98;
N, 16.57%.

91

46

"Hnmr (CDCls, 400MHz) & : 1.02 (3H, 1), 1.38
(6H, m), 1.77 (1H, m), 1.98 (4H, m), 2.22 (2H,
m), 2.41 (2H, q), 2.57 (4H, m), 3.02 (2H, q),
3.14 (4H, m), 3.56 (3H, s), 3.84 (2H, 1), 4.22
(1H, m), 4.78 (2H, 1), 8.61 (1H, d), 8.98 (1H,
d), 10.71 {1H, s).
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"Hnmr (CDCls, 300MHz) & : 1.00 (3H, 1), 1.40
(3H, 1), 1.83 (2H, m), 2.40 (2H, q), 2.55 (6H,
m), 3.06 (2H, q), 3.10 (4H, m), 3.55 (3H, s),
3.60 (2H, 1), 3.80 (2H, 1), 4.20 (2H, m), 4.48
(1H, m), 4.80 (2H, 1), 8.60 (1H, s), 9.00 (1H,
s), 10.80 (1H, s).

LRMS : m/z 576.6 (MH")
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"*Hnmr (CDCla, 300MHZ) & : 1.08 (3H, t), 1.41 (3H, 1), 1.54 (2H, m), 1.94 (2H,
[

-m), 2.28 (3H, s), 2.51 (4H, m), 3.07 (2H, m), 3.14 (4H, m), 3.30 (3H, s), 3.95
"(2H, 1), 4.46 (2H, 1), 4.67 (2H, 1), 8.63 (1H, m), 9.04 (1H, m), 10.60 (1H, m).
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" '"Hnmr (CDCla, 400MHz) & : 0.80 (3H, t), 1.40 (3H, t), 1.60 (3H, d}, 1.90 (1H,

[
- m), 2.20 (1H, m), 2.22 (3H, s), 2.50 (4H, m), 3.00 (2H, m), 3.10 (4H, m), 3.58

O

30
' (3H, s), 3.80 (2H, m), 4.40 (1H, m), 4.80 (2H, m), 8.60 (1H, ), 9.00 (1H, s),
E10.70(1H,s).
. LRMS : m/z 534.6 (MH")
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[ "Hnmr (CDCls, 400MHz) & : 0.80 (3H, 1), 1.40 (3H, 1}, 1.60 (3H, d), 1.90 (1H,
Em), 2.20 (1H, m), 2.22 (3H, s), 2.50 (4H, m), 3.00 (2H, m), 3.10 (4H, m), 3.58
[ (3H, s}, 3.80 (2H, m), 4.40 {1H, m), 4.80 (2H, m), 8.60 (1H, s), 9.00 (1H, s},
E 10.70 (1H, s).

- LRMS : m/z 534.6 (MH")
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“Hnmr (CDCls, 400MH2) § : 0.95 (3H, 1), 1.40 (5H, m), 1.97 (2H, m), 2.35 (3H,
's), 2.58 (4H, m), 3.01 (2H, o), 3.18 (4H, m), 3.56 (3H, 5), 3.85 (2H, 1), 4.28
T(2H, 1), 4.78 (2H, 1), 8.62 (1H, d), 8.98 (1H, d), 10.75 (1H, s).

“LRMS : m/z 535 (MH")

O

Ooo0ooood
OoOoo0oooao
OoOoo0oooao

O

OoOoo0oooogod

oo

g
gboooobobobooboobobobooooooboobobooboooobaoadnn
goobooooooooboooobooooooboooooooboooooboooonn
gboooooobobobobonn

g

oo

10

20

30

40

50



(124) JP 3834236 B2 2006.10.18

uboboooobobobobooobobobobooboobobobobooooboanb
ooboocoobOoooooobooobooboooao

ogbogoobooan
oooooano

[ *Hnmr (CDCla, 400MHz) 5 : 0.46 (2H, m), 0.62 (2H, m), 1.40 {4H, m), 2.27
[

- (3H, s), 2.50 (4H, m), 3.05 (2H, q), 3.16 (4H, m), 3.57 (3H, s), 3.84 (2H, 1),
[ 4.20 (2H, d), 4.58 (2H, 1), 8.61 (1H, d), 8.98 (1H, d), 10.77 (1H, s).

[LLRMS . mfz 532.2 (MH")
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" "Hnmr (CDCls, 300MHz) : 1.01 (3H, 1), 1.40 (3H, 1), 1.75-2.18 (10H, m), 2.40
(2H, ), 2.55 (4H, m), 3.00 (3H, m), 3.15 (4H, m), 3.88 (1H, m), 4.16 (1H, m),
© 4.30 (2H, d), 4.38 (1H, m), 4.59 (1H, m), 4.75 (1H, m), 8.60 (1H, d), 8.98 (1H,
~d), 10.73 (1H, 5).
 LRMS : m/z 587 (MH™)
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[ *Hnmr (CDCl;, 300MHz) &: 1.02 (6H, m), 1.84 (2H, m), 2.42 (2H, q), 2.56 (4H,

[ 30
. M), 3.01 (2H, 1), 3.15 (4H, m), 3.29 (3H, s), 3.57 (3H, s), 3.88 (2H, m), 4.44

[ (2H, 1), 4.78 (2H, 1), 8.61 (1H, s), 8.98 (1H, s), 10.76 (1H, s).

_ LRMS : m/z 564 (MH")
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" {Hnmr (CDCls, 300MHz2) § : 1.00 (6H, 2xs), 1.40 (3H, 1), 1.56 (3H, 1), 2.60 (4H,
E m), 2.66 (1H, m), 3.08 (6H, m), 3.27 (3K, s), 3.92 (2H, 1), 4.45 (2H, 1), 4.75
[ (2H, g), 8.61 (1H, d), 9.02 (1H, d), 10.61 (1H, s).

" LRMS : m/z 534.5 (MH*)
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[ "Hnmr (CDCls, 300MHz) &: 0.84 (3H, 1), 1.40 (3H, 1), 1.55 (SH, m), 2.30 (2H,
E m), 2.55 (4H, m), 3.08 (6H, m), 3.28 (3H, s), 3.94 (2K, 1), 4.44 (2H, 1), 4.75
[ (2H, q), 8.62 (1H, d), 9.03 (1H, d), 10.61 (1H, s).

"LRMS : m/z 534 .4 (MH")
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[ $(CDCla): 1.07 (3H, 1), 1.42 (3H, 1), 1.61 (3H, 1), 2.44 (2H, q), 2.57 (4H, m),
E 3.08 (2H, q), 3.15 (4H, m), 3.32 (3H, s), 3.92 (2H, q), 4.48 (2H, q), 4.77 (2H,
. @), 8.65 (1H, d), 9.06 (1H, d).
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[ § (CDCly): 1.05 (3H,1), 1.42 (3H,1), 1.58 (3H,1), 2.43 (2H,q), 2.57 (4H.1), 3.09

E (2H, 1), 3.15 (4H,1), 3.30 (3H,s), 3.93 (2H,t), 4.48 (2H1), 4.90 (2H,q), 8.65
. (1H,d), 9.05 (1H,d), 10.65 (1H,8).
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[ § (DMSO): 1.17 (3H, 1), 1.28 (3H, 1), 1.35 (3H, 1), 2.73 (2H, q), 2.97 (2H, q),
E3.2 (3H, s), 3.58 (2H, 1), 3.78 (3H, 1), 3.81 (2H, 1), 4.49 (2H, 1) 4.51 (2H, q),
[ 7.29-7.33 (3H, m), 7.57-7.60 (2H, m), 8.28 (1H, d), 8.73 (1H, d), 9.13 (1H,s),

[ 11.90(1H,s).
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fa BME (%) |‘E WME (%) | AR | WE (%)
2—9° Yo 2—8° %o 2—8° %
4.208 8.6 22.294 91.9 34.952 5.5
7.292 52.5 22,708 13.4 35.497 5.6
8.153 12.6 23.414 126 35.830 5.4
8.422 4.1 23.682 47 36.507 4.5
9.426 10.2 24.132 4.6 36.816 8.4 10
10.957 100.0 24.361 133 37.047 16.0
12.645 11.4 24.554 12.9 37.641 5.5
14.150 18.6 24.844 6.9 38.362 8.7
14.639 31 24.902 7.6 38.582 17.7
14.928 2.7 25.444 16.2 39.203 8.8
15.080 4.9 25.854 430 40.549 7.8
15.363 1.8 26.054 16.4 41.277 6.7
16.070 45 26.369 125 41,487 1.9 2
16.245 5.4 27.016 9.5 42.376 8.4
16.351 1.4 27.706 4.8 42.759 7.1
16.892 33.9 28.302 7.2 43,450 8.0
17.554 35.1 28.504 10.9 44.400 45
18.178 11.8 28.998 4.0 45.043 8.3
18.562 3.2 20.615 16.1 45.888 6.2
18.903 3.0 30.197 52 46.393 6.2
19.174 3.1 31.039 125 46.897 7.3
19.591 31.6 31.445 7.7 48.197 7.8 30
20.392 433 32.094 6.5 48.373 7.9
20.598 6.8 32.611 6.4 49.163 5.3
20.965 12.8 32.734 8.3 50.501 6.0
21.136 7.8 33.014 6.5 50.619 5.9
21.485 329 33.110 7.2 52.248 14.6
22.000 24.0 33.740 3.5 52.746 5.7

34.255 3.4 54.668 5.1
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[ & (DMSO): 1.18 (3H, ), 1.28 (3H, 1), 1.36 (3H, 1), 2.28 (3H,s), 2.78 (2H, q),

E 2.99 (2H, q), 3.23 (4H, 1) 3.25 (3H, ), 3.55 (2H, 1), 3.80 (2H, 1), 3.82 (2H, 1),

30

[451 (2H, 1), 4.53 (2H, q), 7.11 (2H,d), 7.47 (2H,d), 8.30 (1H,d), 8,73 (1H.d),

1H,s), 11.90 (1H,s).
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[ & (DMSO): 0.75 (3H, s), 1.03 (3H,s), 1.18 (3H, 1), 1.28 (3H, 1), 1.36 (3H, 1),
E1.2o-1.4o (2H,m), 1.79-198 (3H, m), 2.2-2.3 (1H, m), 2.5-2.62 (2H,m), 2.78
[ (2H, q), 2.99 (2H, q), 3.02 (1H,d), 3.23 (4H, 1) 3.25 (3H, s), 3.55 (2H, 1), 3.79
[(2H, 1), 3.82 (2H, 1) , 4.51 (2H, 1), 4.50 (2H, q), 8.29 (1H,d), 8.73 (1H,d), 9.33
E (1H,s), 11.85 (1H,s).
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[ 8 (DMSO): 0.75 (3H, s), 1.03 (3H.s), 1.18 (3H, 1), 1.28 (3H, 1}, 1.36 (3H, 1),
1.20-1.40 (2H,m), 1.79-198 (3H, m), 2.2-2.3 (1H, m), 25262 (2Hm), 278

- (2H, q), 2.99 (2H, q), 3.02 (1H,d), 3.23 (4H, 1), 3.25 (3H, s), 3.55 (2H, 1), 3.79 2
[ (2H, 1), 3.82 (2H, 1) ,4.51 (2H, 1), 4.50 (2H, g), 8.29 (1H,d), 8.73 (1H,d), 9.33

(1H,s), 11.85 (1H,5).

O

OOoo0ooooao
OOoo0ooooao
O 0Ooogoooao

gono

ugoong
oooooooooboocoobooobooooboooboOooboooobboOooon
gboooooboobobgoboobooboboboboooboboboboood
ugboboooooboboboboobobobonn

gogono

gog 40



(135) JP 3834236 B2 2006.10.18

10

20

OoooooogooQooooao
Oooooooogoogoao
Ooooooogogooooao
Oooooooogogoao
Oooooooogogoao
OO0 oooogogooooao
OO0 ooooogogg
OO0 ooooogoogdg
OO0 oooooogdg
Ooooooooodg
Ooooooooodg
Ooooooooodg
OooooooooQodg
oo ooooooQgdg
oo ooooogooQgodg
oo ooooogooQgog
oo ooooogoogodg
OO0 oooooogg
OO0 ooooogoogdg
Oo0oooooogoogg
OO0 ooooogogdg
OO0 ooooogogg
OO0 oooogoogdg
OO0 oooogoogdg
OoOoo0oooOgodg
OooOoo0ooooOgdg
OooooooOgodg
OooooooQgodg
OoooooQgdg
OoooooQgdg
OooooooQgdg
OooooooQgdg
OooooogooQgdg
Oooooogoogdg
Oooooogogdg
Oooooogogdg
Oooooogoogdg
Oo0oooogogdg
OO0 oooogoogdg
OO0 oooogoogdg

O oo
1§ (CDCls): 1.16 (3H, 1), 1.39 (3H, 1), 1.41 (3H, 1), 1.52

“(8H.1), 273 (2H, q), 3.03 (2H, 1), 3.09 (2H,q , 3.16 (2H, 1), 3.30 (3H, ), 3.35
[ (2H, 1), 3.65 (2H, 1), 3.89 (2H, 1), 3.90 (2H, q), 4.46 (2H, 1), 4.71 (2H, q) , 8.63 30
(1H,d), 871 (1H, ), 10.76 (1H, 5), 11.29 (1H, 5).
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[

: ERH | 1Cso (NM) 2R (PDE5/6)

[ 5 1.0 -

E 8 168 223.8

[ 17 0.90 254.1

: 22 6.4 - 325.3

[

[ 24 1,52 134.9

: 27 0.85 161 10
[

[ 53 1.09 -

: 80 0.45 3437
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[ § (DMSOds) : 1.19 (3H, 1), 2.82 (2H, q), 3.20 (3H, s), 3.68 (2H, 1), 4.22 (2H, 1),
E 8.18 (1H, 5), 8.38 (1H, s).

t LRMS : m/z 260 (M+18)"
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[ 8 (CDCl) : 1.18 (3H, 1), 2.98 (2H, q), 3.22 (3H, ), 3.70 (2H, 1), 4.28 (2H, 1),
E 7.65 (1H, s), 7.94 (1H, s).

. LRMS : m/z 243 (M+1)*
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" 8 (CDCl3) : 1.00 (3H, 1), 1.74 (2H, m), 2.88 (2H, 1), 3.35 (3H, s), 3.78 (2H, 1),
- 4.47 (2H, 1), 6.06 (1H, 5), 7.24 (1H, 5).

[ LRMS : m/z 257 (M+1)*
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| 5 (DMSOds) : 1.04 (3H, 1), 1.68 (2H, m), 2.98 (2H, 1), 3.30 (3H, s), 3.79 (2H, 1),
4.29 (2H, 1), 5.85 (1H, 5), 7.35 (1H, 5).

r LRMS : m/z 257 (M+1)*
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-0.05 (6H, s), 0.81 (9H, s), 1.28 (3H, 1),

14.24 (2H,1), 5.80 (1H, 5), 7.34 (1H, 5).
[ LRMS : m/z 343 (M+1)"
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. §(CDCls) : 1.43 (9H, s), 4.28 (2H, m), 4.46 (1H, m), 4.62 (2H, m),
" LRMS : m/z 284 (M+1)*
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[ 8 (CDCly) : 1.25 (3H, 1), 1.46 (9H, ), 2.96 (2H, q), 4.37 (2H, m), 4.44 (2H, m),
[Ls.oe (1H, m), 5.82 (1H, s), 6.63 (1H, s).
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[ §(CDCl) : (-~ #~~—1; 0.42: 0.58) 1.08 K1¥1.20 (3H, 1), 2.69 112 2.87
E (2H, q), 2.80 K 1%2.92 (3H, s), 3.72 (2H, m), 4.20 BT 4.33 (2H, 1), 5.02 KT

[ 5.14 (2H, s), 5.86 (1H, m), 7.35 (6H, m).
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[ & (DMSOds) : 1.03 (3H, 1), 2.57 (2H, q), 3.20 (3H, s), 3.63 (2H, 1), 4.09 (2H, 1),

E 4.39 (2H, s), 6.90 (1H, s), 7.01 (1H, s).

. LRMS : m/z 213 (M+1)*
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T Ry Rz x| mz "Hnmr
[ o
[ (%)
[10 [~ 0, |(CHeCHs| 85 | 227 |5 (CDCly : 098 (3H, 1), 1.60
3
[ (M+1)* | (2H, m), 2.47 (2H, 1), 3.30 (3H,
[
: 5), 3.74 (2H, 1), 3.94 (2H, s),
[ 4.15 (2H, 1), 5.20 (1H, s), 6.58
E (1H, s).
SIEE &% | CH,CH; 335 |5 (CDCly) : -0.03 (6H, s), 0.85
/\/O\I-

[ . SiTCH

A (OH, s), 1.18 (3H, 1), 2.63 (2H,
[ 3
: (M+23)" | q), 3.94 (4H, m), 4.08 (2H, 1),
[ 5.15 (1H, s), 6.57 (1H, s).
E 12 % CHCHs | 73 5 (CDCI) : 1.14 (3H, 1), 1.46
[ Jui e (9H, s), 2.55 (2H, ), 3.98 (2H,
E SO on, s), 4.20 (2H, m), 4.40 (2H, m),
: 4.94 (1H, m), 5.23 (1H, s), 6.64
[ (1H, s).
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E 2.50 (2H, q), 2.68 x 12 2.80 (3H, s), 3.63 (2H, m), 3.95 (2H, s), 4.04 X * 4.17

[ (2H, 1), 5.10 & 115.14 (2H, s), 5.14 (1H, s), 6.53 (1H, s), 7.36 (5H, m).
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 (4H, m), 4.54 (2H, q), B.10 (1H, 5), 8.46 (1H, ).
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: 8 (CDCls, 300MHz) : 1.02 (3H, 1), 1.39 (3H, 1), 1.45 (3H, 1), 2.40 (2H, q), 2.54
[(4H m), 3.08 (4H, m), 4.38 (2H, ), 4.55 (2H, q), 8.37 (1H, 5), 8.62 (1H, 5).
[ LRMS : m/z 372 (M+1)*
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[ § (CDCls) : 1.40 (3H, 1), 1.46 (3H, 1), 2.28 (3H, s), 2.50 (4H, m), 3.09 (4H, m),
E 4.40 (2H, q), 4.57 (2H, q), 8.40 (1H, s), 8.63 (1H, s).

[ LRMS : m/z 358 (M+1)*
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© m), 452 (2H, q), 8.30 (1H, s), 8.70 (1H, 5).
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[
~3.10 (4H, m), 3.36 (3H, 5), 3.80 (2H, 1), 4.25 (2H, 1), 4.78 (2H, @), 5.26 (1H. 5),
[ 6.65 (1H, 5), 8.65 (1H, ), 8.85 (1H, 5), 10.51 (1H, 5).
[LRMS : m/z 524 (M+1)"
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[ 8 (CDCly) : 0.92 (3H, 1), 1.58 (5H, m), 2.24 (3H, s), 2.47 (4H, m), 2.90 (2H, 1),
E 3.10 (4H, m), 3.35 (3H, ), 3.78 (2H, 1), 4.23 (2H, 1), 4.78 (2H, q), 5.42 (1H, br
. s), 6.68 (1H, br s), 8.62 (1H, d), 8.82 (1H, d), 10.48 (1H, s).

[ LRMS : nvz 538 (M+1)*
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[ & (CDClg) : 1.03 (3H, 1), 1,20 (3H, 1), 1.58 (3H, 1), 2.40 (2H, q), 2.54 (4H, m),
295 (2H, g), 3.10 (4H, m), 3.37 (3H, 5), 3.80 (2H, 1), 4.26 (2H, 1), 4.78 (2H, q),
£ 5.27 (1H, s), 6.66 (1H, 5), 8.65 (1H, 5), 8.85 (1H, s), 10.51 (1H, 5).

" LRMS : m/z 538 (M+1)*
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[ & (CDCls) : 0.94 (3H, 1), 1.03 (3H, 1), 1.59 (5H, m), 2.40 (2H, q), 2.54 (4H, m),
E 2.92 (2H, 1), 3.11 (4H, m), 3.37 (3H, s), 3.80 (2H, 1), 4.25 (2H, 1}, 4.78 (2H, q),
[ 5.26 (1H, s), 6.66 (1H, s), 8.65 (1H, ), 8.83 (1H, s), 10.48 (1H, ).

" LRMS : m/z 552 (M+1)*
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5 (CDCl) : 0.00 (6H, 5), 0.85 (9H, s), 1.04 (3H, 1}, 1.22 (3H, 1), 1.57 (3H, 1),
' 2.40 (2H, q), 2.53 (4H, m), 2.94 (2H, @), 310 (4H, m), 4.02 (2H, 1), 4.19 (2H,
1), 478 (2H, q), 5.39 (1H, s), 6.66 (1H, 5), 8.64 (1H, s), 8.83 (1H, 5), 10.49
" (1H, 5).

| LRMS : miz 638 (M+1)*
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[ § (CDCl3) : 1.00-1.20 (8H, m), 1.58 (3H, t), 2.40 (2H, q), 2.54 (4H, m), 2.70-
E2.91 (5H, m), 3.10 (4H, m), 3.70 (2H, m), 4.16-4.32 (2H, m), 4.79 (2H, q),
[ 512 (2H, m), 5.24 (1H, s), 6.62 (1H, s}, 7.37 (5H, m), 8.64 (1H, s), 8.82 (1H,
[Ls), 10.50 (1H, s).
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[ § (CDCl) : 1.01 (3H, 1), 1.19 (3H, 1), 1.47 (9H, s), 1.58 (3H, 1), 2.40 (2H, q),

E 2.54 (4H, m), 2.86 (2H, q), 3.10 (4H, m), 4.38 (2H, m), 4.41 (2H, m), 4.79 (2H,

. q), 5.10 (1H, m), 5.30 (1H, br s), 6.77 (1H, br s), 8.63 (1H, d), 8.82 (1H, d),
[10.57 (1H, s).
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[ 8 (CDCly+ 1 DMSOds) 0.96 (3H, 1), 1.18 (3H, 1), 1.50 (3H, 1), 2.25-2.56
E (6H, m), 2.84 (2H, q), 3.00 (4H, m), 4.70 (2H, q), 5.60 (1H, br s), 6.78 (1H, br
[ §), 8.56 (1H, d), 8.76 (1H, d), 10.59 (1H, 5), 12.10-12.30 (1H, s).

[L LRMS: m/z 480 (M+1)*

OoOooOoooao

Ooo0gno
go0ooooooofboofootouopootoocgooyooyooyooooooDo oo oDooo
gfooooooo0ogooooooootoootoooooogooooooooodo
Ooo0oOooogao

OoOooooao
Loy
L |
[0 & [
Yo H

s
| o=g=0
[ A
1o
cy
O

Ooo0oogao
go0ooooo0o0ooQ0oUooooooooooooooogooooooooooooooaoao
gooobooop 0000 bbb o000 b D000 bD b boboooogo
go0ooooooofboofootouopootoocgooyooyooyooooooDo oo oDooo
goo0ooooooo0ooooooooo0otouoooooooooooooooouooooao
Oo0Oo0Qo0ooooogao

OoOooooao
go0ooooo0oooooo0oooooooyoygoyUoyogoyooyU oDy oDboo o
go0ooooooofooo0otouopoo oottty oo oDooDooo
go0ooooo0o0ooQ0oUooooooooooooooogooooooooooooooaoao
gooooooooooo0oooootooyooygoyoyoogooyoy oo oo oDgoo o
go0ooooooofboofootouopootoocgooyooyooyooooooDo oo oDooo
g,0o0,000 0000000 0O0DODOD0ODU0OOU0DDODDODO0OO0OUO0DUDODDODOUOUODDDDODOOO
Oo0o0po0ooD0oooooouooooooodg

OoOooooao

Ooooo0ogao

[ 5 (CDCly) 1 1.21 (3H, 1), 1.59 (3H, 1), 2.26 (3H, ), 2.50 (4H, m), 2.94 (2H, q),
E 3.10 (4H, m), 4.79 (2H, ), 5.50 (1H, br s), 6.80 (1H, br 5), 8.64 (1H, d), 8.84

. (1H, d), 10.85 (1H, 8).
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[ § (CDCls) : 0.96 (6H, d), 1.02 (3H, 1), 1.19 (3H, t), 1.58 (3H, 1), 2.26 (1H, m), 20
- 2.40 (2H, ), 2.52 (4H, m), 2.94 (2H, §), 3.10 (4H, m), 3.88 (2H, ), 4.78 (2H,
[ q), 5.25 (1H, 5), 6.65 (1H, s), 8.64 (1H, d), 8.83 (1H, d), 10.54 (1H, s).
[U LRMS : m/z 536 (M+1)*
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m), 1.58 (3H, 1), 1.80-1.97 (4H, m),
2.08 (2H, m), 2.40 (2H, q), 2.54 (4H,

m), 2.80-2.97 (3H, m), 3.10 (4H, m),
4.10 (2H, d), 4.78 (2H, g), 5.11 (1H,

br s), 6.63 (1H, brs), 8.63 (1H, s),
8.83 (1H, s), 10.53 {1H, s).

B3 R1 R10 | g | miz "Hnmr
(%) | (M+1)

37 /w Bt | 48 | 53¢ |5(CDCl):0.42 (2H, m), 063 (&H, |
m), 1.02 (3H, 1), 1.20 (3H, 1), 1.58
(3H, 1), 2.40 (2H, §), 2.54 (4H, m),
2.95 (2H, g), 3.10 (4H, m), 3.47 (1H,
m), 3.98 (2H, d), 4.78 (2H, q), 5.22
(1H, br s), 6.65 (1H, br s), 8.63 (1H,
s), 8.83 (1H, s), 10.57 (1H, s).

Et | 51 | 548 |5(CDCly):1.01 (3H, 1, 1.18 (3H,
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39 | cCH, Et | 51 | 536 |5(CDCl): 0.83 (3H, 1), 1.03 (3H, 1),
./K/CHs [ 1.21 (3H, 1), 1.48 (3H, d), 1.60 (3H,
1), 1.80 (1H, m), 2.00 (1H, m), 2.40
(2H, q), 2.55 (4H, m), 2.90 (2H, m),
3.12 (4H, m), 4.24 (1H, m), 4.78
(2H, q), 5.22 (1H, br s), 6.70 (1H, br
s), 8.64 (1H, s), 8.83 (1H, 5), 10.50

(1H, s).
40 _/\I/CHa Me 44 | 522 | 8 (CDCl3): 0.96 (6H, d), 1.17 (3H, 1),
CH, 1.59 (3H, 1), 2.27 (4H, m), 2.48 (4H,

m), 2.91 (2H, q), 3.08 (4H, m), 3.88
(2H, d), 4.78 (2H, q), 5.24 (1H, br s},
6.67 (1H, br s), 8.65 (1H, m), 8.84
(1H, m), 10.54 (1H, s).
a1 | Me 33 | 546 |§(CDCls): 1.19 (3H, 1), 1.58 (3H,
/U my}, 1.87 (4H, m), 2.10 (2H, m), 2.26
(3H, s), 2.48 (4H, m}, 2.92 (3H, m),
3.10 (4H, m), 4.10 (2H, d), 4.79 (2H,
q), 5.24 (1H, br s}, 6.65 (1H, br s),
8.64 (1H, d), 8.84 (1H, d), 10.55
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[ (CDCl3) : 1.01 (3H, 1), 1.18 (3H, 1), 1.58 (3H, 1), 1.70-2.12 (4H, m), 2.40 (2H,
E q), 2.54 (4H, m), 2.97 (2H, m), 3.10 (4H, m), 3.74-3.94 (2H, m), 4.16 (2H, m),
[ 4.32 (1H, m}, 4.78 (2H, q), 5.32 (1H, br s), 6.64 (1H, br s), 8.63 (1H, s), 8.82
" (1H, s), 10.50 (1H, s).
[LLRMS : m/z 564 (M+1)*
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[ 8 (CDCly) : 1.39 (3H, d), 3.03 (3H, s), 3.39 (3H, ), 3.46 (2H, m), 4.88 (1H, m).
[LLRMS - m/z 186 (M+18)*

oooooano
gogno
ugbooboooobobobooboooboboboboooboboboboobooobodnnb
oooooao
oboobooo

L

[ 802M9 \O/\/N

L
L

gbogoooo
OCoooO0OO0oO0O0oO0oOooooooooOoo0oooooooooggsynth. Commun. 1993;
23(17); 24430 000 0ODODODODODODDODODODOODOOOOOOODODODODODDODODDOGO
gbobooooboboboooobobobobooboobobobobooobonb
uboboooobobobobooobobobobooboobobobobooooboanb
gooocooooooooobooobooobooooboboooooobooo,0000a0

I

T

0

O

10

20

30

40

50



(159) JP 3834236 B2 2006.10.18

uboboooobobobobooobobobobooboobobobobooooboanb
ooboocoooOooobooooboooobooobobooboooboOoooooobooboooon
oboooboooobaoan

oooooano

gbogoooo

[ 8(CDCL): 1.46 (9H, s), 2.96 (3H, ), 3.02 (3H, 5), 3.56 (2H, M), 4.34 (2H, m).
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[ §(CDChy) : 1.02 (3H, 1), 1.22 (3H, m), 1.50 (3H, d), 1.59 (3H, 1), 2.40 (2H, q),
E 255 (4H, m), 2.92 (2H, m), 3.10 (4H, m), 3.30 (3H, s), 3.60 (1H, m), 3.78 (1H,
[ m), 4.57 (1H, m), 4.78 (2H, q), 5.25 (1H, br s), 6.68 (1H, br s), 8.64 (1H, s},
E 8.83 (1H, ), 10.48 (1H, s).

r LRMS : m/z 552 (M+1)"
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[ § (CDCla) : 1.02 (3H, 1), 1.23 (3H, 1), 1.49 (9H, s), 1.57 (3H, m), 1.93 (2H, m),
E2.1s (2H, m), 2.40 (2H, q), 2.54 (4H, m), 2.82-2.97 (4H, m), 3.10 (4H, m),
| 4.30 (3H, m), 4.79 (2H, g), 5.23 (1H, s), 6.65 (1H, s), 8.63 (1H, d), 8.82 (1H,
[ d), 10.57 (1H, s).
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[ 8 (CDCl) : 1.02 (3H, 1), 1.20 (8H, 1), 1.46 (8H, s), 1.57 (3H, 1), 2.40 (2H, q),
E 2.53 (4H, m), 2.88 (3H, s), 3.10 (4H, m), 3.58 (1H, m), 3.64 (2H, m), 4.22 (2H,
[ m), 4.30 (1H, m), 4.79 (2H, q), 5.24 (1H, s), 6.65 (1H, ), 8.62 (1H, d), 8.82
[L(1 H, d), 10.53 (1H, s).
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[ § (CDCla) : 1.02 (BH, m), 1.58 (3H, 1), 2.40 (2H, q), 2.56 (6H, m), 3.10 (4H, m),
E 4.50 (2H, 1), 4.63 (2H, 1), 4.78 (2H, q), 6.20 (1H, m), 7.06 (1H, m), 7.58 (1H,
[ m), 8.63 (1H, d), 8.80 (1H, d), 10.46 (1H, s).
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'8 (CDCl3) : 0.93 (BH, m), 1.52 (3H, 1), 2.32 (2H, m), 2.44 (4H, m), 2.98 (6H,

[

. ™) 4.72 (2H, q), 5.96 (1H, s), 6.76 (1H, s), 7.62 (2H, d), 8.32 (2H, d), 8.58
[ (1H, d), 8.75 (1H, d), 10.63 (1H, s).

LLRMS : m/z 601 (M+1)*
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[ § (CDCly) : 1.02 (3H, 1), 1.21 (3H, t); 1.58 (3H, ), 2.32 (6H, s), 2.40 (2H, q),
E 2.54 (4H, m), 2.78 (2H, 1), 2.92 (2H, q), 3.08 (4H, m), 4.18 (2H, 1), 4.78 (2H,
. ), 5.25 (1H, s), 6.66 (1H, ), 8.64 (1H, ), 8.83 (1H, §), 10.54 (1H, 8).
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r & (DMSOds) : 1.15 (6H, m), 1.46 (3H, t), 2.04 (2H, m), 2.20 (2H, m), 2.40-2.84
E (6H, m), 3.00-3.22 (6H, m), 3.25-3.60 (4H, m), 3.76 (1H, m), 4.62 (4H, m),

[ 7.27 (1H, 5), 7.40 (1H, s), 8.41 (2H, m), 8.70 (2H, m), 10.24 (1H, s).
O

oboobooo

ugboogan
ooboocoooOooobooooboooobooobobooboooboOoooooobooboooon
uobobooooobobobooboooboboboboobobobobobobooobonb
oooocooooobod

gbogoooo

gboobooan

10

20

30

40



SN
/

Oooooooo=ooooogogoao
Oooooooooooooogdg
Oooooooooooooogogoao

O

OOooooooooooooogdg
OOooooooooooooogdg

O

et
o 0o =N
NN NC”‘"‘
H

O 0Oood
O 0Oood
O 0ood
O 0o d
O 0o d
O 0ood

OO0 oDoDoogogooooogd

Oooooogoood
OoOoooogoood
Oooooogoood
OoooO0oo0oooonod
Oooo0Oo0ooonod
Oooo0o0oooonod

0
oo

O
O
O
O
O
O

OooooooQgdg

OooooooQgdg

OoooooQgdg

OooooogooQgdg

OooooogooQgdg

OooooogooQgdg

(164) JP 3834236 B2 2006.10.18

O
O
O
O
(]
O
O
O
(]
O
O
O
O
O
O
O
O
O
O
O
OJ
(]

O Oooo
O Ooooo
O Ooooo
O OooOooo
OO oOooo
OO o0goo
O 0Ooo0ooOoo
O 0Ooo0ooOoo
O 0Ooo0ooo
O 0Ooo0ooo
O Ooooo
O Ooooo
O Ooooo
O Ooooo
O Ooooo
O Ooooo
O Ooooo
O OooOooo
O Ooooz=
O OooOooo
O OoOooo
OO oOooo

O
,L00 0000000000000 boo0obobo
ugboboooobooboboboboooooobaoanb
oobOooooooboooooobooobood

[a(cock,) 1.02 (3H, 1), 1.22 (3H, t), 1.58 (3H, 1), 1.92 (2H, m), 2.14 (2H, m),
225 2.45 (7H, m), 2.54 (4H, m), 2.91 (2H, q), 2.99-3.16 (6H, m), 4.08 (1H,

[ m), 4.78 (2H, @), 5.11 (1H, br s), 6.65 (1H, br s), 8.63 (1H, d), 8.83 (1H, d),
110.53 (1H, s).
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[ § (CDClg) : 1.01 (3H, 1), 1.18 (3H, 1), 1.58 (3H, 1), 2.40 (2H, q), 248 (3H, s),

E 2.54 (4H, m), 2.85 (2H, q), 3.10 (4H, m), 3.59 (2H, t), 3.82 (2H, 1), 4.79 (2H,
[ q), 4.96 (1H, m), 5.32 (1H, br s), 6.79 (1H, br s), 8.64 (1H, d), 8.82 (1H, d),
L1o.52 (1H, s).
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8 (CDCly) : 1.02 (3H, 1), 1.20 (3H, 1), 1.60 (3H, 1), 2.40 (2H, q), 2.48 (3H, s),
E 2.52 (4H, m), 2.94 (2H, q), 3.10 (6H, m), 4.22 (2H, t), 4.79 (2H, q), 5.28 (1H,
[ ), 6.67 (1H, s), 8.64 (1H, s), 8.83 (1H, s), 10.54 (1H, s).
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| § (CDClg) : 1.02 (3H, 1), 1.22 (3H, 1), 1.59 (9H, m), 2.40 (2H, q), 2.54 (aH, m),

2.78 (2H, 1), 2.94 (2H, q), 3.09 (4H, m), 4.19 (2H, 1), 4.78 (2H, 4), 5.25 (1H, 3),

[ 6.65 (1H, s), 8.62 (1H, s}, 8.83 (1H, s), 10.54 (1H, s).
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[ 8 (CDCly) : 1.04 (3H, 1), 1.27 (3H, 1), 1.59 (3H, 1), 2.42 (2H, q), 2.57 (4H, m),
E 2.72 (2H, q), 3.12 (4H, m), 3.38 (3H, s), 3.85 (2H, 1), 4.55 (2H, ), 4.77 (2H, q),
[ 5.57 (1H, s), 7.92 (1H, s), 8.68 (1H, s), 8.86 (1H, 5), 9.82 (1H, §).

" LRMS : m/z 538 (M+1)*
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[ § (CDCl3) : 0.97 (3H, 1), 1.67 (5H, m), 2.28 (3H, s), 2.50 (4H, m), 2.65 (2H, 1),
E 3.10 (4H, m), 3.37 (3H, s), 3.82 (2H, t), 4.52 (2H, 1), 4.76 (2H, q), 5.57 (1H, ),
[ 7.87 (1H, s), 8.67 (1H, s), 8.85 (1H, 5), 9.77 (1H, s).

" LRMS : m/z 538 (M+1)*
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[ § (CDCly) : 1.03 (3H, 1), 1.42 (3H, 1), 1.60 (3H, 1), 2.42 (2H, g), 2.58 (4H, m),
E 3.02 (2H, ), 3.16 (4H, m), 4.78 (2H, q), 8.66 (1H, d), 8.08 (1H, d), 11.00 (1H,
[ ) 11.05-11.20 (1H, br s).

[L LRMS : m/z 462 (M+1)*
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8 (CDCl3) : 1.04 (6H, m), 1.42 (3H, 1), 1.59 (2H, m), 1.96 (2H, m), 2.46 (2H,
m), 2.60 (4H, m), 3.01 (2H, q), 3.19 (4H, m), 4.70 (2H, 1), 8.64 (1H, d), 9.03
(1H, d), 11.09 (1H, s).

LRMS : m/z 490 (M+1)*
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[ & (CDCly) : -0.08 (6H, s), 0.81 (9H, s), 1.02 (3H, 1), 1.40 (3H, 1), 1.57 (3H, 1)
[
- 2.41 (2H, q), 2.56 (4H, m), 3.14 (6H, m), 4.15 (2H, 1), 4.40 (2H, 1), 4.74 (2H,

[q), 8.62 (1H, s), 9.03 (1H, s), 10.68 (1H, ).
[
. LRMS : m/z 620 (M+1)"
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[ & (CDCly) : 1.03 (3H, t), 1.14 (3H, 1), 1.41 (3H, 1), 1.45 (SH, §), 2.00 (2H, m),
E 2.42 (2H, q), 2.58 (7H, m), 3.01 (2H, q), 3.16 (4H, m}, 3.78 (2H, 1), 4.46 (2H,
. m), 4.63 (2H, 1), 8.63 (1H, d), 9.04 (1H, d), 10.66 (1H, brs).
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[ 8 (CDCly) : 1.02 (6H, 1), 1.40 (3H, 1), 1.45 (9H, s), 1.55 (2H, m), 1.95 (2H, m),
E 2.41 (2H, g), 2.58 (7H, m), 3.01 (2H, q), 3.16 (4H, m), 3.78 (2H, 1), 4.45 (2H,
. m), 4.67 (2H, 1), 8.63 (1H, d}, 9.03 (1H, d), 10.64 (1H, s).
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[ & (CDCls) : 1.02 (3H, t), 1.38 (3H, t), 1.48 (9H, s), 1.58 (3H, 1), 2.40 (2H, q},
E 2.57 (4H, m), 3.02 {(2H, q), 3.14 (4H, m), 4.37 (2H, t), 4.42 (2H, m), 4.77 (2H,
[ q), 5.25 (1H, m), 8.64 (1H, s), 8.81 (1H, s), 10.57 (1H, s).

gboooooboboboobooobobobooooooboobobooboooobonn
goooooooooboooobooobooooboooobooobooooboooonn
goooooboboboobooboboboooobao
u
O
o)

OoOoo0ooood
OoOoo0ooood
OOoo0ooood

0
goobobooboooobooobooooboobooooboooobooooboooonn
oooboooboooooogoooooooooooobbooooboooboooonD
oooooboooooboocooooobooboobooooooooboobooboDon

O

oo

[ 8 (CDCly) : 1.03 (3H, 1), 1.38-1.60 (15H, m), 1.94 (2H, m), 2.41 (4H, m), 2.57
[
- (4H, m), 2.90 (2H, m), 3.10 (6H, m), 4.26-4.48 (3H, m), 4.77 (2H, q), 8.62 (1H,

 d), 9.02 (1H, d}, 10.80 {1H, s).
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[ § (CDCly) : 1.02 (6H, 1), 1.38 (3H, 1), 1.48 (9H, s), 1.57 (2H, m), 1.96 (2H, m),
E 2.41 (2H, g), 2.57 (4H, m), 3.02 (2H, q), 3.15 (4H, m), 4.39 (2H, m), 4.68 (4H,
[ m), 5.26 (1H, m), 8.62 (1H, m), 9.02 (1H, m), 10.67 (1H, s).
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08 (CDClg) : 1.02 (6H, m), 1.38 (3H, 1), 1.48 (12H, m), 1.80 (1H, m), 1.98 (1H,
[

- m), 2.42 (2H, ), 2.58 (4H, m), 3.02 (2H, q), 3.16 (4H, m), 4.40 (2H, 1), 4.67
[ (2H, m), 5.25 (1H, m), 5.62 (1H, m), 8.62 (1H, s), 9.02 (1H, s), 10.70 (1H, s).
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[ 8 (CDClg) : 1.01 (6H, 1), 1.34-1.60 (14H, m), 1.93 (4H, m), 2.41 (4H, m), 2.57
E (4H, m), 2.90 (2H, m), 3.00-3.20 (6H, m), 4.38 (3H, m), 4.66 (2H, 1), 8.61 (1H,

. d), 9.00 (1H, s), 10.58 (1H, s).
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[ § (DMSOdg) : 1.16 (3H, 1), 1.22-1.38 (6H, m), 2.10 (2H, m), 2.38 (2H, m), 3.00
E (2H, g), 3.07-3.54 (14H, m), 4.50 (2H, q), 5.85 (1H, m), 8.24 (1H, s), 8.44 (1H,
[ brs), 8.74 (2H, m), 11.90 (1H, s).
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[ 5 (CDCls) : 1.03 (3H, 1), 1.42 (3H, 1), 2.43 (2H, q), 2.59 (4H, m), 3.02 (2H, q),
E 3.18 (4H, m), 3.59 (3H, s}, 4.80 (2H, 1), 8.63 (1H, d), 9.00 (1H, d), 11.25 (1H,
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[ d (DMSOds) : 0.92 (3H, 1), 1.10 (H, m), 1.44 (3K, 1), 2.30 (2H, q), 2.42 (4H,
E m), 2.80 (2H, q), 2.96 (4H, m), 3.40 (2H, q), 3.78 (2H, 1), 4.24 (2H, 1), 4.63
- (2H, q), 7.29 (1H, s), 7.40 (1H, s), 8.40 (1H, d), 8.66 (1H, d), 10.40 (1H, s).

[ LAMS : m/z 552 (M+1)”
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- (1H, m), 2.43 (3H, s), 3.92 (2H, d), 7.36 (2H, d), 7.80 (2H, d).

[ LRMS : m/z 277 (MNa™)
O
oooooao

O
O
O
O
O
O
O
O
O
r

10

30

40

50



Ooo0oooogQgoo
Ooooooogdg
Ooo0oooogQgoo

O

O Oooo
O Oooo

Ooooooogd
OOooooogd
OOoooooogd

O

177) JP 3834236 B2 2006.10.18

uobOoooooobooooobocooobooooao

O
O

O

O
O

@]

\ °
////UJ
o7\

O O0Oo0gogoao
O O0Oo0gogoao
O O0Oo0oogoao
O 0Oo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oo0ooao
O 0Ooo0oooao
O 0Ooo0oooao
O 0Ooo0oooo
O 0Ooo0oooao
O 0Ooo0oooao

O

gbooboooobooboboboobooobooboboo
ooboooooOooboooooboboobobooooan
gbobooooooboboboboboobobobo
gboooboooooboboboboooboboboao
uoobo,0000000000000DO0CO0DO0OOC
g

. *Hnmr (CDCls, 400MHz) & : 1.88 (2H, m), 2.03 (2H, m), 3.01 (3H, 5), 3.55 (2H,
~m), 3.95 (2H, m), 4.90 (1H, m).
[ LRMS : m/z 198 (MNH,)*
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" "Hnmr (CDCls, 400MHz) & : 1.21 (3H, 1), 1.59 (3H, 1), 2.94 (2H, g), 3.35 (3H,
- $), 3.80 (2H, 1), 4.27 (2H, 1), 4.83 (2H, ), 5.29 (1H, br s), 662(1H br s), 9.15

[(1H d), 9.32 (1H, d), 10.51 (1H, br s).
: - LRMS : m/z 407.5 (MH")
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[ "Hnmr (DMSOds, 400MHz) & : 1.06 (3H, 1), 1.37 (3H, 1), 2.75 (2H, q), 3.23
E (3H, s), 3.72 (2H, 1), 4.24 (2H, 1), 4.39 (2H, q), 5.02 (2H, br s), 7.25 (1H, br s},
[ 7.37 (1H, br s), 7.70 (2H, m), 10.33 (1H, s).

LLRMS - m/z 377.2 (MH*)
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" "Mnmr (CDCls, 400MHz) & : 1.40 (3H, t), 1.51 (3H, 1), 3.06 (2H, q), 3.30 (3H,
E s), 3.57 (2H, br s), 3.90 (2H, ), 4.45 (2H, 1), 4.55 (2H, q), 7.77 (1H, d), 8.18
[ (1H, d), 11.03 (1H, br s).
' LRMS : mvz 359.1 (MH*)
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[ *Hnmr (CDCls, 400MHz) & : 1.00 (3H, 1), 1.20 (3H, t), 1.57 (3K, 1), 1.88 (2H,
E m), 2.40 (4H, m), 2.52 (4H, m), 2.70 (2H, m), 2.82 (2H, ), 3.08 (4H, m), 4.78

[ (3H, m), 5.24 (1H, br s), 6.75 (1H, br s), 8.62 (1H, ), 8.81 (1H, s), 10.50 {1H,
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"Hnmr (CDCls, 400MHz) 5: 1.02 (3H, 1),
1.22 (3H, 1), 1.58 (3H, 1), 1.71 (2H, m),
1.97 (2H, m), 2.08 (4H, m), 2.40 (2H, q),
2.52 (4H, m), 2.92 (2H, g), 3.10 (4H, m),
4.65 (1H, m), 4.78 (2H, q), 5.21 (1H, br
s), 6.66 (1H, br s), 8.64 (1H, d), 8.82

(1H, d), 10.50 (1H, s). LRMS : m/z 548
(MH")
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"Hnmr (CDCls, 400MHz) &: 1.02 (3H, 1),
1.15-1.38 (6H, m), 1.58-1.72 (6H, m),
2.37-2.57 (7H, m), 2.94 (2H, m), 3.16
(4H, m), 4.00 (2H, d), 4.78 (2H, q), 5.20
(1H, br s), 6.64 (1H, br s), 8.64 (1H, s),
8.83 (1H, s), 10.54 (1H, s).

LRMS : m/z 561.8 (M")
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"Hnmr (CDCls, 300MHz) §: 1.01 (3H, 1),
1.21 (3H, 1), 1.42 (2H, m), 1.58 (3H, 1),
1.94 (BH, m), 2.40 (4H, m), 2.52 (4H,
m), 2.88 (2H, q), 3.08 (4H, m), 4.76 (3H,
m), 5.20 (1H, br s), 6.66 (1H, br s), 8.62
(1H, d), 8.82 (1H, d), 10.60 {1H, s).
LRMS : m/z 562.3 (MH")
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"Hnmr (CDCla, 300MHz) 3: 1.00 (3H, 1),
1.30 (3H, 1), 1.55 (3H, 1), 1.80 (2H, m),
2.35 (2H, m), 2.40 (2H, g), 2,55 (4H, m),
2.90 (2H, q), 3.10 (4H, m), 3.50 (2H, 1),
4.14 (2H, m), 4.30 (1H, m), 4.80 (2H, q),
5.22 (1H, br s), 6.66 (1H, br s), 8.60
(1H, s), 8.80 (1H, s), 10.50 (1H, s).
LRMS : m/z 565 (MH")
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*Hnmr (CDCls, 300MHz) §: 1.00 (3H, 1),
1.20 (3H, 1), 1.60 (3H, 1), 2.18 (2H, m),
2.40 (2H, g), 2.50 (4H, m), 2.90 (2H, q),
3.08 (4H, m), 3.32 (3H, s), 3.40 (2H, 1),
4.20 (2H, 1), 4.80 (2H, q), 5.22 (1H, br
s), 6.64 (1H, brs), 8.60 (1H, s), 8.80
(1H, s), 10.50 (1H, br s).

LRMS : m/z 553 (MH")
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[ "HAmr (CDCls, 300MHz) &: 1.02 (3H, 1), 1.23 (3H, 1), 1.48 (3H, d), 1.58 (3H, 1),
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[ 2.40 (2K, q), 2.52 (4H, m), 2.90 (2H, m), 3.08 (4H, m), 3.30 (3H, s}, 3.60 (1H,

t m), 3.78 (1H, m), 4.56 (1H, m), 4.78 (2H, q), 5.30 (1H, br s), 6.66 (1H, br s),
E 8.63 (1H, d), 8.82 (1H, d}, 10.48 (1H, s).
. LRMS : m/z 552.3 (MH*)
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| "Hnmr (CDCls, 300MH2) 8: 1 (3H, 1), 1.22 (3H, 1), 1.48 (3H, d), 1.58 (3H, 1),

- 2.40 (2H, q), 2.54 (4H, m), 2.90 (2H, m), 3.08 (4H, m), 3.30 (3H, s), 3.61 (1H,

' m), 3.78 (1H, m), 4.56 (1H, m), 4.78 (2H, g, 5.25 (1H, br s), 6.66 (1H, br s),

E 8.63 (1H, d), 8.82 (1H, d), 10.48 (1H, s).

. LRMS : m/z 552.4 (MH")
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'Hnmr (CDCls, 400MHz) & : 0.95
(3H, 1), 1.20 (3H, 1), 1.40 (2H, m),
1.60 (3H, 1), 1.86 (2H, m), 2.25 (3H,
s), 2.46 (4H, m), 2.88 (2H, q), 3.09
(4H, m), 4.05 (2H, 1), 4.75 (2H, 1),
5.25 (1H, br s), 6.65 (1H, br s), 8.65
(1H, s), 8.85 (1H, s), 10.55 (1H, s).
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47

'Hnmr (CDCls, 400MHz)y & : 0.41
(2H, m), 0.62 (2H, m), 1.22 (4H, m),
1.59 (3H, t), 2.26 (3H, s), 2.48 (4H,
m), 2.98 (2H, q), 3.10 (4H, m), 3.98
(2H, d), 4.78 (2H, q), 5.27 (1H, br s),
6.68 (1H, br s), 8.65 (1H, d), B.85
(1H, d), 10.57 (1H, s).

a3 '\/\\

A — b

45

‘Hnmr (CDCl;, 400MHz) & : 0.82
(3H, 1), 1.22 (3H, 1), 1.60 (6H, m),
1.80 (1H, m), 2.00 (1H, m), 2.23 (3H,
s), 2.50 (4H, m), 2.85 (2H, m), 3.10
(4H, m), 4.22 (1H, m), 4.80 (2H, q),
5.20 (1H, br s), 6.70 (1H, br s), 8.60
(1H, s), 8.82 (1H, s}, 10.50 (1H, s).
LRMS : m/z 522.0 (MH*)

A b—

42

'Hnmr (CDClz, 400MHz) 3 : 0.82
(8H, 1), 1.22 (3H, 1), 1.60 (6H, m),
1.80 (1H, m), 2.00 (1H, m), 2.23 (3K,
s), 2.50 (4H, m), 2.85 (2H, m), 3.10
(4H, m), 4.22 (1H, m), 4.80 (2H, q),
5.20 (1H, br s), 6.70 (1H, br s), 8.60
(1H, s), 8.82 (1H, s), 10.50 (1H, s).
LRMS : m/z 522.0 (MH")
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§ (CDCl3): 1.10

E (3H, 1), 1.42 (3H, m), 2.50 (2H, m), 2.60 (4H, m), 3.19 (4H, m), 4.43 (2H, q),
: 8.40 (1H, d), 8.80 (1H, d).
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§ (CDCl):

E 1.04 (3H, 1), 1.39 (3H, 1), 1.45 (3H, 1), 2.41 (2H, q), 2.52 (4H, m), 3.08 (4H, m},
[ 4.38 (2H, q), 2.57 (2H, q), 8.38 (1H, d), 8.61 (1H, d).
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& (CDCls): 1.25 (3H, t), 1.39 (3H, 1), 2.82

- (2H, q), 3.03 (4H, m), 3.25 (4H, m), 4.50 (2H, q), 8.25 (1H, d), 8.56 (1H, d).
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5 (DMSOg): 1.13 (3H.1), 2.56 (2H,q), 6.42 (1H,5).
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[ 8 (DMSOgg): 0.90 (3H,1),
[L1.s4 (2H,m), 2.83 (2H,m), 14.00 (1H,s).
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: & (DMSOyg): 0.90 (3H,t), 1.68 (2Hm),

[
£ 2.86 (2H,1), 7.68 (1H,5), 8.00 (1H,s).
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S(CDCl3): 1.18 (3H, 1), 2.98 (2H, q), 3.22 (3H, s), 3.77 (2H, 1), 4.28 (2H, q),
6.03 (1H, s}, 7.36 (1H, s).
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[ 5(CDCle): 1.20 (3H, 1), 2.63 (2H, ), 3.32 (3H, ), 3.74 (2H, 1), 3.95 (2H, 9),

[
- 4.15 (2H, 1), 5.27 (1H, 5), 6.59 (1H, 5).
[

[ULRMS: m/z = 213 (M+1)*
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[ §(CDCly): 1.04 (3H, 1), 1.22 (3H, 1), 1.60 (3H, 1), 2.44 (2H, ), 2.54 (4H, m),

E 2.96 (2H, q), 3.12 (4H, m), 3.36 (3H, s), 3.81 (2H, 1), 4.27 (2H, 1), 4.80(2H, q),
[ 5.35(1H, s), 6.68 (1H, s}, 8.66 (1H, d), 8.86 (1H, d), 10.51 (1H, s).
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