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1.30 (311, 1, J = 7.0 Hz, NCH,CH3), 2.60 (3H, s, C(S)Me), 4.09 201, g, J = 7.0 Hz,
NCILCH3), 6.71 (1H, d, J = 16.0 Hz, -CH=CH-Ph), 7.25 (111, d, J = 16.0 Ilz, -CH=CI1-
Ph), 7.27 (1H, bd 1, J = 7.8 Hz, C(4™ID), 7.36 (21, br t, J = 7.8 Hz, C(3”)H+C(5™)H),

7.46 (2H, br d, J = 7.8 Tz, C(2")HHC(67)H)
MS (EI): 313 (M™+1), 284, 261, 182
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'HNMR: (400 MlIz, DMSO)

1.13 (3H, t, J= 7.0 Hz, NCH,CH3), 2.56 (3H, s, C(5)Me), 3.47 (311, s, NMe), 3.91 (211, g,
J = 7.0 Hz, NCIL,CH,), 6.82 (1H, d, J = 16.0 Hz, -CH=CH-Ph), 7.26 (11, bd t, / = 7.4
Hz, C(4")H), 7.36 (2H, br t, J = 7.4 Hz, C3")H+C(5MH), 7.50 (1H, d, J = 16.0 Hz, -
CH=CH-Ph), 7.63 (2H, br d, J = 7.4 Hz, C(2”)H+C(6™)H)

MS (EI): 326 (M'+1), 272, 190

O
O
O

o R |
OJ
O
O
O
O
O
O
O

OO0 ooooggogao
OoooooooQgoo
OoooooogoQgoo
OooooooQgoo
Oo0oooooggogao
Ooooooggogao
OoooooooQgoo
Oooooogogogao
OooooooQgoo
OooooooQgoo
Oooooogoggoo
Ooooooogoo
Ooooooogoggoo
Ooooooogoo
Ooooooogoggoo
Ooooooogoo

O oOooo

O OooOg

O oOooo

O 0Ooo

O oOooo

O 0Oooo

O oOooo

O

O

O

O

O

O

O

O

O Oooo
O 0ooo
O Oooo
O 0O oo
O Oooo
O 0O oo
O Oooo

OO0ooooogoogdg
O 0O oo

OoooooooQgdg
OoOooooogoggdg

[ I B [ |

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

Ooo0Ooo0ogao
O o0Oo0ooao
Ooo0Ooo0ogao
[ I B I A o Ry

O oOoogooo
O
O
O
O
O
O
O
O
O
O
m]
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
\-«_
0
/
I= o
>o )
IZ)

DCoooDooOooooono ~f
e e O e O e e e O o R o A
O e e T e O e e e O e O o A
o e e O e O o e e e o O o A
T e T e e e O e O o A
O e e e O o O o A
e T e e e O e O o A
O e e e O o O o A
T T e e e O e O o A
T o e e e o O o A
T T e e e O e O o R
O O e e e O e O o A
T T e e e O o O o A
e O e e e O o O o A
T e T e e e O e O o A
e T O e e e O e O o R
T e T e e e O e O o R
m e e e T O e e s R
T T e e e O e O o A
T O e e e O e O o A
o e o O O O e s I s O
O T e e e O e O o A
e O e s e O o R o A
T T e e e O o O o A
e O e e O o O o A
T T e e e O e O o A
O e e e O o O o A
O T e e e O e O o A
O e e e O o O o A
T T e e e O o O o A
O O e e e O o O o A
o T T e e e O e O o A
O o e e e O o O o A
O T e e e O e O o A

O
O
O
O

Oo0oooogodogooao

Ooo0ooooQgooao

Ooooogogoao
Oooo0ooogoogoao

10

20

30

40

50



(36) JP 2010-511628 A 2010.4.15

0000000000000 00000
0000000000000 0000000000000000000000000000
0000000000000 0000000000000000000000000000
0000000000000 0000000%00,0000000000000000
0000000000000
000000
0000000000000 0000000
00000 000000000 0000000000000000000
000000
00000
o
///\\\N O
\

°>L_
C

Iz

O Oooooogodg
Oo0Ooo0Ooood
OoOoo0oooogod
OO0oo0oooogod
OoOoo0oooogod
O0Ooo0oooogd
OoOooooogod
O0oo0oooogod
OooOooooogod
O0Ooo0oooogd
OoOoo0ooogod
O0Oooooogod
OOoo0ooogod
O0Ooo0oooogd
OooOoo0oood
OOoo0oooogod
OoOoo0ooood
OOoo0oooogd
OoOoo0ooood

OooOoooooooooooooogogog
OooOoooooooooooooOoooO
oo oocoooooooooooogog

O oo oo ooo o0 oo ooogQgoo
Ooo0oooQgogoao

OoOoooogogogao
Ooo0oooQgogoo
Ooooogogogao
Ooo0oooQooao
Oo0ooogoQgogao
Ooo0oooQoogoo
Oo0ooogogogao
Ooo0oooOoogoao
OooooQgogao
Ooo0ooooOoogoao
Oo0ooogoao
OoooooOoogoao
Oo0oooQgoao
OooOooooOooOoao
Oo0oooQgoao

O Oooo
O Oooo
O 0Oooo
O 0Oooo
O Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
[ |
O d
[ |
O d
[ |
O O
O d
O O
O d
[ |
O d
[ |
O d
[ |
O d
[ |
O d
[ |
O d
[ |
O d
[ |

OO oD oD oo ooooggogog
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
m]
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

Oooooooooogog
OJ

)

gooooooooboogoobooobbobooobobooobbooobboooooboao
goobobooooobooooboooboobobooobboooooboboooobobooooonan
ooocooobooboooooooooobobboboooooooobobobboboyooboooboao
gooooooooboogoooboogoboboboooboboooobbooobobooooobno



OoOoooooooooooooogoooooo

O oOoooo

Oo0oooooooooogogQgoood

OooDoooDooooooogood
OocoOoooooooooooOoooOod
OO0 0o ooogogoooooggogHE

O

Oooooooooooooooooogoogoog
OooOoooooooooooo0oobooOooOood

O

00O
oo
0o
g
00O
oad
0 x
00O
0o
g
g
oo
g
g
00O
oo
g
00O
oo
g

OO0 oDoooooooooogoQgogooo

OO0 O0DooocgogooDooogogogoao

O
0
g
u
0
g
t
0
g
g
U
0
g
U
0
U
t
O
g
o

Ooooooogogooao

O Oooo

O
O
O
O
O
O
O
O
O
O
(]
O

Ooooooooooodg
Oo0DoDoogogogooood
Ooooooooooodg
OoDoooogogogoooogod
Ooooooooooodg
Oo0ooogogooooogod
Ooooooooooodg
Oooooogooooood

Ooo0oooOooOooo

O Oooo
O Oooo
O 0Oooo
O 0Oooo
O Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo

O
O
O
O
O
O
O
O
O
O
O
O
O

OOooooogogdg
OooooooQgdg
OOooooogogdg
Oooo0oooQgdg
OOooooogogg
Oooo0oooQgdg
Oooooogogdg
Oooo0oooQgdg
OOooooogogdg
OoOoo0ooodgdg
Oooooogogdg
OoOoo0oooQgodg
OooooogogQgg

O Oooo

O Oooo

O Oooo

O O0ooo

O Oooo

O 0Oooo

O Oooo

O 0Oooo

[ I Ry |

O Oooo

O

Oooooogoooao
Ooo0oooooOoooOoao
Oooooogoooao
Ooo0ooooOooooOoao
Oooooogogoooao

(]

O O0ooo

O Oooo

O
O

37

O
O
O
O
O
O
O
O
O

O0Ooo0oo0ooao

[

Oooooooogogoo

OB

OooooogoQgg
OoOoo0ooodoadg

Oooooogoooaoo
OOoo0ooooOooOoooOoao
Ooooooogogoooaoo
OOoo0ooooOooOooOooOoao
Oooooogoooao
OO0 o0ooogogooao
Oooooogogoooaoo
OO0 oooodgogooao
Oooooogogoooao
Oooooogogooao
Ooooooogooooaoo

O Ooooo

OoOoo0oooaog

[

OoOoo0oooodgadg
OooooooQgdg
O0ooooogogdg

OoooooQgdg
OOooooogoogdg
OoooooooQgdg
OOooooogogg
OooooooQgdg
OO x Oooogoogdg
Oooo0oooQgdg
OOoooooggdg
Oooo0oooQgdg
OOoooooggdg
OoOoo0oooQgdg
OOooooogogdg
OoOoo0ooodgdg

JP 2010-511628

O O0Oo0oooao
oo ooooooQgogoo

Oooooogoooao

O 0Ooo0ooo

O
O
O
O
O
O
O

O 0Ooo0oo0ooao

O

2010.4.15

Oooooogogoooao
Ooooooooooaoo
Oooooogoooao
OoooooooOoooaoo

10

20

30

40

50



(38) JP 2010-511628 A 2010.4.15

goooano

O O
0O O

goooao
goooaon
goooao
goooao
goooao
goooao
goooao
goooao
goooaon
oooao

Oooooogogoao
]

Oooooogogoao
Ooo0ooogogooao
Oooooogogoao
Ooo0ooogogooao
Oooooogogooao
Ooo0oooogogogoao
Oooooogogooao
OOoo0ooogogooao
Oooooogogogoao
OOoo0ooogogooao
Oooooogogooao
OOoo0ooogoOooao
Oooooogogoao
OO0 o0o0ooodgogogao
Oooooogogooao
OO0 o0o0ooodogoao
Oooooogogooao
OO0 o0o0ooodgogoao
Oooooogogogoao
OOo0oo0ooodgogoao
Oooooogogooao
OOo0oooodgogoao
Oooooogogooao
Oo0oooogogoao
Oooooogogooao
Oooooodgogooao
Ooooooogogogooao
Oooooodgogooao

OoooooQgogXe
OooOooooogoB

O Oooo
O 0Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0ooo
O O
[ |
[ |
[ |
[ |
[ |
[ |
O d
[ |
O d
[ |
O d
[ |
O d
[ |
O d
[ |
O d
[ |
O O
[ |

DO OoQgoooog
O O
O g
O O
O g
|
O O
O O
O O
O O
O O
O O
O O
0O O
m]
0O O
O
OJ
O
OJ
O
OJ
O
O
O
O
O
O
O
O
O
O
O
O
O

OoOooooooooooo0oooDooogogogoooao
OO0 ooo0oU0oooDooooUooDooggoooao
O d

O

Oo0oooOoooooooooobooooooOoooOod
Oooooooooooooooogogooogogood

Oo0oooooooooo

OMe 0 OMe

Br P(OEt); (EtO),P
OMe OMe

O

=

@
-
=
=

T
;O
Q
=
[40]
9
os

O O
O

OooooooQgg
Oooooogoogdg
OooooooQgdg
OOooooogogdg
Oooo0oooQgg
OOooooogogg
Oooo0oooQgdg
OOooooogoggg
OO0Ooo0o0ooaod
Oooooogoogdg
Oooo0ooodgdg
Oooooogoogdg
OoOoo0oooQgodg
Oooooooogg
OoOoo0oooodgadg
Ooooooogoogg
OoOoo0oooodgadg
OoooooooQgdg
O 0O0o0ooooaog
O O0Oo0oood
O O0Oo0ooooaog
O Ooo0ooooao
O O0Oo0ooooaog
O O0o0ooooao
O Oo0ooooaog
O Oo0o0ooooao
O O0Oo0ooooaog
O Ooo0ooooao
O Oo0ooooaog
O Ooo0ooooao
O O0Oo0ooooaog
O OoOo0oo0oooao
O 0Oo0ooooaog
O Ooo0oo0oooao

O 0Ooooo
O Ooogoao
O 0Ooooo
O Ooogoao
O 0Ooo0ooo
O Ooogoao
O 0Ooo0ooo
O 0Ooogooo
O 0Ooo0ooo
O Ooogooo
O 0Ooo0ooo
O Ooogooo
O 0Ooo0ooo
O Ooogooo
O oOooo
O o0Ooo
O oOooo
O 0Ooo
O 0Oooo
O 0Ooo
O 0Oooo
O 0Ooo
O oOooo
O 0Oooo
O o0Ooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0Oooo
O 0Oooo
O o0Oooo
O oOooo
o9 0Oo

Oo0oooooooooooogoQgg
OO0 oDoDoogog4gogogoooogogdg
O 0Ooo0ooo

OooooooooooogoQgs
OO0 oDoDooogoggogoooooggdg

Oooooooooooogs
OO0 oDoDooogogogogooooogogdg



ooonD
oooaon
goono

gogoao
ggoao

O O0Ooocoooooooooooooan
OoOoooooooooooooogoaog
OooDoooo0oooooQgooaoo
O O0Ooocoooooooooooogoo

0

O

OO ooo0oooooooooooogodg

OO0 OoDooo4o0gooooogogdQgoooao

000000000000
ooooooooooooo®ooooooooo®oooo®oooOO
0000000000000 D0O0DD0DO0ODO0OO0ODO0OO0OO0aO

Oo0ooooooooooogogoao
OO0 ooDoogog4gogoooogogogao
Oooooooooooooogogogoao
OO0 ooooog4ogooooggogoao
Ooooooooooooogogogoao
OO0 ooDoooooooogogoao
Oooooooooooooogogogoao
OOo0oooooogooooogogoao
Oooooooooooooogoogogoao

'HNMR: (400 MHz, DMSO)

OMe

OO0 oDoooooooooogdg
OO0 oooooooooooogodg
OO0 oDooooooooooogdg
oo oooooooooooogodg
OO0 oooooooooooogdg

OMe

(39)

Ooooooooogooooao

O

[ |

OO0 oo ooooooooogdg
Ooo0oooooooooooogod

oo ooooogoQgoooo

O

O O

OoOooDDoooDOooooogooogo
OoooOooooooboooooOoQgano
OoOooDoooDOooooogooogo
OoooOooooobooooOoQgoano

O O0ooooogHXe

OoOooo0ogoaod

OO0 oo oooooooooogodg

OO0 oooogogooooogd

O o

OO0 oooooooooooogodg
OO0 QOo X ooooogooooogd
OO0 oooooooooooogodg
OO0 oDooooogoooooogdg
OO0 oooooooooooogodg
OO0 oDooDoooooooogdg
OO0 oooooooooooogodg
OO0 oDooooooooooogdg
OO0 oooooooooooogodg

1.24 (3H, 1, J = 6.7 Hz, NCH,CH?), 2.55 (3H, 5, C(S)Me), 3.46 (3H, s, NMe), 3.76 (3H, s,
OMe), 3.82 (311, s, OMe), 3.90 (211, q, J = 6.7 11z, NCIZ;CIL), 6.74 (111, d, J = 16.0 Hz,
CH=CH-CsHy(OMe)y), 6.92 (1H, d, J = 8.2 Hz, C(5")H), 7.09 (21, dd, J = 8.2, 1.2 Hy,
C(6™), 7.26 (1H, d, J = 1.2 Hz, C(2")H), 7.63 CH, br 4, J = 7.4 Hz, -CH=CII-

ColL(OMe))

O
O
O

Oooooooooooaog
OO0 o0oDoodogooao
Oooooogoooao
OO0 o0ooodgogoooao

Ooooooogooooaog

O

Do OooQgooo

O 0Ooo

O Ooooo
O OooOooo
O Ooooo
O OooOooo
O Ooooo
O OooOooo
O Ooo0ooo
O OooOooo
O 0Ooo0ooo
O Ooooo
O 0Ooo0ooo
O Ooooo
O 0Ooo0ooao
O Ooooo
O 0Ooo0ooOoo
O Ooooo
O 0ooo
O Oooo
O 0O oo
O 0Oooo
O 0Ooo
O 0Oooo
OO oo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O Oooo
O O0ooo
O Oooo
O 0Oooo

O0Ooo0oooaoo
O 0Oo0Ooooo
O0Ooo0oooaoo
O 0Ooo0oooao
O0Ooo0oooao
O0Ooo0oooo
O 0Ooo0oooao
O Ooo0ooooo

O
O
O
O

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
(]

JP 2010-511628 A 2010.4.15

10

20

30

40

50



Ooooooo4oooooo4o0oooDooo oD oo oDooo oo oDoDooooDooogooao

O Oooo

O oOoooo
O 0OoOooo
O oOoooo
O 0Ooooo
O oOoooo
O 0Ooooo

o000 0o Qoo ooDoogo4gogooooo

Ooooooo4o0ooooo4oooDoooo4o0D oo oooo oo oDoDooooDooogooao
e e A s e s e e e e ) e e A s e Y
OooooooQo0ooooo4o0DooDooooo0D oo oooo oo oDoDooooDooogooao

Ooooooooooooooooogao

O oOood

O Oooo

O oOood

O Oooo

o000 oo0o Poggogoooogg =2\ooog

OO0 ooDoo4odUoooDooggogoooogd

I O o [

O
O
O
O

Oooooooogdg
OOooooogg
OoooooooQgdg
OOooooogg
OoooooooQgdg
Ooooooogg
O 0Ooo0oooao
O Ooo0ooogoao
O 0Ooo0oo0oo0oao
O Ooo0oooao
O 0Ooo0ooo0oao
O Ooo0oooao
O 0Ooo0oo0oo0oao
O Ooo0oooao
O 0Ooo0oo0oo0oao
O Ooo0oooao
O 0Oo0oo0oo0oao
O Ooo0oooao
O 0Oo0oo0oo0oao
O Ooo0oooao
O O0Oo0ooogoaog
O Ooo0oooao
O Oo0ooogoaog
O Ooo0oooao
O Oo0ooogoao
O Ooo0oooao
O Ooo0ooogoao
O Ooo0oooao
O Ooo0ooogoao
O 0Ooo0oooao
O Ooo0ooogoao
O 0Ooo0oooao
O Ooo0oooao

O 0Ooo0gooo
O O ogogo
O 0Ooo0ooo
O Ooogoo
O 0Ooo0gooo
O Ooogoo
O 0Ooo0ooo
O Ooogoo
O 0Ooo0ooo

O
O
O
O
O

O oOoooo
O 0Ooooo
OoOoooo
O 0Ooooo

O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O

O Oooo

O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O

O Oooo

O Oooo

O O oo

O Oooo

O Oooo

O Oooo

O O ogo

|

[ i Ry

O 0Oooo

O Oooo

O oOoooo
O oOoo0ooo
O oOoooo
O oOoooao
O oOoooo
O oOoo0ooao
O oOoooo
O 0Ooooao
O oOoooo
O 0Ooo0oo0oao

O Oooo

O O ogo

O 0Oooo

O 0o oo

O Oooo

O O oo

O 0Oooo

O 0o oo

O
(]
O
O
O

O Oooo

O Oooo

O
O
O
O

O 0o oo

O Oooo

O 0o oo

(40)

O Oooo

goad

[ |
O d

Ooooo =

O
O

O
O

O 0o oo
O Oooo

O
O
O
O
O
O

O
O
O
O

O 0Ooo0oo0oao
O oOoooo
O 0Oo0oo0oao
O oOoooo

O
O
O
O
OJ
O

O
O
O
O

O 0o oo

O Oooo

O 0o oo

O Oooo

O

O Oood

O

O oOood

O

O oOoooo
O 0Ooooo
O oOoooo

O

O

O

O

O

O Oooo

JP 2010-511628

goooooao

O d
[ |
O d
O
O
O
O

OJ
O
O
O
O
O
O

O O ogo

O Oooo

O O oo

O 0o oo
O O
O

2010.4.15

gooano

O 0Ooo0ooo

10

20

30

40

50



O oOoooo
O 0OoOooo
O oOoooo
O 0Ooooo
O oOoooo
O Ooooo
O oOoooo
O Ooooo
O oOoooo
O Ooooo
O oOoo0ooo
O 0Ooooo
O o0Ooo0ooo
O oOoooo
O oOoooao
O oOoooo
O o0Ooo0ooao
O oOoooo
O o0Ooo0ooao
O oOoooo
O 0Ooo0ooao
O oOoooo
O 0Ooo0oo0oao
O oOoooo
O 0Oo0oo0oao
O oOoooo
O 0Oooo
O oOoooo
O 0Ooooo
O oOoooo
O 0Ooooo
O oOoooo

O Ooooo
OO oO0ooog
O Ooooo
OO oO0ooog
O Ooo0ooo
OO oOooog

O Oooo

O oOoooo
O 0OoOooo
OoOoooo
O 0Ooooo
O oOoooo
O 0Ooooo

O Ooooo
O 0OoOooo
O Ooooo
O OoOooog
O Ooooo
O OoOooo
O Ooooo
O OoOooo
O Ooooo
O OooOooo
O 0Ooo0ooo
O Ooooo
O 0Ooo0ooo
O Ooooo
O 0Ooo0ooao
O Ooooo
O 0Ooo0ooao
O Ooooo
O 0Ooo0ooOoao
O Ooooo
O 0Ooo0ooao
O Ooooo
O 0Oo0ooOoo
O Ooooo
O 0Oo0ooOoo
O Ooooo
OO oOooo
O Ooooo
OO oOooo
O Ooooo
O OoOooo
O Ooooo

O Ooooo
OO oOgooao
O Ooooo
O Oo0goao
O Ooooo
O OoOooao

O
O
O
O
O
O

O
O
O
O

|
[
|
|

OOoo0oooaoo
O0Oo0Oo0ooo
O0Ooo0oooaoo
O0Oo0oooao
O 0Oooo
O 0Ooo

O
O
O
O
O
O

O
OJ
O
OJ
O
OJ
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
OJ
O
OJ
O
OJ
O
O

Ooo0ood

O Oooo

O oOood

O Oooo

O O oo

O Oooo

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

I Y o Y

O Oooo

O 0o oo

O Oooo

O Ooogoo

O O0ooo

O Oooo

O 0Oooo

O 0o oo

O 0o oo

O Oooo

O 0o oo

(41)

O Oooo

O 0o oo

O Oooo

O 0o oo

O Oooo

O 0o oo

O Oooo

Ooo0ood

O Oooo

JP 2010-511628 A 2010.4.15

O O oo

O Oooo

I Y o [

O 0Oooo

O

O

O Oooo

O

O

o0
g
10
oggoao
O
20
od
g
30
40
oooooogoao
og
ud
o0 50



OoOoo0oooo
OO0Oo0oooog
Oo0Ooo0oooo
O0Ooo0oooog
OoOoo0oooao
O0Oo0oooog
Oo0Ooo0oooo
OO0Oo0oooog
I B
OOooooaog
O0Ooo0oooao
OOoo0oooog
O0Ooo0oooao
OoOooooaog
O0Ooo0oooao
OOoo0oooaog
I B
OoOooooaog
O0Ooo0oooao
OoOooooaog
I B
OoOoo0oooog
O0Oo0oo0ooao
OoOoo0oooaog
O0Oo0Ooo0ooa.o
OoOoo0oooogo
OO0Oo0oooog
OoOoo0oooao
OO0Oo0oooog
OoOoo0oooao
O0Oo0oooog
O0Ooo0oooo
OOoo0oooog
Oo0Ooo0oooao

OO0 ooooogoQgog

O
O
O
O
O
(]

O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O

Oo0Ooo0ooOooood
OOoooogoogod
O0Ooo0ooOoo0oood
OoOoooogoogood

O
O

Oo0oooogooao
OO0 ooogoQgogoao
Oo0oooQgooao
OO0 oOoogoQgogoao
Oo0oooQogooo
OOo0oOoogoQgogoao
OooooQgooo
OoooogoQgogoao
Ooo0oooQgooo
OoooogoQgogooao
Ooo0oooogooao
OoooogoQgooao
Ooo0oooOoooo
OoooogoQgooao
Ooo0oooOoooao
OoooogoQgooao
Ooo0ooooOoooao
Oo0ooogoQgooao
Ooo0ooooOoooao
OooooQgooao
Ooo0oooooOooOooao
OoooooQgooao
OoooooOoooao
OooooQgooao
OooOoo0ooOooOooOoao
Oo0oooogooao
OO0 oOoogooQgogoao
Oo0oooQgooo

OoooooQgooao

O 0Ooo
O 0Oooo
O 0Ooo
O 0Oooo
O 0Oooo

Ooooooogoodg

O 0O oo
O Oooo
O 0O oo
O Oooo
O 0Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0ooo
O Oooo
O 0ooo
O Oooo
O 0Ooo
O Oooo

OO0 ooooogoQgog

Ooooooogoodg

oo ooooogoQgog

OOoo0oooo
O Oo0oooao

OO0 oooooggog

OoOoo0oood
OOoo0ooodg
OoOoo0oood
OOoo0ooodg
OoOoo0oood
OoOoo0ooodg
Oo0Ooo0oood
OoOoo0ooodg
O0Ooo0oood
OoOoo0ooodg
O0Ooo0oo0ood
OoOoo0ooodg
O0Ooo0oood
OoOoooodg
I B
OoOoooodg
O0Ooo0oood
OoOoo0ooodg
O0Ooo0oood
OoOooood
OO0Oo0ooodg
OoOoo0oood
OO0oOo0ooodg
OoOoo0oood
OOoo0ooodg
OoOoo0oood
OOoo0ooodg
OoOoo0oood
OoOoo0ooodg
Oo0Ooo0oood

O
OJ

O
O

(42)

JP 2010-511628 A 2010.4.15

O OooOooo
O 0Ooo0ooo
O OooOooo
O 0Ooo0ooao

O
O
O
O
O

g

goooooao
goooood

t

goooooao
goooooobao
goooooao
gbooooaogao
gooooooboboao
gboboboooobboogodd
gooooobooooao
gooboooobobogd
gboboboooobboogdd

10

20

30

40

50



(43)

oo oooobboouobobuooobobooon
ododoobobooooboooooboooooboooood
goooooooooooooooooooo0oonoao
ooooooaoad
Oooooooooooooooooo0oonoao
oooooao
goooooooooooooooooooooooao
goooooooooooooooooooooonoao
gooooooooooooooooooooooOoao
oodoobobooooboooooboooooboooood
oo0oooooooooooooooooooooonOoao
goooooooooooooooouoooouoon0oao
O0o0oO0oo0oOoaoano
goooooooooooo0ooooOoaodd
oooooao
goooooooooooooooooooo0oonOoao
gooooooooooooooooooooooOoao
0doooobooooobobooooboboboooboooood
oo0oooooooooooooooooooooonOoao
gooooooooooooooooooooUooOoao
oo oooobbuoouobobuooobobobooon
Ooo0ooo0ooo0oooooooooooooooooonoao
goooooooooooooooooooooonoao
gooooooooooooooooooooooOoao
ododoobobooooboooooboooooboooood
gooooooooooooooooooooooUoao
0doooobooooobobooooboboboooboooood
O
oooooao
gooooooad
Ooo0ooOoooOoooao
ooooOooao
Ooo0oo0oooOoao

54 wELL

EE®EA (%) e (%)

B 50-95 70-90
BREELOD—Z (Z15) 1-35 5-15
ARHYLEaARY T — 1-35 5-12.5
KB F FU L 0.1-1.0 0.2-0.6
EFOxoFOCAAFLELO—R 0.5-5.0 1-3
ATFTYEBIT R4 ¢.5-5.0 i-3

O
|
O
O

OOoo0oooaoo

Oo0oooodQgooaoo

|
|
|
|

OoOoo0o0odgao

OoOo0ooooogoo

O

O Oooooaoo

Oo0oooodQgooaoo

JP 2010-511628 A 2010.4.15

OoOoo0oo0odgao

OoOo0ooooogoo

|

O
O
O
O

OOoo0oooaoo
OO oOooo
O Ooooo
O OoOooo

Oo0oooodQgooaoo
OOo0oooogodgogoao
Oo0ooooQgooaoo

O
OJ
O
O

BRbLFELL

75
10.6
10.0
0.4
2.0
2.0

oggoao
ugdgao
oooobooao
goooaon

oooooao

ooooooao
ooooobooao

goooooooboogooobooobobbooobobooobbooobboooooboao
goooboooooobooooboooobobboooobbooooobobooooboooooan

10

20

30

40



[ s e e ey e e s [ [ |

Ooo0oooooQgs

e e ) ey e e A A A

Ooooooo0oooooQgooo

I e e e ey ey [ Iy

O o0Doooogoge

Oooooo0oooooOoooD oo oDooooogogoogao
OoooOooooooooooooooooooooO0onOgoabo

Oo0Doooo4dgoooooggQgogaono

Ooooooo0ooooooo0ooooooooooaogoo
OO0 o0oDoodooooo4ggooDooogoggogooao

O

Oo0o0oooodoooouooddoooDooUoUgooooooggg

O
O

(]

O Ooooo
O OoOooo
O Ooooo
O OooOooo
O Ooooo
O OooOooo
O 0Ooooo
O Ooooo
O Ooo0ooo
O Ooooo

Oooo0oooodg
OOoo0oooogd
OooOoo0ooodg
OoOoo0oooogdg
Oooo0oooodg
OoOoo0oooogdg
Ooo0oo0oooodg
OoOoo0oooogdg
OooOoo0oooOod
OooOoo0oooogdg
OooOoo0ooood
OoOoo0oooogdg
OooOoo0oooodg
OoOoo0oooogdg
Ooo0Ooo0ooood
Ooo0oooogdg
OooOoo0ooood
Ooo0oooooQgdg
OooOoo0ooood
Ooooooogdg
OOo0o0oooogdg
Oo0oooogodg
OOo0o0oooogdg
OooOoo0oooogodg
OOo0o0ooogdg
OooOoo0ooooOodg
OOoo0oooogdg
OooOoo0oooodg
OoOoo0oooogdg
Ooo0oo0ooodg

O Oooo
O Oooo
O Oooo
O 0Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo

O o0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O oOooo
O o0Oooo
O oOooo
O o0Oooo
O 0Oooo
O o0Oooo
O o0Oooo
O o0Oooo
O oOooo
O o0Ooo
O oOooo
O 0Ooo
O 0Oooo
O o0Ooo
O 0Oooo
O 0Ooo
O 0Oooo
O 0Ooo
O oOooo
O 0Oooo

O
O

Oooooooo0ooo "o0o0ooooogQgog
Oo0ooDooo4ddooDooggUooooooggg

O

DO OooOooo

Oo0ooDooo4dooDooogog4ogoooooggg

Ooooooooooogogogoo

Oooooooo0ooooooooooogQgog

OooDooo4oooooggooo

O Oooo

Oooooooo0ooooooooooogQgog

Oooooo4ddooooo4ogoooooggog

Oooooooo0oooooooooooogogQgog

Oo0ooOooo4oooooo4gogooooggXH

O O0ooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0ooo
O Oooo
O 0ooo
O Oooo
O 0O oo
O Oooo
O 0O oo
O Oooo
O O oo
O Oooo
O Oooo
O Oooo
O 0o oo
O 0Oooo
O Oooo
O Oooo
O Oooo
O 0Oooo

OoooooooooooooogooOgs

Oooooo4ooooooooooooggg

Oooooooo0oooooooooooogogQgdg

(44)

OooDooo4ooooooooooooggog

O
O
O
O
O
O
OJ
O

O
O
O
O
O
O
O
O

Oooooooo0ooooooooooooQgodg

Ooooooo0oooooooooogogoQgg
OooooooooooooooooQgdg
Ooooooo0oooooooooogogQgg
Ooooooo0oooooooooooOgdg
Ooooooo0DoooooooooogogQgdg
OO0 O0Dooo4doooo4oUogoooogdg
Ooooooo0oooooooooogoQgdg
OO0 o0Dooo40doooo4goggogoooogoogg
Ooooooo0oooooooooogogQgdg
OO0 oDooo40ooooo4ogogogooooggg
OoooocoooooooooooogQgdg
Oo0DoDooo4o0ooooooooooggg
Ooooooo0oooooooooogQgdg
OO0 oooo4oooooooooooggg
Ooooooo0oooooooooogoQgdg
OooDooo4o0oooooooooogoggg
OooooooooooooooooQgdg

O

JP 2010-511628

O O
O O
O O
O O
O O
O O
O O

O
O
O
O

O

O
O
(]
O
(]

O
O
O
O
O

2010.4.15

O 0Ooo0oooao
O0Ooo0oo0ooao
O Ooo0oooao
O0Ooo0oo0ooao

0O

OooDoocoo0ooooogoooao

OooooooooooooooooQgdg

10

20

30

40

50



e e e ey e ey [y
e e s e e e s e s e e ) e e e s e e s e [ Y
Ooo0ooooo0oooooo0DoDoDoooo0 oo oo x oo oDoDoooooDooogooao
e s e e e s e e ) e e e e e s e [
I e e e ey e [ e [ Iy
e e s e e e e ) e e e A e = s Y [ Y

Oooooooogogse gooo

|

Ooo0oooogoooo

Oo0oooooo0ooooogoQgooo
OO0 oo ooo4gogoooooggogoao
Oo0ooooooooooogogooo
OO0 oDoDooogogoooo® googoao
Oo0oooooooooooogoooo
OO0 oDooooogooo*®T gogogooao

O
O
O
O
O
O

OoT OoOooggogooao
Ooooooooogooao
OO0 oooooggogooao
OooooooooQgooao
Ooooooogogogogooao
Ooooooooogooao
Oooooooggooao
OoooooooQgooao
Oooooooggooao
Ooooooooogooao

OO0 x oogodogoao
OooooooQgooao

Oo0oooodogooao

OooooooQgooao

Oooooogodgogooao

OooooooQgooao

O
O

OooooooooooogogQgose
OoooooooooooggogRe

Oooooodgooao

OooooooQgooao

Oooooooooooogooao

Oooooodgooao

Ooooooogooooogoggooao
OooooocoooooooQgoao

OooooooQgooao

Ooooogogoao

[

OooooodgQgooao

O Ooogoooo

OooooocoooooooQgoao
Oooooco4ooooooggoo
OoooooooooooQgogoao
Oooooooooooogoggoao
OooooooooooooQgogoao
Ooooooo0ooooogoQgoRe
O oo oooooooooogoo
OoooocooooooogoQgoao
OO0 oDooo4dogoooooggogog
OoooooooooooQgoao

Oo0oooQgogao
Ooooogogog:e

Ooooooooogooao
OoooooogogQgo=E o
Ooooooooogooao
Oooooooogogogooao
Ooooooooogooao
Oooooooogoogooao
OoooooT®E 0ooogao

Ooooooodgooao

(45)

Oooooodgooao

Ooooooodgooao

Oooooodgooao

Ooooooodgooao

Ooo0ooogogogoao
OoOoo0oooogoao
Ooooooogogogoao
Oo0oo0ooogogoao
Oooooogogogoao
Oooooogogoao
Oooo0ooogogogoao
Oooooogogoao
Oooo0ooogoogoao
Oooooogogoao
Oooo0oooogoao
Ooooogogoao
Oooo0oooogoao
Oooooogogoao
Oooo0ooogoogoao
Oooooogogogoao
Oooo0ooogoogoo

OoooooogogoQgooao
OO0 ooDoooggogoao
OooooooogooQgooao
OO0 ooDoooggogoao
OooooooogogoQgooao
OO0 oooooggogogoao

O

JP 2010-511628

O O

OOo0oooogo

OO0 oooooggg
oo oooooogogoQgog
OO0 ooooooggg
oo oooooogooQgo-g
OO0 ooooooggog
oo oooooogooQg-g
OO0 ooooogE »

O0Ooo0oooogod
Do 0o ooooggogog

OoooocooooooogoQgoao
OooooooooooogogQgoao
OooDooogogoooo<=® g»googo
OooooooooooooQgoao
Oo0ooDooogogoooooggogoao
OooooooooooooQgoao
Oooooo4ogoooooggogoao
OooooooooooooQgoo
Oooooo4gogooooogogogoao
OooooooooooooQgogoao

O 0Oooo

2010.4.15

oo oooooogoogg

10

20

30

40



ogogoano

LIEHES |

(46)

JP 2010-511628 A 2010.4.15

6—[(1E)-2-(3 4—% AF Y1 =N]-3-TF A1, 5- Y AF-1.3-V'L
FoFt /2. 3-dIENRY 2.4y
L 220
L. 6-[(1E)-2-(3, 4= A%V 71 ik 2 R ]-3-TFN-5-AFN-1-[(F1=)b 2 266
MEAFIL]-1,3-3 b AFE70/[2,3-b]E N -2 A E Y
l]l G:(ﬁ E)7277I:"ltr:u'}7371*JL757}1—"'71 ,3*:}'['.}"']3"7]-71/[2.3*(!] 171
: EYiyu-2.4-54Y
v 6-[{1E)-2-{4-7NA071=M)E =L ]-3-TFN-5-AFN-1,3-3 "t 074 189
’ 71/[2,3-dIEYE -2 4- 4y :
6—{(1E)-2-21=hE Z-1.5-V A FL-3-7 0n—2-420—1.3-3'tk D
V. FA7:/2,3-dI N -2, 401y 390
6-[(1E)-2-(3-7NA 021 L) ZU1-3-TFIL-5- A F1L-1.3- LN OF4
VL 71/02.3-dIE )3 -2.4-5 4y 242
6-[(1E)-2-(4- 40071 E" 20 ]-3-TFL—5-AF1-1,3-2 LN OF4 71
VIL /[2.3-dIE3Y Y2 4- 1Y 320
6-[(1E)}-2—(4- 2= A72E ZA]-3-TF0-5- A F—1,3- b OFE
VL 702 3-dIENE Y 2,4 %y 776
IX. 6-[(1E)-2-[4-(F)ZLADAF 2L VI = L)-3-TFA-5- #FI-1,3-3 674
EFOFtI/[2,3-dlt 3 w243
X, 6-[(1E)-2-(3 4-3 ANV TTZME 2] -3-TFN-5-4F - 1.3-VEHD 75
FA720/[2.3-dIE VY 2454y
6-[(1E)-2—(3 4-% AM¥ YT ML 2 L]-6-FF-3-(2-2F N7 OE L)~
XT. 13-V eV OFA 7102 3-dIE S Y o2 4- Y4 277
6—((1E)-2-(3-L")¥ L =M)-3-TFN-5-4F—1,3-Y L OF 1 71/
XIL [2.3-dIEVEY y-24-44Y 13
6—[(1E)}-2-{4-AFRIT=MIZN]-3-TFN-54F 01,35 LV OF 4 71/
XTI [2,3-d]E )5 v-2,4-v' 4y 182
6-[(1E)-2—{4- A%V 72O 2 V]-3-1FN-5-AF—1,3- L AFF 7z
XIV. J[2.3-dIEVEY -2, 4-5 Ky 119
6-[(1E)y-2-(2- 7040712 ZL]-3-IF -5 FFN—1,3-¥ "t oFd
XV. 71/[2.3-dIEYE Y -2 43Ty 170
6-[(1E)-2-{3-AP% Y71 E ZR]-3-TFN-5-AFN—1,3- L OFE 71
XVL J12.3-dIE YRS -2 4- 1Y 104
6 [(1E}-2-(2- AF%¥ 71 ZA]-3-TFL-5- AFIL-1,3-¥ b 0FE 71
XViL. J2.3-dIENE -2 4-0 Y 38
6-[(1E}-2-(3,5- % A$471= R ]-3-IFL-5-AFA-1,3-¥CMA
XVIIIL. FA71/[2,3-dIE Y w-24-5F 96
OoOooooooooaog
000000, 0000000000000 O0D0OO0DO0O0ODOOO0OOOOOO
000000000000,  00D0D0D0D00D0DO00DD0D0D0DD0OD0O0Ox0OO000
0000000000000 O0o00O0oDOoOoOoDOooo0OoODoDooDoDOoooooao
0000000000000 O00O0O0DOoOoO0oDOoOoDOo0OoDOooODoDOooOooOooao
O0O0000000D0DO0O0OO0O0O0D0O0DO0DO0DO0O0DO0DO0O0ODOoDOoODOoOOoDOoOOoDoDaO
0000000000000 O0D00O0ODo0OoO0oDO0o0oO0OoDooOoDOoooooao
00000000, , 0000000000000 O0DDODOO0O, 0000
0000000000000 O0O00O0D0DO0DO0OO0DO0OO0DO0O0ODOoOoODDOoOOoODOoDOOoaO
0000000000000 O0D00O0D0Do0O0O0DO0O0oO0OoDoDooOoDooDoooao
OoOooooooooDooao
OoDOoooao
OD0DOoo0oOoooao

oo ooooogogo
O Oo0oooogogo
Oooooooogogoo
O oo ooogogog
Ooooooogogoo

10

20

30

40

50



OooooooooooooooOoooOoooOoooOhoooDoDoooOooooooDoooooooooooOoooOod
e ) e A A
OoOooooooooooOooooOoooOooooooOoooDoDoooOooooooboDoooooooooooOooOooOod
I e A A A

OoOooooo4oooooo o0 oo ooooDoDoDoooooooogdg

OOo0ooo40oUoooDoDooUooUoooDoDooUogoooogdg

O oOoooo
O 0Ooooo
O oOoooo
O 0Ooooo
OoOoooo
O oOoooo
O oOoo0ooo
O oOoooo
O oOoo0ooao
O oOoooo
O o0Ooo0ooao
O oOoooo
O 0Ooo0ooao
O oOoooo
O 0Ooo0ooao
O oOoooo

(]

Oo0ooooooooooogogooooo
OO0 o0ooDoogogoooDoogogoooaog

O d

OJ

OooooooQgdg
OOooooogogdg
Oooo0oooQgdg
OOoo0oooogogg
Oooo0oooQgdg
OOooooogogg
Oooo0oooQgdg
Oooooogogdg
OoOoo0oooQgdg
OOooooogoogg

O 0Ooo0oo0ooao
O Oooooao
O 0Ooo0oo0oo0oao
O Ooo0oooao
O 0Ooo0oo0oo0oao
O Ooo0oooao
O 0Oo0oo0oo0oao
O Ooo0oooao
O 0Oo0oo0oo0oao
O Ooo0oooaoo
O O0Oo0oooao
O Ooo0oooao
O Oo0ooogoao
O Ooo0oooao
O Oo0oooao

OOoo0oooao

O 0Oooo
O 0Oooo
O Oooo
O Oooo
O 0Oooo
O 0Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo
O 0Ooo
O Oooo
O 0Ooo
O Oooo
O 0Ooo
O Oooo
O 0Oooo
O Oooo
O 0Oooo
O Oooo

O
O
O
O
O
O
O
O
O

O O
O O
O O
O O
O O
O O

O

O

O
+ O O

O Ooo0ooooao
O Oo0ooooaog
O OoOo0ooooao
O Oo0ooooaog
O Oo0o0ooooao
O O0o0ooooaog
O O0Oo0oooao
O OooQgooo
O 0Oo0oooao
O Ooogooo
O 0Oo0oooao
O Ooogoooao
O 0Oo0oooao
O Ooo0oooo
O 0Oo0ooOooao
O 0Ooo0oooo
O 0Oo0oooao
O 0Oo0oooo
O O0Oo0ooOooao
O 0Oo0oooo
O O o0Ogooao
O 0Oo0oooo
O OoO0gooao
O 0Oo0oooo
O OoQgooao
O 0Ooo0oooo
O OoQgooo
O 0Oo0oooo
O OoOgooo
O 0Oo0oooo
O Oo0gooo
O 0Oo0oo0ooao

O Ooo0oooao

O0Ooo0oooao

O OooOoooao

O0Ooo0oooao

O Ooo0oooaog

O0Ooo0oo0ooao

O Ooogoo

O 0Ooo0ooo

O Ooogooo

O 0Ooo0ooo

O
O
O
O
O
O
O
O
O
O
O
O

O
O
O
O
O
O
O
O
O
O
OJ

O Ooogooo

O 0Ooo0ooo

(47)

O Ooogooo

O 0Ooo0ooo

O Ooogooo

O 0Ooo0ooo

O 0ooo
O oOoooo
O 0Ooo0oo0oao

O

O Ooooo

O 0Ooo0ooo

O Ooooo

O 0Oooo
O 0Oooo
O oOoooo
O 0Ooooo
OoOoooo
O 0Ooooo
O oOoooo
O Ooooo
O oOoooo
O Ooooo
OoOoooo
O oOoooo
O oOoo0ooo
O oOoooo
O oOoo0ooao

I I o Iy

O Ooooo

JP 2010-511628

goooooao

O 0Ooooo
O oOooo
O 0Oooo

O Ooogoo

O 0Ooo0gooo

O Ooogoo

O 0Ooo0ooo

O
O

O O0Oogoog
O Ooooo
O O0Oogoao
O 0Ooooo
O Ooogoo
O 0Ooo0ooo
O Ooogoo

O 0Oooo
O
O
O
O

O
O
O
O
O
O
O

O 0Ooo0ooo

O

2010.4.15

gooano

O Ooogooo
O 0Ooo0ooo

O Ooogoo
O 0Ooo0ooo
O Ooogoo
O 0Ooo0ooo

O
O
O
]

O Ooooo
O 0Ooo0ooao

10

20

30

40

50



OooooooooooOoooOooooDooooooOoooOoooOoooDoooDoooooooooobooOoooOod
A I A
Oooooo0oooooOoooOooooooooooOoooOoooOoooDoooDoooooooooobooOoooOod
A I A

Iy ) e ey e ey e e s [

e ) e ey e e [ e e e e s [ Y

Ooooooooooooogogooooaoo

O Ooooo
O OoOgooo
O Ooooo
O OooOgooo
O Ooo0ooo
O OooOooo
O Ooo0ooo
O OooOooo
O Ooo0ooOoao
O Ooooo
O Ooo0ooao
O Ooooo
O Ooo0ooOoao
O Ooooo

Oooooooooooooooooogdg
OOo0o0ooDoododUooooooggooooogdg
Ooooooo0oooooooooooQgdg
OOo0ooooo0oooogogoooooggdg
Ooooooo0oooooooooogogQgdg
Ooooooo0oooogogooooogoggg
Ooooooo0ooooooooooQgdg
Ooooooo0oooooogoooogogg
Ooooooo0oooooooooogoQgodg
Ooooooo0oooooooooogoggg
Oooooooooo x OOo0ooooQgdg
Ooooooo0oooooooooogoQgg
Ooooooo0o0ooooooooooQgodg
Ooooooo0oooooooooogogogg
OooooooooooooooooOgdg
Oooooooooo X Oooooooogdg
OooooooooooooooooQgdg
OoooooooooooooooogogoQgg
OooooooooooooooooOodg
OooDoooo0DoooooooooogoQgdg
OO0 o0Dooo4dfdoooogogUooooogdg
Ooooooo0DoooooooooogQgdg
OO0 o0oooo40ooooogggogoooogogg
Ooooooo0oooooooooogogoQgdg
OO0 oDooo4doooogoggogooooggg
Ooooooo0oooooooooogogQgdg
OOoDoDoDoo4o0ooooogoggooood

Oo0ooooogo4ooooDoogogogoooao

Oooooooo0oooooooooaoo

OO0 ooooo4o0oooDoogogogoooao

Ooooooooooooooooooaoo

Oo0ooooo4o0ooooogogogoooao

Oooooooooooooooooaoo

OO0 oooooo0ooooogogoooao

Oooooooooooooooooaoo

Oo0oooooooooogooooao

Ooooooooooooooooooaoo

Oo0oooooo0oooooogogooooao

Ooooooooooooooooooaoo

(48)

Oooooooo0oooooogogogoooao

goad

O 0Oooo
O Oooo

Ooooooooooooooogoooaoo
Ooooooooo0oooooogoooooao

O 0Oooo

Oooooooooooooooooaobo

O Oooo

Oooooooo0oooooogogooooao

O 0ooo

Ooooooooooooooogogoooabo

O Oooo

Oooooooo0oooooogogooooao

OooOood

OoooDoooDooooooogogoogao

O Oooo

Ooooooooo0ooooogogooooo

JP 2010-511628

goooooao

O O0Oogo
O O0ooo
O Ooogo
O Oooo
O Oooo
O 0Oooo
O Oooo

Ooooooooooooogoogogooao
OO0 oooogog4ooooogogooao
Oo0ooooooooooogoogoooao
Oo0ooooo4ogoooogogooao
Oo0ooooooooooogoogoooao
OOo0oooooooooogogooao
Ooooooooooooogoogoooao

OO0 oDoDooogo4gogooDoogogogoooao
Oooooooo0ooooogogooooao
Oo0oDoooogo4UogooDoogogogoooao
Ooooooooooooogogooooao
Oo0ooooogo4o0oooDooggogoooao
Ooooooooo0ooooooooooo
OO0 ooooogo4o0oooDoogogogoooao

O O0ooo

Oooooooooooooooooao

2010.4.15

O Oooo

OO0 ooooo4o0ooooogogoooaog

O O0ooo

Oooooooooooooooooao

O Oooo

Oo0ooooo4oooooogogooooaog

O 0Oooo

Oooooooooooooooooaoo

10

20

30

40



(49)

gooooooanb

lNTEFﬂ“AIHDNF&.SEI“?CPIREFK)RT g

JP 2010-511628 A 2010.4.15

Enternational application No

PCT/US2007/085978

v

LASSI FICATICN OF SUFBJECT MATTE
C07D495/04

- .
AB1P25/00 A61K31/5415

According 1o §ntemationzl Patent Glassitication {IPG) or to both nallonal glassificalion and IPC

B. FIELDS SEARCHED"

Minienuem documentation seerched (classification syslem followed by classmcation symbols} -

CO7D A6BIP A61K

Doctimentation searched oiher than minimum decumentation to the extent that such documents are includsd |n iha Tialds searched

Electronic data base consulted during the Intemnational search {name of data base and, where practical, search lerms used)

EPO-Internal,

WPI Data, BEILSTEIN Data

C. DOCUMENTS CONSIDERED TO BE RELEVANT

. Categoty*

Citation of docttment, with Indicatlon, where appmprfe!e, of the rglavant' passages

Relevant to claim No,

1X

P,X

us 2003/004172 Al (HARTER WILLIAM GLEN
[US] ET AL} 2 January 2003 (2003-01-02)
claims 2,42,50~52
W0 98/54190 A (ASTRA PHARMA PROD [GBI;
ASTRA AB {SE]; CHESHIRE DAVID [&B1; COOKE
ANDR) 3 December 1998 (1998-12-03)
claims 1,18,19
Y. YE, J.WEI, X. DAI, AND Q. GAO:
“Computational studies of the binding
modes of A2A adenosime receptor
antagonists”
AMINO ACIDS 2007, 2007 pages 1-8,
¥P002478072
05.11.2007
. page 4 - page 5; figures 1,3

Y

III Further documents are listed in the continualion of Box . E Ses pélanl famlly annex.

* Speclsl categones of cited documents :

"A* dotcument defining the gsnsrall state of the art which Iz not
considered o be of partloular relevance

"E* -;Tlrllar dooument but published on or afier the international
ing date

L document whlnh rna:{ throw doubls on priorily claim{s) or
h Is clied to establish the publication date of another
cltatlon or oiher spaclal reason (as spactizd)
*0" document raferring to an oral disclosure, use, exhibition or
ather maeans

*P* documenl published prior o the inlemaﬂons.l filing date but
tater ihan the prlorty dale claimed

T later document published after the international filng date
oF priorlty data and not In conflict with the application but
cited %ID understand the ptinciple or theory undeslying the
invention

X" document of particular relevance; the claimed Invenlion

cannot be considered novel or cannot be considered to
involve an Inventive step when the document is iaken alone

"Y" document of perticular relavance; the ciaimed invention )

cannot be considered to involve an invenilve step when the
document is combinad with one or more cther such docu—

Irn?ll:ls such combinalion being obvieus to a person skillad
n the art,

*&" document member of the same patent family

Data of the asthial completion of the Inlematlonal search

Date of mailing of the Intemational search raport

28 April 2008 21/05/2008
Name and malling address of the ISA/ Authorized officer
. Eurcpean Patent Office, P.B. 5818 Patentiaan 2
.][‘".I' { 23218?':.;I Va?tl)h‘gggo Tx. 31 6851 I,
al, (+31— - X. epon
Fa: (17t oA B1E P Lange, Tim

Form PCTASA210 (sacond sheel) (Apil 2008)




(50)

INTERNATIONAL SEARCH REPORT

JP 2010-511628 A 2010.4.15

internaticnal eppiication No

PCT/US2007/085978

C{Gontinustion), DOCUMENTS CONSIDERED TO BE RELEVANT

Category”

Chation of document, with Indication, whede appropriate, of the relevent passages

Ralevant to claim Na,

P,Y

P.Y

WO 2007/103776 A (CY THERAPEUTICS INC
[UST; ELZEIN ELFATIH [US]; KALLA RAO TUS];
ZABLOCK) 13 September 2007 (2007-09-13)
the whole document

US 2007/208040 Al (FLZEIN ELFATIH [US] ET
AL) 6 September 2007 (2007-09-06)

the whole ‘document

EP 0 559 893 A (KYOWA HAKKO KOGYD KK [JPT)
1% September 1993 (1993—09—15)

the whole document

JACOBSON K A ET AL: "Structure-Activity
Relationship of 8-Styrylxanthines as
A2-Selective Adenosine Antagonists"®
JOURNAL -OF MEDICINAL CHEMISTRY, AMERICAN
-CHEMICAL SOCIETY. WASHINGTON, US .

vol. 36, no. 10, 1993, pages 1333 1342,
XP002996935

ISSN: Q022-2623

the whole document

1-15

1-15

Fom PGTASA/Z10 (contiuation af sseond sheet) (Aptll 2006}



(51) JP 2010-511628 A 2010.4.15

International application No.,

INTERNATIONAL SEARCH REPORT = - - PCT/US2007/085978

Box No. Il Observations where cortain claims were found unsearchable {(Continuation of item 2 of first sheet)

This Internalional search report has not been established in respebt of certain ¢laims under Article 17(2)(a) for" the following reasons:

1. Clalms Nos..
because they relate to subject matter not requnred to be searched by this Authority, namety:

Although claims 14-15 are directed to a methed of treatment of the
‘numan/animal body, the search has been carried out and based on the alleged
effects of the compound/composition.

Clalms Nos.; '
D because they refate to parts of the International application that do nat comply with the preacﬂbed requirements to such
an extent that no meaningful intermational search can be carried out, spaclilcally:

8. D Clefms Nos.:
becauss ihey are dependant claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

BokMo. Il Obsarvations where unity of invention Is lacking (Continution of Item 3 of first sheet)

. This Intamational Searching'A'uthority found multiple Inventions In this Intemational application, as follows:

{. ]:| 4s &l raguired additional séarch foes were tmely paid by the applicant, this Intemational search rapart covers sliseaichable
) glalms. : :

D Agd aiﬁ“}n searshable clalms coulci be starched without effort justifying an additional fees, this Autharity did not Invite payment of
a nal faes.

3. D Az only some of the required addional search iass were timely paid by the appllcant this International ssarch reportcovers
only those claims for which fees were pald, specifically clalms Nos.:

4. |:| No required additional search fees were tlmely pald by the appllcant_ Consequently, this internationat ssarch-report is
réshicted 1o the invention first mentioned In the claims; it [s coverad by clalms Mos.:

Remark on Protest DThe addliional search fees were accompanied by the applicant's protest and, where applicahla, the
payment of a protest fee.

The additional search fees were accompanied by the applicant's protest but the applicabla protest
fee wae not pald within the time limit specified in the invitation,

' I:I No protest aécompanled tha payment of additional search fees.

Form PCT/ISA%210 (continuation of first sheet (2}} (April 2005)



INTERNATIONAL SEARCH REPORT

(52)

Intormation on patent tamily members

JP 2010-511628 A 2010.4.15

International applieation No

PCT/US2007/085978

Patent document Publication Patant family Publication

clited in sgarch report date member(s) date

Us 2003004172 . Al 02~-01-2003  NONE .

Wo 9854190 A 03-12-1998 AT 226206 T 15-11-2002
AU 723708 B2 07-09-2000
Al 7680898 A 30-12-1998
BR 9809481 A 20-06-2000
CA 2289509 Al 03-12-1998
CN 1264382 A 23-08-2000
CZ 9904201 A3 12-07-2000
DE 69808765 D1 21-11-2002
DE 69808765 T2 24-07-2003
DK 991653 T3 06-01-2003
EE 9900538 A 15-06-2000
EP 0991653 Al 12-04-2000
ES 2184270 T3 01-04~2003
HU 0003355 Az 28-02-2001
ID 28432 A 24~-05-2001
IS 5264 A 23-11-1999
JP 2002500666 T 08-01~-2002
NO 995810 A 27-01-2000
NZ 500853 A 25-05-2001"
PL 337126 Al 31-07-2000
PT 991653 T 28~02-2003
RU 2225410 c2 10-03-2004
SK 151399 A3 16~05-2000
TR 9902904 T2 21-06-2000
UA 61111 €2 16-10-2000
us 6180635 Bl 30-01-2001
us 6342502 Bl 29-01-2002

WO 2007103776 A 13-09-2007 NONE

US 2007208040 Al 06-09-2007  NONE

EP 0559893 A 15-09-1983 AT 176470 T 15~02-19929

. CA 2094270 Al 19-04-1992
DE 69130869 D1 18-03~1999
DE 69130869 T2 10-06-1999
ES 2130138 T3 01-07-1999
Wo 9206976 _Al 30-04-1992

Fom PGTASA/AZIO (patant lamlly anrex} (Apsll 2008)




(53) JP 2010-511628 A 2010.4.15

gooooooaoo

(51)Int.Cl. oo gooooboooood
oooo 25/14 (2006.01) opoog  3/04 oooo goooo
oooo  25/00 (2006.01) o000 25/16 oooo goooo
oooo o 9/10 (2006.01) o000 25/14 oooo goooo
oooo  25/28 (2006.01) gooo  25/00 oooo goooo
oooo 25/24 (2006.01) ooog 9710 oooo goooo
oooo  1/16 (2006.01) ooOog 25728 oooo goooo
oooo 25/32 (2006.01) ooono 25724 oooo goooo
oooo  25/30 (2006.01) opoog  1/16 oooo goooo
oooo 25/36 (2006.01) ooOog 25/32 oooo goooo
oooo 37/04 (2006.01) OoDO0OO0 25/30 gooo goooo
oooo ODoO0Og 25/36 oooo goooo
oooo ooOog 37/04 oooo goooo

@gHoooooog  AP(BW,GH,GM,KE, LS, MW,MZ,NA,SD,SL,SZ,TZ,UG,ZM,ZW) ,EA(AM,AZ,,BY ,KG,KZ ,MD,RU,TJ, TM),
EP(AT,BE,BG,CH,CY,CZ,DE,DK,EE,ES,FI,FR,GB,GR,HU, IE, IS, IT,LT,LU,LV,MC,MT ,NL,PL,PT,RO, SE, SI,SK, TR) , 0A(
BF,BJ,CF,CG,CI,CM,GA,GN,GQ,GW,ML,MR,NE, SN, TD,TG) ,AE,AG,AL ,AM,AT ,AU,AZ ,BA,BB,BG,BH,BR,BW,BY,BZ,CA,CH,
CN, Co,CR,CU,CZ,DE,DK,DM,D0,DZ,EC, EE, EG,ES,FI,GB,GD, GE, GH,GM,GT,,HN,HR,HU, ID, IL, IN, IS, JP,KE,KG,KM,KN,K
P,KR,KZ,LA,LC,LK,LR,LS,LT,LU,LY,MA,MD,ME, MG, MK, MN, MW, MX, MY ,MZ ,NA,NG,NI,NO,NZ,OM,PG,PH,PL,PT,RO,RS,RU
,SC,SD, SE, SG, SK, SL, SM, SV, SY, T3, T™M, TN, TR, TT, TZ,UA, UG, US,UZ,VC, N, ZA, ZM, ZW

(72000 00000
00000000000000000000000000000000000000000000
00000000000000

(72000 0000000
00000000000000000000000000000000000000000000
ooooo

(72000 000000000000000
00000000000000000000000000000000000000000000
000

(72000 0000000000
00000000000000000000000000000000000000000000
00000000000000

(72000 0000000000000
00000000000000000000000000000000000000000000
000

0000 (00) 40071 AAOL BBO1 CCO2 CC21 EE13 FFO5 GGO3 HHO8 JJO1 LLOL

0000 OO 40086 AADL AAO2 AAO3 CB26 MAOL MAO4 NA14 NAIS ZAO2 ZA12

0000 OO0 ZA15 ZA70 ZA75 ZBO9 ZC39 ZCA2



	biblio-graphic-data
	abstract
	claims
	description
	search-report
	overflow

