JP 2011-523659 A 2011.8.18

(19) BFEHFEF(P) A RIFHFLAERA (1) SR HBARES
153%2011-523659
(P2011-5236594)
43) A%E FH2358HA18H(2011.8.18)
(51) Int.CI. F1 F—=a—F (%)
CO7D 205/06  (2006.01) CO7D 295/06 CSPA 4C0886
CO7C 217/54 (2006.01) CO7C 217/54 4HOOB
CO7C 309/66  (2006.01) CO7C 309/66
CO7D 295/08 {2006.01) CO7D 295/08 A
AG 1K 31/495  (2006.01) AB 1K 31/495
BEER ABR FPREZHER £FER (& 27 B)
@) HEES $RE2011-512196 (P2011-512196) |(71) HEEA 501312451
(86) (22) HEEE ERR21E6A2H (2009.6.2) SF5 ) 1Fy R
85) BISRSCIRIME  EE23FE1H31H (2011.1.31) £ FE. 400 008 LALY»sA. A
86) EREHMESE  PCT/GB2009/001385 IR RV TN, RSV O—]
87 EEAMES  W02009/147389 289
87 BRELHMA SER21EE12H 10 (2009, 12.10) | (74) {R32 A 100097456
B EEIEERES  1173/MUN/2008 #E+ FHIl ®W
(32) %R SEEY204E6 H 2 (2008.6.2) (T BWEAE KFAATSVI STF+LET 54
@) EEEERE A~ FUN AYE TAZYaARIM Mg (KT

2—) 400 601 £Fr753» 1w
—-F 2 H—=Fr IS 4.4
03

BARRIZA

64 [(RADEN] LieF) PrOo6RFERTTERT 2 PHE

670000 o
000000O0@V)0O0D000000RDCIOBrON0,D :}{}%} -
OHOOOR'OODOOOOROOOOOOODODONOOOO §.2
0000000000000000000000000
00000000000000000-1-[@¢-000 5 Y :jwijl .
0000)-0000000]1000000000000 o .
0000000000000000000000000
(V)OOOoooooooanooainooooon

ooooo
gf\
; \—/N_CZ vy

PO

MO~ Y N
HO/\/N/\ED\R I P /NA(;\ "

=0 R

gboogooaono



(2) JP 2011-523659 A 2011.8.18

gooooogao
goooao

(VOoooo
00O

I Oy
OooOoogoo

O
O )

Cl R

(V)

OROCIOBrONO,OJOHO OOR™OOOOODOROOODOOOOOO
0o00
(VWO OO0DODO0O0DO0O0O0O0O000O0O0@INDIOO0O@E)-@-0000000)00

ooocooOobOoOoooooooooobbobooooooooooboao
0O

Oo0OoooOod
OO ood

P—O

— IR OGN
=i Sl aee

(1) (V)

RO CIOBrONO,OOHODOOR*OODDOORDODOOODOODODOOPODODODDODODOO
oad

U

uoogobooooobobboooooboooooobboooooNN-OO0OO0ODDOOOO0
oooobbo20b000000

O
O
O
O

oooboooooboododdbN,N-O
ud gaN-ODOO0oogobano
ooooObbOO0ooooooooobao

O
O
O
|

uoao
uoao
ogoao

O
O
O
O
O
O
O

O
O
O
O
OJ
O
OJ
O

OOo0ooogogoogao
[
|
[
|
[
|
[

OoooooQgooao
OO0 o0ooogoQgogao
Oo0oooQgogoao

O Oooo
O Ooogo
O Oooo
O Oooo

O

O

O

O

O

O

O

O

O

O

O

20 0O 30
oooao
oooOao ooooODbObOO0ooDoooooooboobooooan
oooDa0o ooooDaD ooooDDbooooo
203004000000

ooocooao
ocoooA@IooooobooAna)boooooooz20s000000000000RD0

|
O
O
O

ooaon
oono

OO0 oooooQogoooodg
O
O
O
]
]
O
O

t
O
g
g
u
0
g
t
0
g

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



ogogoano

OooooooogQgoo
OO0 oooogogogao

sguooooOoao

O

a
O
u

oo ooooooQgooao
OO0 ooooogogoao
oo oooooQgooao
OO0 ooooogogog
oo ooooogogooQg
OoDoooogogogog

OooooooQgoo

Oooooooogdg

[ I B [ |

O
O

O

0

(3)
o)
Hgouﬁ—o
o) H
N
]
CH ﬁ 0
o)

(llTa)

JP 2011-523659 A 2011.8.18

avwoogogoooouoopopooogopo2ne00booogoooooOoO

O

0

oooooboboQ@Qvwooooooooooooo@woooboooooooooao
ocooocooooooDoooooo@yyoooooooooooooopoood

O

0

goooboooooboogoooboooobooobboooobobobooooboboo
gogoboobooooobooooboooooboooobooooooboooobbooaao

gooobood
ocooa@poocooocoo@pooooogoooooooooobooopoooooao
ooooOoOO0OO0oooooao
udad

P
O

(1)

RO C1O BrO NO,O
gogooano

0

O
O
O
O

(it

OHO OOR*™ODDODDOORODOODODDODODDDOOOPODDDOOOOO
goz2oon0o00000o0ooooooboan

oo
oo
oon

uoao

tertd
ooaog

O

O
O
O
O

O

[ |

od
gud
100

od

oo
OO0

O
O
O
O
OJ

O

O

[ |

O

O O

gooooooobbooooban

gogobooooooboboooooan

ooiwooooood

ooocooObObOO0oooooooao
goboboOo0OONN-ODDOO0OO0OO00nO

10

20

30



Oooooogg
OO0 oooogoogg
Oooooogg

OooOoooooooooooooooooOoooaO
DDDDDDDDDDDADDDDDDDDDDD

DDDDDDDDDDDVADDDDDDDDDD

4) JP 2011-523659 A 2011.8.18

Ood0o0o0oOoo0d0oOoooOO0oO0oOoDi100 110012000 000
Oodoao
I I I e 1 I A 0 I 0 I A B A B A B R N M N B A W R W A R N A N
gooboooooobooilc03d38 oo ooooooooad
0oood
oanoooooooooobooooooMVWooooooooooooooao
OooboDoooooobooooobo
0
HO R
Cl >
R
(V) (1
RO CIOBrONO,OOHODOOR*O DD ODOORDODODDODODOODODOGODI100 1400
ooooooa
oood
dddbooddtertb00000D00U0U0DODDbODUOUOUODDODDOOUOODDOOOOO
I I e I e e 1 A O N e R B A B R B A AR A
goboboooooobobouooilisooooodd
ood
godooooooobtooobobooo o bbb oo o boboboooboboooboao
goboodoooooboodoooobooooooilsgdiledononboOon
oood

ooboooOoooooOoooDoobo@aywoooooooooooooooooDOo
@G-0ooooooo)-boooooo]joooooooobboobooooooao
gopoooOooooooooDooogoooooo@MooooooooooDood

gooboooobobooooooboooi1-boboooobooooboboooo
oooooobbo2,2,2-0000000000000C0CO0OD0OD4-00000
gooobooboz2,4,6-0000000CO0ODO0DODO0OOO0O0OOOCODODOOOOO
goboisgooooaod

gooocooObOobOoooooooobbOoboisg1o0bozo000000

DDDDDDDDDDI—‘VDDDDDDDDD

OO0 oooogd
Oooooogdg

-L
O
O
O
O
O
O
O
O
O
O
(

oawvwooooooogoo2n1yco0gdoooooooDOooodooooDOooasds

oubz2cO00O0DOOO

ooooOoOao
oooooooDOoooooUoooDUoooDgooooo@yvyoooooooooooooo
gogobobooooobooooobobooooobooooboboooooboooobbooado

OoOoo0oooogod

oooDDaOo
Oo0oo0oooDOooisf2000o0oooooooooo@avyooooooo@moao
ocoooooooooobooo@MuooobooooooboobobobooooDbooDO2
2000000

10

20

40

50



OoOoooooooooboooooOooOo.o
OooOo0ooooooogooogooogogoo

O 0Oo0oo0o0oao
O Ooo0oo0ogao

Ooo0oo0Oo0oood
Ooo0oo0ogoood

gaddg

udd

Oooooooooooogooao

OO0 oDoooogogooo

O

ocoooo-1-001]100

0

oo ooooogogoo

O

O

g

gooooad

goooao
goooan

O O

gooooo

gooooad

gooooo

t
u

(5) JP 2011-523659 A 2011.8.18

Oo0O@IOO0DODO0DO0DODO0OONODONDOOOONOoO@I2-00000000000
00000000000 O0000000000 2-[@-[(@-0000000)000
0 J-1-

ojoooooooDoooDOooooouooDoDOoo
oooboODbOO0o2300000an

2-00g0go0oobobooooboboooz2-00000n0
ooobDDbO0DO0oooobobo20000000

0000000000020 025000000 10

ooobDDbDbO240250026000000

gooboooobboo240270000000

HO\/\\ 20

o~

HO

(1)
ORICIOBrONOLOJOHOOOR*™OODODODOOROOODODODODOOD
00000
00150170 00000000000000000002000000 100 30
00000
aQipooooo
00
P~—-C)\\\_ﬁ__“\\
//ru__J//N
P—0O
R 40
a1y
ORI CIOBrONO,OOHD OOR*OOOOROODONONONONONOONODOPIOODODOODN
00000
00100140 000000000000000000031000000 D0
sRsRslsls
00180210 0000000000000000000 )T
00000
00220270 00000000000000000000C000000000 50



OoOooooooooo0oooooooogooao

OooooooogooQogooao
OO0 oooogoQgogao
D= OO0 OoOo-d

Oooooooooooooogooao
OO0 oDoooo40oooDooDooogogogoao
Oooooooooooooogooao
Oo0Doooo4ogoooDooDooogogogogoao

o T e e e e O Y A o

OO

O O

O
O
O

0Dooo]o

00000
US45253580 0 0 D0 DO O OEP581460 0 0 000000000 ODOOOO0O0O0O00O00O0
0000000001 [(4-0000000)-0000000]7]
00000000000 0002-[2-[4-[(¢-0000000)
00]1-000000000000000000000000

O

O, O00000gad4d

O

OoooooogoQgdg
OOoooooggdg

O

0

OoooOoooooo

oo

oggoao

O

uggoano

O

0oooooooao
0D]JoO0O00o0)o

(6

gooocooobobobooooooan

gobobooooobooooobaDb

goooooboobooooooan

gbobobooooobooooonbonb

(|
O O
O O
O O
O O
O O
O O

0000000 [2-[4-[(4-0000

uoao

0oO0O
2-000
0 1-1-0
0000

ooono
oooao

oooo]-

ogogoano

O

g
a
O
g

O
O

O

gooboooobbogd

O
O
O

goooooobobooad

O O oo

O Oooo
O 0Oooo

O
O

Cl |I

vFYTY

O
O

JP 2011-523659 A 2011.8.18

000 ano

000 (ino

000 avo

10

00 (-)-1-[(4-0000000)-
0000000000 O0O0000

O)oOoooDooo]-1-00D000

0
O

H,OOGOoooooObODoOooogao
gobooooooboboooooan 20

N

30

00000000000 00000CQ)-00000 ()00
0 GB22253210 0 0 2-[2-[4-[(4-0 00000 0)I 0000 40
0000000000000 00000O0O0O0O000000

goooooooan



ogogoano

ooooaon

O 0Ooo0ooooao

ooao

O 0Ooo0oooo
O O o0Ooooo
O 0Ooo0oooo
O O o0Ogooo
O 0Ooo0oooo

u
0
g
t
O
g

P

LREFID Y

Q N NH
O —/

of
()

00000000 @)-1-[(4-0000000)-0
0000000000000 00000000O0
000000000000 0000000000
0000000000 000000000000
00000000 D000000()-1-[@-000

joooooOooooooooooooo

ooooOoo
OooooOoO
Dooooo
(->-1-[(4-0
ooo

Dooooo

ooooaon
goooan
goooan
goooand
ooooao

OoOoooodg

00
000000000000 00O0O0D0OO0O0O0On
00D00)-0000000]100000 )0

O
OJ

gogoboooobobboooboboooobboo

ooocooObOOoOoOoooooocooboobooood

O

10o0o00ooDoo@wooooooobooao

JP 2011-523659 A 2011.8.18

Y [ Y
O 0Ooo0ooo
O O ogoog
O 0Ooo0ooo

O O

oojooooDo

O

t
O
g

O O

O 0o oo

O O oo

O
O
O

()-1-[(4-0000000)-0000000]000000000000000000
00000000000 O00D00USS4789410 00 1-[(4-0000000)-00000
0]-4-(4-0000000)I00O0000000004-000000000000000
000000000000 00000000@E)-1-[(4-0000000)-000000
0000000000000 00O0O000

10

20

30

40



(8) JP 2011-523659 A 2011.8.18

ogogoano

&

/ N\
o N N
/

\ )

Ci R

(V)

OCOOROCIOBrONOL,OOHO OOR®*OD O ODODODODOORODDODDODOODODODOODODO

goooobORrROO0O0O0O0O0OOOODCOCgDOOoOoOoooODbODODODO0DOoOoooooOn-000
O0i-00000n-0000000000O0OO0ODODODQODODOODOO0DODOOOROOR"ODOOADO
O00DO0OO0OC0OOORIOMeD 0ODOODOOCOOODOOODO
goo0oo0ogadg
00000000 0oDoOoooo@IDI0O0DD@E-@-0000000)0O0Doooao
0000000000000 000000000000000@VWOO0OO00O0O0O0O00O
Oo0o0o0oao
0000
) rnt N
//F-w—//N Qii’ N
P—O R
Cl R

(1) (IV)

OCOOROCIOBrONO,OOHO OOR®*OD O ODOROCOODDOODDOCODODOPODODOODODOGO
oooooODbOO0OO0oooRrROCOO0OODOODODOOOCOCgOODbbOO0OOOoOooOoOan ooao
On-OODDOO-0O0O00OOn-ODO0O0O0O0O0O0OO0OOOCODDOOOOOOODDOODDROO

O
O
O

RFOODODOODODDOODODOOROOM D DDDODOODOOOOODDDGO

ooocooao
ooocoobbobooooooooobbbooooooooobbobobooooooooboao
gooboboooooboboooobooobbbooobbooobboO0oOobDbO0ON,N-O
ugogobobooooobooooboooobobbooobboooobboooobbooooonan
oooN-ODDOO0OO0OO0ODO0OOooocooObObOo0oooo

gooooao
goobobooooobobooooobooobobbOodNN-OCOO0OO0ODODDOOO0OOobbOOooooan
ooocoobOoOooooooooobooN-OO0oOooooobobbbboooooboooboao
goooooooboogooobooobobbooobobooobbooobboooooboao
UONN-OOOOODODOO0OOooOobOoOoobbbooobbOONN-ODDOOO0OOoODoOooonoan
gugoboboooooboouooboouoboobbooouoobobooooobbooobboooooan
ooocooObOoO0oo0oooooan

gooooao
gogoboboooooboouooboooobobobbooobbooooobbooooboboooooan



OoooO0o0Oooood
Ooooogoood
OoooO0o0ooood
Oooo0ogoood

QO OO0 O0Ooodgao
Y Y O Y Y Y

OO0 oooooooooooe ooooogoao

OooooooooooOooOooaOo
Oooooooooooogoo

C

OoOoo0oOoogod
Ooo0oo0Oo0oood

OOoo0ooooaoo
O 0O0o0ooooaog

O

Ooooooogogooao

9) JP 2011-523659 A 2011.8.18

oooobDboOoO0ooooooobooobobbooooooooboao
ooooODboOOoooooooooobboboooooooan
ooobObOO0oo0oooooooobobbooooooooao
oooobooooo

O Oooo
O O oo
O Oooo
O Oooo
O Oooo
O Oooo
O Oooo
O Oooo

O
O
O
O
O
O
O
O

cooaIpooooooana)ogooooooDbao

10

(Illa)
20

O
ooooQwooooooooooboboooooooooobobooooooavy)
gboboboooobobooooooboooooobooooobbooobboooooan
gboboboboooobbooooboouooboboooobboooobbooooodan
oopooo@avwooooooooobooao

g
gboboboooobboooooooobooooobooooboboooodnbre

n masst O pHO 130 140 0 0 0 O0O0OO0ODD0ODO0OO0OO0O0O0OOOOOOOOOOOO0OO0OOO

(avwooooooooooobpobooooooooobbboboooooooao
gboooooobobooooboooobboooobooooao 30
O

avwoboooobogoooooooboooooooobDooboboooooobDOoobDoDOo
goooao
cooooo@wooooo@MmM)uooooooooooooooDbOooao
ooooOao

cooooooooo@Qwwyoooooooooooooooooooooo

0
0
0
0
gooooooboobobooooooocoobbboooooooooobobboboooo

ioo0oo0oooooboo

a
u

g 40
goopooooocooo@mhoooooooooao



ggao

O

OooooooooogQgoo
Oo0o0oo0oodogoao
OoOoOooQgooao

X

T
O

oo oooooogoQgoog
OO0 ooo-gogoao

O
OO0 oooooogoQgog

OoOooo0ogoao
Oooo0Oo0oooano

tertld
ooao
N,N-O
oo
ooao
ooao

O

Oo0o0ooogogoao
Oooooooogdg
OO0 oooogdg

O Oooo
O 0Oooo
O Oooo

O
O
O

(10) JP 2011-523659 A 2011.8.18

(1

ocampoooopooooooooooo

(I

RO CI1O BrO NO,O OHO

0

O0Ooo0ooood
OoOoooood
O 0Oooo

O

O

O 0Oooo

OJ

O

O
O

O 0Oooo

O

O 0Oooo

gooooooao
gooooo0n-0O

RO OR™O O

O O
O O
O O
O O
O O

O 0Oooo
O oOooo
O o0Ooo
O 0Oooo
O 0Oooo

O Oooo

o R |

O 0Oooo

P—O

()

OR"TOODDODORDODOOOOOOODODODOEPO
oooboODDbDORODOO0OOOODODOOCO
Oo0O0i-00000n-0000000D00
ooobDDbDOO0OO0OORODOMeD ODDDODOODO

O O
O O
O O
O O
O O
O O
0O O
O O
0O O
O O
O d
O O
O d
O O
O d
O O
O O
O O
O O

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

O
O
O
O
O
O
O

O
O
O
O
O
O
O

O 0Oooo

O 0Oooo

O 0Oooo
O Oooo
O O0ooo
O Oooo
O 0Oooo

O
O
O
O
O

O o0Ooo

O Oooo

O 0Ooo

O oOooo

OOROCIDBrONO,OOHOD OOR™ODODORODDODODODDODODDOOOOPODODODODOD
ooooooobOooOoRODOO0DDODODODOOOCOCcDODbOODODOODODODOODOO
Un-0b0Q0O00i-0000U0On-0DO00O0O0OO0COO0ODLODODOO0OOO0OOOOOODOOOOR

OR"fOOOODODODOOOOOOROOMOODOOOOOOOODODODRDO

gboobooooobboooooboooooboooooboooooboboboad
ooooooobooboooooobocoobobboboooooooooobooao
goobooooobboogao
oooocoooc@mhooooooooooooooobooouooao

ooDooo@anHnoooooooooooODoooboobooooDooDbDOoo

O o0Oooo

10

30

40

50



OooOoooooooooo
OoOooooogooogoo

(11) JP 2011-523659 A 2011.8.18

gbobobobooooboboooooboboooooboooooban
oopoocoooc@omhooooo@aywooooooooooooooOooDbao
goooooao

U
goopooooocoooo@nhoooooboooooobogoooooooDOo
goooooobobobooooooooobbobooooooooobobbooooo
gioo0gooooooban
cooooooooooocanooooooooooooDooooooooo

o0
ooooDoOOoooooanoooooooooao

OoOoo0oooao

OoooooooooOooOoao
Oooooooogoo

P

HO R

(1)

OROCIOBrONO ,OOHOOOR* DO ODODODOROCOODOODOODODODOODOODORD

OO
ooORODOODO0OO0OO0DDODODDOCODCgOOODODDODODDODOODODODODDODODDON-0DO0DOO0-
O0000On-0000000O0OOO0OO0OOOOOOOOOOOOOROOR"OOOODOGDOGO
Oo00O0O0OROOMeO D OODODOOOOOOOOAGO
Ooo0o00ooao
0odooDoo0ooDoDoooooDoooooDoDooooDoDooooDMVWoOoooooooad
0o0oooooooDoDoooooo@apoooooooooooooodd
Oo00o0o0oao
~
Cl HO R
R
(V) (1
OOOROCIOBrONO,O0OHOOOR* OO ODOOORODOOOODODOOODOOOOOCOODORD
ocorROOO0O0O0O0OOO0OOOCLOCcbOOOOOODOOOOOOODOOONn-ODOODODO 1=
Oo0000On-00000000O0O0O0OO0OO0OO0OOOOODOOOOOOROOR"ODOOONOTGDOO
OO0O0OO0OO0OROOMeOD ODOOODOOOOOOOOO
oooooao
Oo0o00oo0oo0oooobo0oo0oo0oo0oooo o0 0oooooo o oooooDob0OooooonOobn
tertU 000000 OOOOOOOODO0OOOOOOOOOOOOOOOOOOOOOGODAO
goooooooobooootbootboobooboo0obo0obo0oboobooboooooooOoonOoao
N.N-OOODOOO0OO0O0Oo0o0oo0oo0o0oo0ooooobofboooooobobotooooooboonoa
Oo0o0o0o0oao
Ooo0oooOooao

10

20

30

40

50



oo oo ooooogooao

OO ooo0ogooogao

OOoooooo0oooooooooDooogoooooogogoao

O O

O O
O O
O O

od

OO0 oooooooQgg

oo

(12) JP 2011-523659 A 2011.8.18

ooooooobooboooooooooobobbboooooooboboobbboboooo
gooooooboobobooooooooobboboboooooooobobbooooo

oopooooocanooooo@hooooooooogoooooDoooDao
gbooooaogao

0

goooooooooo@yyoooooboooooooooobbbooooo
gbobooooobbooooobooooobobooooobboooobboooooan

O

0oooo
0000 (V)O
(-)-1-[¢4-0 0
oooooo

4
O
0
4
O
0
O
O
O
O
4
O
0
O
O
0
O
O
O
0
4
O
0
O

oo

ogao
uggao
ooo

g d4-

O

aad
oo
oo
aad
ad
oo
oad
aad
oo
od
aad
oo

oad
ad
oo

OooooooooooogQgogoao

Sy
[
O O

g
U
0
g

OoDoooooggogooao

O 0Oooo
O 0Oooo

0

Oo0Oo0ood

O
OJ

O
O

O

OO0Oo0oood

01j0oo0oocoooboo0oao

00000000000 @V)DOO0DO000O0O0@MOODODODOoO0DDoDoooo o
0Oo00O0O0O0O0O0Oo0o0o

)

oooo@MmMmooooooooo@QwwoooobooooooooooDobao
oH)-oooooooloooooooooooooooooao
coooooooooDooooobooooo@MmoooooooooDbDOo

O
O
O
O

uooboboooobooooobool-goobooogado
goobz2,2,2-00000000000000
oooboboz,4,6-00000000000D0OD0O000

O
O
O
O
O

ooobDODDbO0O0O0o0o0an
ooobOboOoo0oooooao

Oo0Oo0ood
OO0Oo0ooogod
Oo0Oo0ood
OOoo0oood
Ooo0Oo0ood
[ O R
[ A
I R

O
O
O
O
O
O

avwooooogoopooogooobuoopoobooopopooao
ooooOobObOO0oo0oooooooobObobbooooooooobobobooodd

ocooooooooooQ@Qywioboooooo@mmooooooooDbo
(hoooooboboooooooooboao

coooooo@MuoooooooooooooooooEmoe2-o0
coooooo0oooDOoooobO0ooDbDOoo0DbO0oO0O0UIE2-r4-I@-o0 o

oo)yooooooo]j-i-ooooob-1-00]J0000J0DO00CO0O0D0OD0O0O0ODODOO

gbobobooooboboooooboooobooboooooban

0

gooooobobz2-000000C0COODODOOO0DO02-0000000000000
goboboooobbooobz2-00g0bbooo0oooboboo0ooobDboo
gboboboooobbooooobooooobobooooobbooooboboooooan

10

20

40

50



(13) JP 2011-523659 A 2011.8.18

0000000000 000000
0000000000000 00000000O000000000000000
O0oo0O0O0O

0000000000000 000000000000O0000000DoDoooooaO
i) 0000000000 00O00OO0OO()OODODO0D0O0O000DO0DO0DODODOoDOOOOO0OO
000000000 OoQIDIODODODOOOOOO
ii)00O0O0QNDIODODODODODODOOOOOOOODODONONONONDODODOOOOOOOOOO
00000000000 Oo@IDOIOOOOOOO0O0O

i) 0000 UINI(G)-@-0000000)I00000000000ON-0000000
O000OO0OO0OO0OO0ONN-O00D0DODOOOOOOOOOO0O0O0O0O0DODODOO@WOOOOO
Doooo
iv)O0OOOQVWIOODODOD1-00000000000000000 (-)-1-[4-0010
0000)-0000000]1000000000000000000000000000¢0
0000000000000 0@OO0D0OO0OCOO0O0O00O

V) OOOO(OODODOOO0DO000000D0ND0NDO0DoNoDoo2-0000000000000

ooooo
ooooo
Doooo
ooooo
0o QDo
Doooo
ooooo
ooooo
ooooo
ooooo
ooooo
ooooo
000)-0
ooooo
0000

ooooo
ooooo
ooooo
ooooo
Doooo

O[2-[4-[(4-0000000)I000000]-1-000000]10000]0
0000000000000 00O0O00O00OCOO0O0O000000D0DO0Doooao
oooQooQo

O
(QINDOO0D@VWIOODO0DO0DO00000000000000000000000
000000000 -0000000000000000000000000
0000000000000 00000000O0000000000000
00O
ooooo0O0Ooo

ooao
ooooDDbDOoOO0O0oooooooobDoDDbOOo0Do0oooO0@E-1-T@¢-0ooo
ocoojooooo@uoooooooooao
ugbobodooobbooouoobbooooobboouooboboooooboboOoo

Oooooggodg

O 0Oooo
O Oooo

O

0000000000 OooooEDOAIDIO@VY)Ioooooooo
o@IODOoODODOO0DOooOooon

O O oo

ooooDobDo@avwoooooooooooo

&
\

Cl R

vt N
N/

(IV)

OCOOROOCIOBrONO,OOHO OOR™ORODOIDODDOOOOODODODOD
goooaao
ooocooboboooooooooobobbooooooocooobobobobooooooooobooao

10

20

30

40

50



(14)

JP 2011-523659 A 2011.8.18

OO0 QV))OOODODOOODOOO0OO0O0O00O0O0@-1-[4-0000000)-0000000
0000000000000 00000000000000000000000000

oo
g
g

OO

I:II:II:II:II:II:II:II:II:II:II:II:II:II:II:II:II:II:II:II:II:II:II:IDDDDDDDDDDDDDDDDDDDDD?
e ) e e e e e e e e e R s [ [

s s ey e S [ e e e [ sy [ |

OO0 o0DoDoo4gogooooogog4Qgoooao

ooo
ggao
oggao
ugaao

1,2-0
uggao
ooo
ggao

OoOOoooooooooooOogoodNDDQ

O Ooo0ooooao
O OoOgooo

O

g

O

Y R 1 " Y Y e e e Y O Y o
Ooooooooogoo

OoooooQgoooao

O Oooo
O 0Oooo

g
U
O

O

[ i Ry

O

00 (-)-1-[(4-0
oooooooo

oooooo00
2-000000
0 [2-[4-[(4-O
Oooooo0O

oooooao

ugooz2,2,2-

2,4,6-0 00O
gooooad

goao
uoao
ogoo
goao

O0Ooo0oo0ooao
O0Ooo0oooao
O0Ooo0oo0ooao
O0Ooo0oooao
O0Ooo0oo0ooao
O0Ooo0oooao
ON OOoOo O

O Oooo
O 0Oooo

O
g
t
u

O 0Oooo
O oOooo
O 0Oooo
O oOooo
O 0oo0oe

OOoo0oooao
O0Oo0Oo0ooao
O0Ooo0oooao
O0Oo0Oo0ooo

O 0Oooo
O 0Ooo
O oOooo

O Oooo

O

O

OOOOODDDODDDONODOODOOOoO@IONDONON0NDNONONDODOoOO
0000000000 00002-0000
00000002-00000000000
Oo0)00O0OO0OO0O0O0]-1-00000017]0
0000000000000 000000

00000000 02-0000
00000000 [R-[4-IC
]J0o0o0o00oooooon
Ooo0O0oOooo

[
[ [ N

oooODoOOO0oOO0oooooao
gooobooboo4-00000
gooooooooboad
1-00o040oobbdd

O Oood
O 0o O

goooooooobobogoo
l:a0go0oooooobbodoad

gooooooooboboogo
oojooooooooooao
ooooODbOO0OO0OO0ooooooao

uogobobooooobbooooobooooobbooooboobooooobbooado
OcoOHCIODODOODODOODOODODODODODODOODOODODOODODODODODOO
gogoobooooobobooooboboooobboooboboooobobogoao
ocooooooO0oooDOoooOoboooooooDooooooooOooeno

cooo@MuoooooooooooooOooooooooDoooooooo
coooooooo@mMmooooooooobooooooooooboboobooo
HDoOooODODooODOooOooooODO0oooOoobOoooooDODO0ooODbOOobObOOobODOooDOoo
goooboooooboogogooboooobobooooboboooobooooboboo
oooooObOoOoO0oDooooooooboDbbo0oopHO1BC 4000000000000
so055000u0oooobobooooooooooboboboboooooooooooboao
ooooobDboooooooo@mHuooooao

cooo@@uooooooooooooboooooooooDOoboboooboOooo
goooooobbpHO 10D 400000000000 000DODOO0OO0ODDOAO
oo2s0300 0000000001000 0000000D0000000000<O
gooooad

Oo(OOOD0DD0DDODODODDNDONDODOODOOOOODODDODO0O0ODNONOan
2-0000000000000002-00000000
0000000002-000000000000000
0000)0D00000]1-1-0000007]0000]
0000000000000 000000000000

0000000000 QINDO()-@-0000000)I00000000
000000000000 000O0O0O0O0O0D@VWOOOOO0OO0OO0O000O0a0

10

20

30

40

50



(15) JP 2011-523659 A 2011.8.18

OCoOoooooOoooDOooooooooo@Ihoooooanaoooooooood
ooooboOboOooooooao
gooobao

H,C~—§—"0
I
(Illa)
000000
goooooooobooooooboooobboo oo oDbooooDboooooooodd
gogoobooooobbooobboo bbb buoUooDbbooobbooo
ONN-O0D0OO0OD0O0D00000000000000000000000000000
gooooooN-ODD000o0o0oobooooobboood
gooooao
D000D0000D00D0000000000ONN-000000D0000000000
godooooooobooooboodON-OD0Ob000DbboooDbbobooobobboooao
goooboooooboooobooboooobboo oo boboooDbooooooooao
gogooboogonbao
D000O0OO00O0ONN-D00000000000000000000N,N-000000
gooobooooobooooobobooo bbb oo oboDbooo oD booooobboooao
gogooboogdd
DO00D0O00
0oooooo@vyioooooooooooooooooooobooooooooooao
goooboooobooooooboboooobbooooboboooboooobobooodd
DO0000
0000000000000 000000000000000
ooV oooooooooDoooooDoDooooDoDoOooODDOoOagepeHD 130 140 0 0O
0o0o0oooo0oooDoOooooDoooooDoDooooDoDoo@Gyyoooooooooaoao
D0000000D00000000000000000000000000000000
gooooooad
gooooao
000000000000 00CIDIN00000000
ogoooan
P*O\w\
/_/N
P—O R

an)



Ooooooogooooog

OoOoo0ooogooaod
I Ry B [y

(16) JP 2011-523659 A

OOROCIOBrONO ,OOHO OOR* O OOOROCOOOOOODOOOOPODODOO
ooooao
ooobODOO0oO0oooogRr*cOOO
Un-00000
oOR"TOOCODODODOOOOO0OO0OCO0ORO

O

OoOoOooogooaod
OO o0Oo0oooad

0
U
t
0
g
g

N

OOoooooo0ooooooooDoDoooooooogodg

OoOoo0ooogoodg

OO0 oo ooo4Qgoooooggogaog
Oo0ooooooooooogQgoo
OO0 Do ooogogogooooogdg
Oo0oooooooooooogodg
OO0 oooogogog

O Ooooo

HO

000
(ano
00O
000
000
000

(I

RO CIO Brd NO,O OHO

gooooooaon
gbooo0dgdn-0O
RO OR"O O

00O
O

ano
00O
00
00
00

O Ooogoao

O0O0oo0oooogd
O 0o oo
O O oo

O Ooooo
O OooOooo
O Ooo0ooo
O OooOooo
O Ooo0ooao.o
O Ooooo

O 0Ooooo

O Oooo

O Ooogoao

I Y [

O 0Ooo0ooo

O 0Oooo

O

O Ooogoao
O 0Ooo0ooo

g
a

O O oo

O Ooogooao

g
u

i-00000n-0

ooocooObooOooo0oao
gooooooogobao
ooooooobooan

ooooooogooao
ooooooobooan

ooobObOoOc,OcCcoobooonoononoan
gogoooboooobbooobobooooaon
OveD D ODODODODDOOOOOOODO

ooobODDbOOO0OO0oooooooobooboooan
oogooboooobboooboboooonon
ooobobooooobboooobooooao

[ |

O O o

oanobooooooobooobobooogoo
co@Imnoooooooooooooono

P—0

N
Py

P—O

()

OR"fOOOCORODOOOOOOOCOCODOPOOOO
ooobODbOORODO0O0O0OGOOOODDOCO0CHO
cooi-0o0o0o0o0n-g00O0O0O0OO0DOO0DODO
ooooODbODOO0OO0OORODOMe ODODODODOOOOO
gogoboooobboooobooboooooboboad
ugbobooobobboodtUterecddgonOonoOd
ooooODbObOO0oO0ooooooooobobbooood
goooboooo0obDbDOoOONN-ODD0O0O0D0ODDO
gooboboooobooooboodd
gogoboooobbooooboboooobboo
ogoboooobboooooboobooooobooad
ugoboooouobbooouoobooooobooad
ooobObOOO0oOO0oDooooooobbooood
gooboooobboooobobooooboboboo
gogoboooobbooooboboooooboboboo
ooobO-50-1000000O0O000O000O0

0000000000 000000000000000
(QINDO0o0o0o0o00

ocoanoooooooooo

2011.8.18

gooano

O 0Oooo
O 0Oooo
O 0Oooo
O O0ooo

O Oooo

O Ooogoao

O 0Oooo

O 0Ooo0ooo

O Oooo

O
(]

O O0ooo

10

20

30

40



goooano

17 JP 2011-523659 A 2011.8.18

HO\«’“*N

A~

HO R

(m

10
O00OROOOOOOODOOOODOOO

Dooo0QoO

0000000000000 0000000OC0OC0O0O0O0p-00000000000000
0000000000000 00000@NDOO0O0000000000000O0
0000000000000 000000O0O0O0O000000000D0O0o0oOo0OOoO0On
0000000000000 0000000000000000000000000000
0000000000000 000000O0O000000000000000000
OooooQ0O

0000000000000 0000000O00O000000000000000000te

rt0 0000000000000 000000000OC0OO0O00000000000000 20
0000000000000 00000000O0D0000000000000O0OON,N-
0000000000000 000000000O0O00000000000000000

000

0000000000000 0000000OO0O0D000000000000000000
0000000000000 000000O0O0O0O000000000D0O0o0oOo0OOoO0On
Oooo0o0O0O0O000

0000005000000 00000000050000000000

OooooQ0O

0000000000000 000000000O0O00000000000000000

i) 0000000000 p-00000C0CO000000000000000OCOCOO00000 30
000000000000 @DOO0O0O0OOO0O00O
ii)O00QNIDIDIODODODODODOOOOOOOOO0ODONONONONONDODOOOOOOOOOD
0000000000000 O0@INDDO0OOOOOO0O0O

i) 0000 UINI(()-@-0000000)I00000000000ON-0000000
O000OC0OOO0OOONN-00D0DODOOOOOOOOOO0O0O00000O00O0O0 (V)OODO

000
ivy 0O0O0Oo0@vwwoooo

001-00000000000000000 (-)-1-[(4-0010

oooo)-ObOooooo]joooooooDbbpobOooooooobbbbooooooao

DooO00O0O0O0O0O000
V) OOOoo@ooooo
000000 [2-[4-[(4-O
Ooo000O0O0O0O0O000
oooo0oo0O0O0O00
000000
Ooo000O0O0O0O0O000

oo@MOOO0O0O0O0O0DO0O0O

000000000 000002-0000000000000 40
000000)I0O00000]-1-000000]0000]0
0000000000000 0000000000000000

0od



goooano

(18) JP 2011-523659 A 2011.8.18

HO\/\NH + Cl
S~
HO R

l H P RILCY, Br, NO,, OH, OR' (R=7 LX) TH D

HO\/'-‘N
P/
HO R

)
10

(lita)

20

l ()

30

40

2HCI

LAREFY DU TIRRIE

gooooao

goooooooboooooboooooan
ooocoobOoboooooooooobooao
gooobooooobooooobooooonob
goooooooooogoooooooan

0000000000000 0000000O0
00001000000000000000 -0
0o0oOoOo@IDIOQVYIOODODOOOOO
0000000000000 0000000O0 50



(19) JP 2011-523659 A 2011.8.18

O
0000000000000 000000000000000

0ooo

Do0oO0O0

000010
02-[(2-00000-000)-@-0000-0000)-000]1-000000000
75mID 0 00000000 25gms0 0.23800 0 000000000000 CO60mI0 0.431
20000000000000C00000000000000O0050000000050ml

OOoooooaog

OooobDODDbOO0OO0O0040gmsd 025540 0 00p-0 0000000000000 000ROC
gooboooooboboooobooobobbooobboooobbo2s0300000O
le0 0000000 DOoOoDO0oo0oooDOoooDOoooOooDz2oOMICODOCOOOOODO
ooobooboiloooosSObobO0OOoOoooooobobbboOooooooobDbbobooooon
goo0oOnDs50.8gmsh O

gooooao

oooobDnoDao
ocoooooooooDe2-[2-0booooooooboo-00D0)-@-0O0O0DOD-0O000)-
oooc]l]-0o0oo0oooooooboao

025gms0 0.11110 0 0000010000000 0000 45gms0 0.44550 00 0 0 O O
0000000 125mI0 0000000000000 000000-50-100000000
00000000 O0smO00O000000000000045gms00.38880 0 0 0 OO0
00-501000000000000250300001600000000000000000
25mID 0000000000000 000000000000O0GO0O36gmsd O
0oooo

000030
0()I-[(4-000-0000)-0000-00071-4-(@-0000-0000)I0000
000

0 i) 7gms0 0.032180 0 0O (-)-(4-0 00000 D0)I 00000000000 10gmsd O
026240 00 0000200000000 00014mI000000000O0O0OO 14gmsO

O
O
O
O

0.10830 J0ON-ODDODDOODO0DODOOCOOCODODODDODOOUOUOUDODDODODDOOOSOOUUOOA4
ooooobobooooooooobDDbOoOoooooobopboDbpbobobooooooooDb oo
0000000 b00D000b0D0oD0oO0oO0b00D0OO0OOdasgmsh O

D) 00nDO000O00dOoooOo1somiD0OD0ODDOOOO14gmsO 0111200 00000OO
ooooobbOOoooooooobDDbOoOoooUooobobobDooO0g E1I-I@¢-0og-o
ooo)-00DO0o-0007]-4-@G-0000-0000HDO0ODDODOO0DOOOOOOODOOO
Oo0Qo0DoODODDOOOoOosS00000000 15gmsO O

i) Jddo0Q0O0DODbOO0000UdUooo0boDDbDbOOoUoDoDoUoUoOopH1IOOOODODOO
0000000000000 O03x2mMID0000O0OO0OO0ODDOOOODODODOODODOOO
00 9.2gmsOd O

oooooao

OO00OD~DA4a0o

00 (MD1-[¢-00o0D-0ooo)H)Y-D0D0O0DO0-0007-4-@G-0D0000-0000HOODOOO
ooono

O O00o3xo0DO0DpoooooDoboo0o0womb000ooooDboDbDio2000000
0000000 0DpHOOHCIDOODDODDODOODD1IDOD200DOD 0000000000010
goQoooso0s5500001000doooooooog2s030co0o000000E)I-IC
4-000-000D0)H)Y-0O0O0O0-ODO0O0]14-@-000O0-ODOO0OHXIDODOODOOOODOO

I A 2.5 I A B W e Yo [ £ { W

)OO0 NDO0DO0DO0OOo0O0DODO0OO0DO0ODOOoDOOo0O0DOoOoDU0oOoDDOpHOD 10000000
oCoO0oo0Oo0OooO0oooDOooooooOosx2MOO0O00O0O0OODO0OODODOOCODOODOODO
oooonoo.2gmsd O

10

20

30

40

50



(20) JP 2011-523659 A 2011.8.18

Dooo0QoO
00000 S50

00 (-)-1-[(4-000-0000)-0000-000]-000000000

0Di)3mI0 00000000000 10gmsD 0.024630 0 000003000000 000
0000000 1omID 00000000000 4gmsd 0.027970 00000000 1-
0000000000000 00000000C00000300000000000
DoO0000O0O0O0O0O0sSmIDOO0O0O0OCOO00O000000D0DOooD16000000
0000000000000 00SmIO0O0OHIIOOODO0O00000000000O0
3x 30miID 0000000000 C0OC0OO0D00000000000000000000
somlD 0000000000000 0000000S5.7gms0 O
YOIODNDIODODODODODOOOOOS/MI0NONONDODOOOOOS.7gnsd 000000
00000000000 000001000000000250300000000020
0000000000000 0000000O0O0D00000500000000 9gms

OO0 Oo =0 -00Ooo0oQgoog
-

i) 00§00 O0O0O0OCOO0100mMIDOOC2.7mI00 0000000000000
pHO 0100 0 000000000000 D01801400000010000000000
05005500010 0000000020300 0000000400000000000
0000000000000 00O0000O000000000O000GO4.5gmsO 0
ooooo

0000O0e0

0()-1-[(4-000-0000)-0000-000]1-000000000
3BMOODODO0DO0DO0O0O0O00O0O010gmsd 0.024630 0 00 0003000000000 0
DO0O0O0O001omIOO0 000000000 O04gms00.027970 00000000 1-0
000000000000 000O0000D0O0O0O03000000000000
D0O0O000O0O0smDOO0O00O0O000O0O000O0O0000O0160000000
00000000000 O0SmIDOOOKIDOOOOOOODOODO0ODOO0O0OO
3x3omiD D OOCO2mOn-00000000000002503000000000
000000000000 002503000012000000000000000
00000000 050055000000000000000004.5gmsd 0

00

0 70

00000000000 O000

i) 8gmsD 00 O0500600000048mMIO0O0O0000O000O00O05.8gmsO 0.042330
002-0000000000000005gmsd 0.036230 0000000000 O0.4gm0
.0024400 00000 D000 OOO potassium idodideD D 0O 8miD O OO O0O00C0DO
0000020300000 00000000105011000000000000000
000000000000 000O0000D0000OO0Ss000000064ni00 00
12gmns0 0000000000 D0O0O0C0CO0O0O0OO0O0010015000000001000
000000000000 00O0O0O00O0O0000O00000000000O032ni0
00000000000 100150000000000011mi0 IPA-HCIO O OO OO
DO00O00C0DOpHO1020000000000000000000500010000
000000000000 O00O0O000O0O0000O0011gmsd O

ii) 10gms0 0.025830 0 0000 )00 00000000 O5%NaoHI O O 140mi0 00 7
gnsO NaOHO 0 00 D000 O0O000O0O0O0ODOO0DO0DOCOODoODO0OO0O0O0O0O0ONONDOOO
D00D00D01001500000002N0HCID OO OO pHO 909.50 00000000 00E
tOAcO 3x 20mID D 00O O O2NOHCIOO OO OpHO 4.5050 0000000000 250
300000000300 00000000000pHO4.5050000040mi0 000000
000000000000 02x20mI0000000000000000000O000A45
000000000000 O00O0O0O0O07omIOOO0OO0OOOOODO0S00000000
HCIDOODOOODODDOOOOOOOOOpHIO2000000000002503000000

Ooo0Ooooodgdao

0
O
O
0
O
4
O
0

OoooooogogQgoao

|

e e = [ s e e e e e e s s s [
OO0Oo0oooogod

10

20

30

40

50



(21) JP 2011-523659 A 2011.8.18

goos0bObbOO0O0O0i1bbO0O0O00oo0oooobDbOob0ooooooooDbDDbobOOoooooan
ooocooDbObOOoooooooooDbOaO7gmsd O
goocoobbobooooooooobobbooooooooobbbbooooooooDoao



(22) JP 2011-523659 A 2011.8.18

gooooooanb

0 S c 0 Infernational applicatian No
INTERNATIONAL SEARCH REPORT PCT/6B2009/001385
A. CLASSIFICATION OF SUBJECT MA

TTER
INV. C07D295/088 C07D295/073 CO7D295/096 CO7C27/00

According to Intemnational Patent Glassiication (IPG) or ta both national classiication and IPC

B. FIELDS SEARCHED
Minimum documentation searched {classification system followed by tlassificalion symbals)

co7D CO7C

Documantation searchad other ihan minimum decumeartation 1o the extent that such documents ar2 Includad in the fisids searched

Eilactronic data basa consulted durng the Intamational search (nama of data base and, where practical, searchtenms usad}

EPO-Internal, CHEM ABS Data, BEILSTEIN Data

€. DOCUMENTS CONSIDERED TO BE RELEVANT
Category” { Cltation of document, with indication, whera appropriale, of the relevant passages Refevant W claim No.

X W0 2007/066163 A (EGIS GYDGYSZERGYAR NYRT 1-38
[HU]; MEZEI TIBOR [HU]; MOLNAR ENIKOE
[HO]; TR) 14 June 2007 (2007-06-14)

Y page 3; examples 8,10 2-17
A PETER G. M. WUTS, THEODORA W. GREENE: 1-38
"Greene’s Protective Groups in Organic
Synthesis (Fourth Edition), 814-819"
2006, JOHN WILEY & SONS, INC. ,
XP002545586

pages 816-817

X EP 1 147 085 B {AMERICAN CYANAMID CO [US] 29,30,36
WYETH CORP [US])

24 oOctober 2001 (2001-10-24)

pages 13,28, paragraph 66; example 3

—— S

m Further documents are listed In the continuation of Box C. m See patent lamlly annex

* Bpesial ri¢s of cited documents -
18l caegortea of of *T* later documant published aiter the intemational filing date

or prigrity gate and not in conflict with the  apphication but

“A" document defining the general state of the ari which IS not - v i
considerex 1o be of paricular ralevance ﬂzdn%%:ndemhnd the principte ar theory underlying the
*E* earliar document but published on ar aftar the: Intemational *X* docurnent of pariicular relevance; the claimed vention
filing date cannot be considered novel or cannot be considered to
‘" document which may throw doubts on pricrity ¢laim{s} or involve an inventive step when the document is taken alons
which 13 chied to establish the publication date of another "¥* document of particular relevance; the claimed invention
cltation or othar special reason {(as specilied) cannot be conaidered o involve aninventive siep when the
*0" document refering to an oral disciosure, usa, exhibition or document IS combined with one ar more other such docu-
other means ments, such combinatlon belng sbvious to a perscn skilled
*P* dogument published prior to the intermational fiing date but inthe art.
later than the priority date claimed "&" document member of the same patent family
Date of the actual complation of the internaticnal search Cate of mailing of the intamational ssarch report
30 September 2009 19/05/2010
Name and maliing address of tha ISA/ Autharized officer

Eurcpean Patent Office, P.B. 5818 Patertlaan 2
NL - 2280 HV Riswijk

3 o a0 S a0 Grassi, Damian

Form PCT/SAZ210 (second sheet) (April 2005)

page 1 of 2



(23)

INTERNATIONAL SEARCH REPORT

JP 2011-523659 A 2011.8.18

International application No

PCT/6B2009/001385

C{Continuation). DOCUMENTS CONSIDERED TO BE RELEVANT

Citation of docurment, with Indication, whaera approgriate, of the relevant passages’

Ralavant to claim No.

Catoagory*

X US b 478 941 A (COSSEMENT ERIC [BE] ET AL) 33
26 December 1995 (1995-12-26)
cited in the application
example 4

Y column 3 2-17

Farm PCTASA210 {continmuation of second sheat} {April 2005)

page 2 of 2



(24) JP 2011-523659 A 2011.8.18

Internationaf application No.
INTERNATIONAL SEARCH REPORT PCT/GB2009/001385

Box No.li  Observations where certain claims were found unsearchable (Continuation of item 2 of first sheet)

This intematianal search roport has not baan established in respect of certain claims under Asticle 1 7(2)(a) for the following reasons:

1. I:I Claims Nos.:
because they relate to subject matter not required to be searched by this Authority, namely:

Claims Nos.: ‘
I:I bacause thay relate to parts of the intemational application that do not comply with the presgribed requiremants 1o such
an axtent thal no meaningful intamational search can be camied out, specifically:

3. I:' Claims Nos.:
becauss they are dependent claims and are not dratted in accordance with the second and third santerces of Rule 6.4(a}.

Box No. lll Obssrvations where unity of Invention is lacking (Continuation of item 3 of first sheat)

This International Searching Authority found multiple inventions in this imlemational application, as follows:

see additional sheet.

I:] As all raquired addmmal search fees were timely paid bylha applicant, this international search report covers all searchable
claims.

2, D Aas all searchable claims could be searchad without affort justifying an additional fees, this Autherity did not invite payment of
additional fees.

3 As only soma of the required additional search faes were timaly paid by the appllcam. this |mematlonal search report covers
only these claims for which feea were paid, specifically claims Nos.:

4, I_x___l Mo required additional search fees wera timely paid by the applicant. Conseguently, this intemational search report is
restricted to the invantion first mentioned in the claims; it is coverad by claims Nos.:

1-38 (part)

Remark on Protest The additional search fees were accompanied by the applicant's protast and, where applicable, the
payment of a protest fee.

D The additional search fees were accomparied by the applicant's protest but the applicable protest
fae was not paid within the time limit specified In the invitation.

I:] No protest accompaniad the payment of additional search fees.

Form PCT/SAR10 {continuation of first sheet (2)) {April 2005)



(25) JP 2011-523659 A 2011.8.18

' International Application No. PCT/GB2009 /001385

FURTHER INFORMATION CONTINUED FROM  PCTASA/ ‘210

This International Searching Authority found multiple (groups of).
inventions in this international application, as follows:

1. claims: 1-38(part)

Compounds according to claim 1, 22 or 31 in which R is Ct (a
process for the preparation thereof, the use thereof for the
preparation of a compound of formula I or the use thereof
for the preparation of levocetrizine).

2. claims: 1-3B(part)

Compounds according to claim 1, 29 or 31 in which R is Br (a
process for the preparation thereof, the use thereof for the
preparation of a compound of formula I or the use thereof
for the preparation of levocetrizine).

3. claims: 1-38(part)

Compounds according to claim 1, 29 or 31 in which R is NO2
(a process for the preparation thereof, the use thereof for
the preparation of a compound of formuia I or the use
thereof for the preparation of levocetrizine). :

4, claims: 1-38(part)

Compounds according to claim 1, 29 or 31 in which R is OH (a
process for the preparation thereof, the use thereof for the
preparation of a compound of formula I or the use thereof
for the preparation of levocetrizine). ’

5. claims: 1-38(part)

Compounds according to claim !, 29 or 31 in which R is OR’
(a process for the preparation thereof, the use thereof for
the preparation of a compound of formula I or the use
thereof for the preparation of levocetrizine; this group is
still not unitary). : '




INTERNATIONAL SEARCH REPORT

(26)

JP 2011-523659 A 2011.8.18

international application No

Information on pelent{amiy members. PCT/GB2009/001385
Patent docurnent Publication Patent family Publication
" gited in séarch report date masmbar(s} date
WO 2007066163 A 14-06-2007 CN 101356162 A 28-01-2009
EA 200801507 Al 30-10-2008
Ep 1963296 A2 03-09-2008
JP 2009518379 T 07-05-2009
Us 2009221823 Al - 03-09-2009
EP 1147085 B 16-11-2005 AU 2630500 A 18-08-2000
BR 0007784 A © 05-02-2062
CN 1337948 A 27-02-2002
EP 1147085 Al 24-10-2001
NO 20013678 A 20-09-2001
WO - 0044723 Al 03-08-2000
US 5478941 A 26-12-1995 AT 193889 T 15-06-2000
AT 267185 T 15-06-2004
AU 678426 B2 . 29-05-1997
AU 5777194 A 22-09-1994
CA 2118859 Al 16-09-1994
DE 69424893 D1 20-07-2000
DE 69424893 T2 12-10-2000
DE 69433802 D1 24-06-2004
DE 69433802 T2 12-05-2005
DK 617028 T3 04-09-2000
EP 0617028 Al 28-09-1994
ES 2147569 T3 16-09-2000
ES 2221262 T3 16-12-2004
FI 941134 A 16-09-1994
FI 991729 A 16-08-1959
FI 991730 A 16-08-1999
GR 3034340 T3 29-12-2000
HK 1024232 Al 12-11-2004
HU 70959 A2 28-11-1995
JP 3267434 B2 18-03-2002
JP 7002816 A 06-01-1995
JP 3880842 B2 14-02-2007
JP 2002201187 A 16-07-2002
JP 2006342190 A 21-12-2006
NO 940881 A 16-09-1994
NO 990351 A - 26—01-1999
NZ 260062 A 26-09-1995
PL 178546 Bl 31-05-2000
PT 617028 E 30-~11-2000
RU 2118320 C1 27-08-1998
SG . 43683 Al 14-11-1997
Us 2006229319 Al 12-10-2006
ZA 9401724 A 13-10-1994

Form PCTASA210 (patent family annex) (Aprd 2065)




27) JP 2011-523659 A 2011.8.18

gooooooaoo

enHooooooo  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,HR,HU, IE, IS, IT,LT,LU,LV,MC,MK,MT,NL,NO,PL,PT,RO, SE,SI,S
K,TR),0A(BF,BJ,CF,CG,CI,CM,GA,GN,GQ,GW, ML ,MR,NE,SN,TD, TG) ,AE,AG,AL ,AM,A0, AT ,AU,AZ,BA,BB,BG,BH,BR,BW,
BY,BZ,CA,CH,CL,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, 1S,J
P,KE,KG,KM,KN,KP,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, ST, SV, SY, TJ, TM, TN, TR, TT,TZ,UA,UG,US,UZ,VC, VN, ZA,ZM, ZW

(72)000 OO0OoO0OOoboOobDDOOOoOoOooon
ggooobooooooobobobooo- oboboooooobooobooooooobooooooooon
gooooodd

(72) D000 OO0O0OO0ooOOooo
gooooboboooooboobobbooooooobobooooooboooboooooooboboooooooon
ggbooobooooooobooaaoo

(72) 000 OO0O0OO0O0OOOODOOoOobOOOobooO
goooobooooooobbooouo- obbbooooooboobooboooooboobobooboooooooo
gobooobooooooboobooooooobbooooooobooooooooooooooon
goooooooooo- oo

ODOO0OO((@O) 4C086 AAD4 BC50 MAOL MAO4 NAO6 ZB13

D000 OO 4HO06 AAO1 AAO3 AB84



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

