[19] FEARLEMEERFIR~NE

. ] & B & R % B P

[21] ZLE#S 01819967.4

[45] R AER 2005 %5 A4 H

[51] Int. CV
C07D403/06
A61K 31/40

[11] BN AES CN 1199969C

[22] HiER 2001.12.6 [21] &#iFE 01819967.4
[30] fR7E#

[32] 2000.12.20 [33] GB [31] 0031094.6
[86] EFRiZ PCT/IB2001/002338 2001.12.6
[87] EkxA%  W02002/050063 #: 2002. 6. 27
[85] #HNERMEAH 2003.6.3
[71] ERRA R E TR A A

it 3% 4125 M
[72] 28BN TYEE « J « BIEIRYE
wER /NP

[74]1 £RRBAM LRI EITEE 55
REA R{OH Ko

BORZERA5 2 BT 45 7 3T

[54] REpEHR FiTiE
[57] HE

AR K& Pim By, il EDIE R
BEHTEAIRSGHI(R) -5 - (2 - KB 4 5E) -3 -
N — FEnbme e —2 - FERFZE) — 1H - W%k (fKHr ih
H) WS gy vk, R0 E AR 2 ARG R
HIF=4 o

%1% 7 A AL B AR

ISSN10O0Z8-4274



01819967. 4 W #® E Ok B 1/29

# & XA HGF k.

10 EaxLmXANsy .

i
SO0, w, N
OO O
N

|
15 COCH,

2. AR R 5%, AR EFTELT.
3. A B R2 8k, BPAEKME R A T B KT 6B B AT U AT
4. A B R 13 GEM—R695 %, L P XA 4B THEAZL R

20 XD &4 173 .

o

CH,

802 on :N:
N

I
25 COCH,

S A ER49FE, EYTRERESCZBANBE TERALAR
AR AT
6. A RRKSFik, i#%ﬁbﬁﬁlwk%ETﬁmé A AT
30 7- BRANRRKS 9k, EPMBEREAARRET, FIEAA
B 4 R F &

U3



01819967. 4 /A E; Ok P oFE2/2m

8~ A R 4-7 YIET— 897 i, B P ATEEALR B4R/ - RAAR
R4 . 4L RAT -
9. A B RKWFE, EPHAMEAANZE S%w/w 48/% .
10 Al &K 49 9FF—Rh 75k, LPENMERARSATH
5 1« RAER 108755, L PArdst Fareg. LM&—ﬂC&u
CAA B R 4-11 89T R e vk, B P I ARALIE R T 3] 89 X (1)
%é\%ﬁ%fﬁ*ﬁki\(l)ﬁté\%( A7 R iAok v Ak v ) AR R R .
13 Al &K 4-12 9T R ad 7k, B XTG4 T A4l
A . ZF R Fm b A T NARLH EARLE 4 FXAVILEHTE .

10
CH,
Br ., N
O 4w
N
COCH,
15
4. A K13 695 %. B XAV)LE4i@ T N-TEEALR)-5-2-
3-(N-¥ A b bt -2- 2 W ) 1 H-" | <% 13 3]
15 A& K 1-14 69ET—F 85k, LR PAFE G OB
1 6 8GR IP AR 4L O T 2 ) 69 B o i 2k .
20 16« AR K 15 8F5%, LPAEsadftistss, LESHA()
44 .
17- AN ER 15 R 16 95k, AP®mAERER, FROLRA LR
_::kuli
8. XI5 .
25
CH,
S0, r‘q
QO Oy O
N
dock,
30



01819967. 4 l‘ﬂ', HA :F'; VAR

#} ik
5 KRB RHERBIARAY, AL EUTRER LY XKHFY
(R)-5-(2-F BBt 2 2 2)-3-N-F kel b-2- % 7 3 )- 1H-73] R (4R 35 o 39) 6 7%
#7 ko
ik
80, A~ AL N
10 ©/ l l ll I l . HBr
N
H

Fo AT H| 69 F AR R R 4 .

15 B & A 0592438 #4iK T il i AE LR (R)-5-(2- F AR BL 2 T4 2)-3-(N-
A AE-2- & F ) 1H-F Rk B SRy ik, LR SHBLAT
FiEH S () N-FEARAD-MABRSE 5-2RSREXABRANFLET
B 5 (i) 8 44 8] 89 (R)-3-(N-F B3 A b rd b -2- B 8 & )-5-18 - 1H- 75 45 2
(R)-5-i&-3-(N-F bl lt-2- & F X)) 1H-BhFo(iiE X 5 X R TH AR E

20 4eAELH. ZFEMAEAE TR .

REGFETRTT .

c}:sz

Br Cico. _N

25 J [ ]
N
H

(i)i HA XA



01819967. 4 oM P g2/
(,'JBZ
Br co :N
5 : N
H
(ii)l L7
s
Bl’ ‘4,' N
N
H

(iii) l PhSO,CH=CH,

T

@/Soz // “\ : : 7 ll,' :N:
N
H

l AT R

H



01819967. 4 A I I R YA}

Yo T BOASEE K EHE XK BB, A41RILR)-5-(2-
FAEBEAR O AR)-3-(N-F A bwg 1o-2- K 7 2K )-1H-"3 2 W A A& £ KA R bty
KERZGFo/RAMEACL R Z A FRITA R GG .

I

S0, -~ : A, :N:
©/ N
H

SO, N T
. grogo

GBEFOHRAAER TR dEg R, MBTRIEELHET,
CHREFF XTI LTEZRYARBEBREERIIREN T4
20 MEGHRGHEHTLEKRE .
WA, RIVAAEFLT F— R WIEGELSRESZ, CHAT
1 A RME AT . B, RAPFHEFARIKER)-1-TEE
H-5-(2-FARBL A T H)-3-(N-F ke bt -2- 4 7 2)-1H-73| ok ] B4Rk f5 vy 32,
Frid &4 T 7 @B 24 FFE4& . (N-TBEALR)-5-£-3-(N-F A
25 b AR-2- R P A)-1H-%% ; G)RFEGR)-1-TBEAK-5-2-3-(N-F A vb&
$H-2- AP E)1H-5 R E R A LHARALELELN, ZFEAEFPRELETAR
FVAFEI(R)-1- LB A -5-(2-F A B A T 2)-3-(N-W A wbeg b -2- & 7 4k)-
1H-%3] % A= (i1l AL 2 R % AL A4
TG T ERTHT .



01819967. 4

woow A R4/TI

CH,

I
Br ‘. N
Ouge
N
H

(i) l N- ZBb AL

Hy

Br 'l,"
JOu RS
N
|

COCH,

z—0

(ii)l PhSO,CH=CH,

. ?Hs
80, ~ n, N
©/ | (m)
N
|

COCH,

i lﬁwﬂrﬁ



01819967. 4 oM P Es/Th

10

15

20

25

30

i
SO, A~ AL N
OO0 -
N
éOCHa
-

SO, ~ : S, :%
N
H

BitAE A ZF ik, TABEHRINE 2 Y, Ml Bk 2133
SRR, REMENRE ZRGYRFIEQIE R TR 69R
ShBR,

B, RBALR, FREHEX DeMerF%, e IDk
SR KAR, BEERMENH T, EEARNE TE/ KT KR4,

AREREA B —F &, AT ARG ENGN (1) 40E-4h T8 LR X
(I11) k44913 2], BEALSEBRMA AL TRALAREAR. LREF
HAEARE 1-15 KAEMHE) T#AT, REAAUR, #lr FRERTR
AT, DIE MR isde/ £, Blde S%w/w PA/C. FLi4L. fdbéh. &%
47, BRFEWEBAELETHAT, AR FTHRE. CRAZATH. A
FE X QD) - e KR X, (1) A Z 0T F A2 3 JF) 47K vd Sk v 4
AR,

AEZAEARMELT EEX (D 4e4, © 245 RKME,

ARIBERZPE F—F &, B US 5] 5607951 64 Fa64) 57 Pk a9 5 0%,
AT REAFG FX Q1D oW TRLA4eERR, ZFEAMPBAET
R R LT B 72 X, (V) 14 407% 2.,

AEZPH—F &, FIERRIE US FF) 5607951 44 £464) 57 PRk d4 7 %,
A FAEAF HEX (V) adhTidid N-TBEML R) -5-2-3-(N-F &



01819967. 4 oM P Ee/Tl

10

15

20

30

R -2- 2 F & )-1H-v3| 4% 51

WAL AT EFE R HETALIAGEOBRAERMATHAY
BiAm i, PrRBAT ARk, RESBXO)kEH . LEHE
R ABEREERAIEFEGARRE.

b, REBEALY, CERBE_RYOEEHERLTHRGE,
AEREERE, FPEACNOHHASY .

5 36,451

KK PG ik T 8 40 F 4 &(R)-5-(2-F A Bt & T %)-3-N-F 2hub el bz
2- A FA)-1H-73 k(1) Fe £ S8 B 2 69 F 264 L9 .

(a) HER)-1-TBAS-Q-FAEBETE)IN-F AR K2 KT
2)-1H-73]=k(11)

%8 it Bk US5607951 89 S2364] 57 443k 69 77 ik 41469 X (1) &4
(200g) /2 % B8R (2.0L) ¥ & i3 #& F 7R AmsK(0.5L), & A F 728 (43.2g, 0.95 %
&), fFREERMAE S 94, KRB 5%w/w Pd/C 4E4#1(89.0g, Johnson
Mattey Type 58, 50% K4). %A Fi& T A& 200psi SLAT &AL 18 ot

TRBREEAN, BREZARFHAFARZRY . gL PR 40%
NaOH 7K 5% (300ml)#= & & #nK(1.5L) - 1358 69 2 Ry HHF 20 547, Fho
X 40% NaOH KiZik(20ml) . B AHH TikdE 2 MG, FREFR,
R TR 30 4P FR KERER, ETUL:

()& 45CT FRAMFE AT E Z4(193.0g, K% 95%) K

(D)EMAwErkwh(1.6L)F . £ 10 24 AGEFmR(ERL 1.5L). F
Bl6) Bk B A 18 e, HLEFHRTIR 30 540, BEMESY,
K&z BAR@EEEE 129.0g, 5% 67%) -

HERMXFWTELER TFE®D)-

(b) 1 &-(R)-5-(2- K A Bk 2 A )-3-N-F Aabr& b -2- 3 9 3 1H-"3] 2R (])

%)k B ¥ % (a)([) (i) 89 X (1) 445 (95.9g) & A BA(1L)#= ¥ 82(0.1L) ¥
8% F AN K,CO,(46.8g, 1.5 5 &), HEMHRSHRF 24 11 @A
MmN E(50g), 11 EE, ARk MgSO,(300g) - 32 89 & IF M 1 /et
FiE. ARRREHNEEK, L& 4SCTAZTRAHNE FMH(793g,
91.8%) -




01819967. 4 A I I Y A}

10

15

AXDSHEHELATHEAGBRAORBERLT, TARIA O EGE,
1) ho S5 BR K AR AL 3 AL TR A4F B 80 05 A1 B SR Bk 3 i s X (1)1 &4 69
5 &

(0) & (R)-5-(2- F Bk 2 T 2)-3-N-F Ao b -2- A 7 2 ) 1H-73] k(1)
Ao 3k 8,18 R AL

€%k 8 F B (a)(i) (i) 89 XA &4 (95.9¢) & & 8 (1L) = F B (0.1L) ¥
B8k ¥ A K,CO(46.8g, 1.5 5 &), B RSMHH 24 1B R
MmN (50g), 1 DEE, ALK MgSO,(300g) - #F5] 64 BiFkadF 1 8
F LR

HR I F W KA IR VATR X F BRI R R ER A R AR B 0.45L . W
e 48%w/v HBr(33.2g, 0.95 % ¥)8) AAS0mI)iE&, 38 64 &% MHE 72
JoBt . IR, MBFIRI0NE, EAASCTTEEFTRFENE 24, HEXK
& 4 5 (71.8g, 68.5%) -

ARRPORERHETEY, EFBFTRT 448 AR Bk
Ao LB o Alde, AT B(a)G) T B AR A A K w Rkl P AR 8 IE
B, T8 FAEKBZATEIXIDAASY . BH, AMEFRCT, AL
AT R T8 R AN EZ A E XD .

10



	ABSTRACT
	DESCRIPTION

