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0008000400 000000 D0OC0O0O0OO0O0DOOODDOOODDOOODDOOODOOOOOOD
0000000000000 O000O000O00000000

0Do0Oooo0o

0000000000000 O000O000O000O000O000O000000000000
0000000000000 D000D00D0OO0ODOO0O0OO0ODOoOO(@OD: 0000000
O7/N000000000000203%)000000000000000GYWIO00000

010 O0OO0OO0DO00)OO0O)IJDOOODDOOHPLC-MSO OO O OHPLCO OO (C18,500 00,
OO019mm,00100mm)0 0 0000000000000 O0ODOOOOOOOODOOODOO
0000000000000 0DDOO0DDOO0D0DDO0O0DDO0O0D0O0O0DO0DO0DOO0ODOOnD
0000000000000 0D0D000D00O0D00O000000000O0O0OoDO0ooGOaDn
(230mg,42%)0 000 0O

ooooogao

O'H NMRO O OO O : (CDCIl;) 1.80 (m, 4H), 1.91 (m, 2H), 2.00 (m, 2H), 2.60 (m, 4
H), 2.77 (t, 2H), 3.45 (m, 2H), 3.83 (m, 2H), 4.01 (s, 3H), 4.26 (t, 2H), 4.64 (
m, 1H), 7.16 (m, 2H), 7.20 (s, 1H), 7.30 (m, 2H), 8.48 (m, 1H), 8.71 (s, 1H); O_
000000 : MH® 544.

oooooo

00000000000 D06-{[1-(2-000000000000)I0O0O0O0O-4-00700
0}-4-(3-000-2-00000000)-7-000000000000D00DO0DO0ODOOO :
04-(3-000-2-00000000)-7-0000-6-[(00000-4-00)0007]1000
00(29,50000)00000000000O000C(.05ml,60000)00000000
(loom)00O0D0DO0O0DO0O0DODO0ODDODO0OODDOODDOODO2-000000(0.52ml,50
000)0000D0OO0D0DO0OO0DODOODO010000D0D00O0DD0O0OO0DO0O0DNO0O0ODOODO
00000000000 DO0D0DDO0ODDO0D0DDO0O0DO0O0D0O0O0DO0DO0ODOoDODOOnD
0000000000000 O0DODO0ODDO(@OD:0000000077N00000000D0
00002%9)00000000000(1.69,65%)0 000
0
0

ooooo
"W NMRO O O OO : (CDCHy) 1.90 (m, 2H), 2.00 (m, 2H), 3.47 (m, 2H), 3.71 (t, 2

H), 3.83 (m, 2H), 4.01 (s, 3H), 4.36 (t, 2H), 4.65 (m, 1H), 7.15 (m, 2H), 7.21 (

s, 1H), 7.31 (s, 1H), 7.34 (s br, 1H), 8.46 (m, 1H), 8.71 (s, 1H); DO OO OD

O : MH" 509, 511.
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0DD0-4-00]0003 0000
4-(3-000-2,4-000000000)-7-0000-6-[(0000DO-4-00)00070
000 (200mg,0.480 0 00)0 00000000000 OO0(L70p 1,0.9500 00 )0
0000000 DO0OODODODOOOODONODOOOODONOOOOO0O0aGOn4opl,

480 00 0)000D0ODOOD0ODODODODoOODOSOODODDDODDODDODDODDODOODDOOOOORO

goMsoo OO OooOooOoOOOoDOoOOOoDOoOOoODOoOOoODoDOoOO0/ZICODocooooooon)(

0)O00O0OO0OO0OHPLC-MSO O O O O HPLCO OO (C18,500 00 ,0 0 19mm,0 O 100mm)

0 I e e A 1 0 6 O A O A R I R B A

0odoo0ooDoooDoooDooo(@Ooo:oopo0ooDOooo/7NDOD0OO0ODODOOoOOoOOoOan

003w)DDODO0D0D0D0D0D0DO0D0DO0D0ND0D0NDO0D0NDO0D0NDO0D0NDO0D0NDO0D0DoODoDoOoDooDoooooan

00000 (35mg,15%)0 00000

Oo0oooao

'H NMRO 0 0 0 O : (DMSOdg) 1.67 (m, 2H), 2.02 (m, 2H), 3.35 (m, 2H), 3.61 (s,
(m

H), 3.73 (m, 2H), 3.94 (s, 3H), 4.72 (m, 1H), 7.23 (s, 1h), 7.42 (m, 1H), 7.58

m, 1H), 7.86 (s, 1H), 8.37 (s, 1H), 9.61 (s br, 1H); 00000 OO : MH 479.
00000

0000000000 04-(3-000-2,4-000000000)-7-0000-6-[(00
00-4-00)000]0000000000000000:
4-[(4-000-7-000000000-6-00)000]00000-1-00000tert-0
0 (49,10.10 0 O O ,PCT Int.Appl.wW02003082831,0 0 0 00000)00000O000
(som)0 0000000000 003-000-2,4-000000000(1.79,10.100
0)ODOOOOOOOOSNOHCI(2mI)DDOODOOOOOOOS80O0O300000000
0000000000000 O000O000O0000000000000000000(
00:0000000077N0000000000005010%)04-(3-000-2,4-000
00O0D00)-7-0000-6-[(00000-4-00)000]1000000000O00(3.63g
,85%)0 00000

0Do0Oooo0o

O'H NMRO O O OO : (CDCIy + CD3C02D): 2.15 (m, 2H), 2.30 (m, 2H), 3.34 (m, 2H),
3.47 (m, 2H), 4.01 (s, 3H), 4.91 (m, 1H), 7.03 (m, 1H), 7.58 (m, 2H), 7.90 (s,

1H), 8.55 (s, 1H); 0 OO OO OO : MH® 421.
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0-4-00]10003}-7-000000000 (350mg,0.660000)0000000 (2.600
00)DOOO0DOOO0OO0ODO00O(220mg,1.330000)00000000000O0(GHNIO0O
00000000090 0200000000000000000000000000O0
0000000000000 D000D00D0OO00D0OO0O0OO0ODOO0ODOODDOONODOOoodaO
0000000000000 O000O0O00O0O00O0O0OO0O0O0O0O0O0(@O0: 000000
D07/7N0000000000002%)00000000000000000000
000000

00000000000 04-(3-000-2,4-000000000)-6-{[1-(2-00000
0000000)IOO0O0ODO0-4-00]10003}-7-00000000000000002-0
0000004-(3-000-2,4-000000000)-7-0000-6-[(00O000-4-00
)y0ODO]OOODODOOO0OO0OO0OO0O0200000000000000000000000464
g0 O O 74%0

Dooooao

O'H NMRO O O O O : (DMSOdg) 1.70 (m, 2H), 2.03 (m, 2H), 3.30 (m, 2H), 3.74 (m,
2H), 3.83 (t, 2H), 3.94 (s, 3H), 4.28 (t, 2H), 4.73 (m, 1H), 7.23 (s, 1H), 7.40
(m, 1H), 7.58 (m, 1H), 7.86 (s, 1H), 8.37 (s, 1H), 9.59 (s, 1H).
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O (00D a4)
04-(3-000-2,4-000000000)-7-0000-6-{[1-{2-(00000-1-00)0
00000000}y oOoOoD0-4-00]1000300000

000000000000 00((0.22ml,2.60000)0000000190mg0 OO 51%0
Ooooooo

O'H NMROD O OO O : (CDCIl;) 1.80 (m, 4H), 1.90 (m, 2H), 2.00 (m, 2H), 2.57 (m, 4
H), 2.76 (t, 2H), 3.43 (m, 2H), 3.83 (m, 2H), 4.01 (s, 3H), 4.25 (t, 2H), 4.64 (
m, 1H), 7.07 (m, 1H), 7.21 (s, 2H), 7.30 (s, 1H), 8.32 (m, 1H), 8.66 (s, 1H); O_
000000 : MH® 562.

ooooogao

O (00OD05)
04-(3-000-2,4-000000000)-7-0000-6-{[1-{2-(00000-1-00)0
00000000YoOoOoOo-4-0010003Y00000

00000000000 DDOO0OD0DOO0OO0DOOe3mgd 00O 52%0

oooooao

O'H NMROD O O DO O : (CDCl;) 1.45 (m, 2H), 1.60 (m, 4H), 1.90 (m, 2H), 2.00 (m, 2
H), 2.46 (m, 4H), 2.63 (t, 2H), 3.43 (m, 2H), 3.83 (m, 2H), 4.01 (s, 3H), 4.24 (

t, 2H), 4.64 (m, 1H), 7.07 (m, 1H), 7.18 (s br, 1H), 7.21 (s, 1H), 7.30 (s, 1H),
8.33 (m, 1H), 8.67 (s, 1H); 0 DO DO O DO : MH" 574.
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0000000000000 0D0D000D00O0D00O000000000O0O0OoDO0ooGOaDn
0000000000000 0DDODO0ODD0DO0DDO0OO0DO0O0D0O0O0DO0DO0ODODO0ODOOnD
0000000000000 0DD0DO0O0DO(@OD:0000000077N00000000
0000203%)0000000000000000000000
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O (0 0D0es)
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0000000000000 0D000000D0150mg0 0054%(0.50000000000
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ooooogao

O'H NMROD O OO O : (CDCl;) 1.44 (m, 2H), 1.60 (m, 4H), 1.88 (m, 2H), 2.00 (m, 2

H), 2.46 (m, 4H), 2.63 (t, 2H), 3.43 (m, 2H), 3.82 (m, 2H), 4.01 (s, 3H), 4.24 (

t, 2H), 4.64 (m, 1H), 7.16 (m, 2H), 7.20 (s, 1H), 7.30 (m, 2H), 8.48 (m, 1H), 8.

71 (s, 1H); 0000 DO0OO: MH® 556.

oooooo

O(@ono7)

04-(3-000-2-00000000)-6-{[1-{2-(0 00000000000 0ODOOO}I
0000-4-0010003-7-000000000

0000000000000 0000000000100mg00046%(0 000000000
00000000000 DOO0)O

oooooao

O'H NMROD 0 OO O : (CDCI;) 1.04 (m, 6H), 1.90 (m, 2H), 1.99 (m, 2H), 2.59 (m, 4

H), 2.73 (t, 2H), 3.72 (m, 2H), 3.82 (m, 2H), 4.01 (s, 3H), 4.18 (t, 2H), 4.64 (

m, 1H), 7.16 (m, 2H), 7.20 (s, 1H), 7.31 (m, 2H), 8.48 (m, 1H), 8.71 (s, 1H); O_
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0o0o0ooogo: MH
ooooogao
O (0008
04-(3-000-2-00000000)-7-0000-6-{[1-{2-(0 0000-4-00)000
000000 Ooo00o0-4-0010003Y00000
0000000000000 O0D0DOO0OO0DOO140mgd O O 62%0
oooooao
O'H NMROD O OO O : (CDCIl;) 1.91 (m, 2H), 2.00 (m, 2H), 2.53 (m, 4H), 2.65 (t, 2
H), 3.44 (m, 2H), 3.72 (m, 4H), 3.83 (m, 2H), 4.01 (s, 3H), 4.25 (t, 2H), 4.64 (

m, 1H), 7.16 (m, 2H), 7.20 (s, 1H), 7.31 (m, 2H), 8.48 (m, 1H), 8.71 (s, 1H); O 10
0000000 : MH® 560.

ooooogao

0O (0ooo)
04-(3-000-2-00000000)-7-0000-6-{[1-{2-(4-00000000-1-00

Yyl 0OoOoOoDOoOoOoOOo}YyOoOOoOo-4-00]10003Y0 0000
0000000004-000000000000000110mgd OO 50%0

oooooo

O'H NMRO 0 0 OO : (CDCI3) 1.89 (m, 2H), 2.00 (m, 2H), 2.28 (s, 3H), 2.6-2.3 (m

, 8H), 2.68 (t, 2H), 3.44 (m, 2H), 3.82 (m, 2H), 4.01 (s, 3H), 4.25 (t, 2H), 4.6

4 (m, 1H), 7.16 (m, 2H), 7.20 (s, 1H), 7.31 (m, 2H), 8.48 (m, 1H), 8.71 (s, 1H); 20
0000000 : MH® 573.
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