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ATFHERX-1-{2-[4-(6-FaAEX-2-%X%-1,2,3,4
- SALE-1-K) FAR T A B R e PRk

AZX R EHSH 00108576.X. Pi#H A A 200055 A 188. X
PLEMRA “MX-1-{2-[4-6-FAE-2-%XK-1,2,3, 4w AL E-1-%)
FEAICEAMMBRGHE S & AT RSA P HGHIEPH.

B ARE

AXPARBT —#HFATRX-1-246G-FRE-2-F XK
-1,2,3,4,WEAR-1-R)XAX T A B RO KR & F &,
HHEQBEREDRRTHEATFTRERAEN DOMX-6-% 1
-5-[4- (- B H-1-X-TRE)-%(14])-5,6,7, 8- WA ALE-2-B &
JA] 4K
FERAK

£B+# 5,552,241 FHET ) MX-6-KE-5-[4-(2-wt% 5
-1-R-TZEX)-%(%£]-5,6,7, 8-w AR -2-B ey B &5 ik, WK
SIARAIHALE, AHFASHIBRMEIRGHNAN TH7T HBREE
B ERGER. LB EH 5,552,241 PREMHRTAIEEARE
7 A B X -1-{2-[4-(6-F R A -2-%X%-1,2,3, 4w 4L K-1-%)
- & ¥ JFOF JLA S AP |

Lednicer & €#H$ L&) (J. Med. Chem. )12, 881(1969)
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Benze F ((HHFL£EY (J. Med. Chem. )10, 138(1967)) 4
HET— 27 waEE NS B AR A ERA BB FE. REFHAlE
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Ra

O O R3
AT
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AZRRBTATHE O MX-6-FE-5-[4- 2B k-1-K-
LEK)-%2]5,6,7, 8w S K-2-8 65 T A kb d . XS
€6 3-(2-#-5-FRA-FL)1-XA-5-1-8; 2-[2-2-%-5-F &
A-XA)-TA2-%E-[1L,3]=& KK 3[2-(U-FARAA-XF&
B)-5-FAEA-XA1-XA-R-1-8; o 4- - FREA-XL)-T-74
A-3-%A-1,2-—84E;, ARG FARA-XX)--FALAE
-2-[2-(2-% A -[1, 3] =R R3K-2-R)-LE]-X K}-FH8.

AZPERBTHEMX-1-{4-[6-FALE-2-%%4-1,2,3,4,-w
SAE-1-R)FAA A S RHFE, EFEOETH IR
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DETEIHADRAETREERTLE-BELEHE 4-FEA
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AER)-T-FRE-3-FE-1, 2- = 845K
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EAFE 1-{2-[4-(6-FRE-2-%%-1,2,3, 4w A E-1-%)-C
E}-vbibe.
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SRTHEGEN 2-B-5-FRA-FERTAFRELI-B-2-87F
A A-FERRA-XFARL BARMEAFTRLEEXTREACKRLE "KE
. MERERELR 3-2-2-5-FRA-XX)-1-%2X-%-1-®],
CHARESE 2-[2-8-5-FRE-FL)-2-F X1, 31— A KK mik
By b AIEREE 2-[2-8-5-FREA-FA)-2-X A1, 3= &K
FHTLE-RELERTAEFTAELDR, LT BN 4-F &
EXTHEER - XTEEAFR FATRERASLL -] 3-[2-(4—F
FA-FFHAL)-S-FAREA-EX-1-24-5-1-8. iy —Mma
FEANF69 McMurry B84 A EARBE 4-U-FEE-XX)-T-F 4
A-3-%k-1,2-—84K, cRLAMK-1-{2-[4-(6-FAREX-2-X %
~1,2,3,4,-wEAR-1-R) XA R LA R MR, 28T
ERALELGLEEIL. E—HRSETATEELEANEZILEHER
MR B ik —F B PLEEY. £ Mitsunobu &4 F I N-T R -k iz
A4 manFs 1-2-[4-6-FARE-2-%X%-1,2,3, 4w a0 E-1-%)
AR ECEA}RER, TAMX-1-{2-[4-G6G-FARE-2-% %
~1,2,3, 4w EAE-1-F) XEARX]| LA RA G XK. LA E
#] 5,552,241 PR & A HBr XA LA BHELRMX-6-X L
-5-[4- (22—t s -1-A - ARX)-%X%]-5,6,7, 8-w KL E-2-8.

B AR E 5 X

kbl 1

1-8-2-R2FRA-4-FRAE-X

A #: (L AREMY 1984, 1205- 1211

% 2-2-5-F &AL F X (50g, 0.25 mol)E F=HK T (375 ml) A
FE WX b A N-32 55 34 B 3 B (48. 8g, 0.275 mol) = AIBN(1. 36g)
FHEBAZEA 4 IR, SEAHHFRFREEMNRF2 44.8¢
FOREY 1-2-2- 2 PR A-FERA-X(FE£H64%).
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redt—FHatnfalew AT T ¥ %

34 2

3-(2-#-5-PRE-FE)-1-X X -/-1-W

HE C#: JACS, 1977, 2786

WA T 50nl AKZEY LEM (5. 72g, 84 mmol) F A 14. 8g (77
mol) X FPEHALKLE, FRH#FEE. REXRAERADHFE
BERHFE 20 28 ARAET 20 ml ZEH 19. 6g(70 mnol) 1-38-2-
BPE-4-FPEEA-X RRAERSGHWA 2 M. BHEAGEERE
ddp, AEHARE. EREYRSPEFBRARFELTASAE 400l
KEEE. Sml REAEAM 1onl REERTEHAIAMBEE. BEKME
HEERASHWA 10%6) NaOH PHhFA—KFTRER. REHEGE
BRYmiEs 19.43g T AT H 3-(2-B-5-FRE-XR)-1-FXX-&-
1-R(E%&: 87%). A —JHstaRitswATT—F K.

LA 3
2-[2- (2-#-5-FRE-F X)-T E]-2-F X -[1, 3] =R KK
HELHK: A RD, 1983, 203
A NATAEEH -Q-B-5-FRE-XE)-1-XX-7-1-8
- (19.43g , 61 mmol) X T AKZ =% (300 nl) iR M ER F AR
REZFEERBInl, 0.25w0l). AZERTHEREKZEHN 1 Do,
M 5% &5 NaHCO, K3 #% (300 ml). A —fF AEEERAEGRASH I}
REXGEREGERY. Ko RERBA NaSO, THRIAERE
EHTHREENAAEH 21.52¢ 879 2-[2-C-#-5-FHRE-X
R)-TE2-RE-[L3=RARF (FH: 97%).

$EIRK: (wHEER) , 1986, 279 - 282

10
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1 4-§ A 5 & (25g, 0.21 mol) F= K,00, (138g, 1 mol) % T DMF (300
nl) FEHGER T —KAFEL (7.9, 0.22 mol). AERTH
EERLMERIA. BEFTRIEFFERBALRK. KEHRFLE
GEAMAE 43.5g €GB (FF: 99%).

E#H 5

3-[2-(4-FAE-XFEE)-5-FRE-FR]-1-XE-R-1-¥

# 2[2-(-R-5-FARA-XE)-ZA]-2-%E 1,3 = RAFK
(0.9g, 2.5 mmol)%E T 10 ml XK THF AT R B¢k &4 £-78T 5
BB MAETALQ.5M TRER, 1 nl). £-T8BCTHEZREH
2 S EF A 4-F R EF M (0.575g, 2.75 mmol) & T 2 ml THF FTfF
ARk, RAENRAPRIERIMATR. REALSP NICl
BEEREAFELEN. $ELPE T 200l R, £ % PPTS (188mg,
0.75 mmol)#y 5 ml HO FPH F M ERALTR. AL FRLEPE
AR ARG E T 0.8z 3-[2-(U-FRA-XEF&L)-5-PRA-
XA1-FE-/-1-8.

. E#M 6

4- (- FEE-FK)-T-FAREA-3-FE-1,2-— 8%

HEL#K: JOC, 1977, 2656

A N, ¥ 3§ TiCl, (2. 062g, 13 mmol)#= Zn—Cu 4% (2. 02g, 30.8 mmol)
AN 200 ml BARBEMRT. mALKZFRELK (40 nl) A RS
Wi 1.

a&: BB EH (0.8, 150 mmol) A 40 ml BLAAK. A N,
EREHRALAE 1554 AR E MmA CuSO,(0. 75g, 4.7 mmol) k4
% InCufs. £ N, PR EERAR, HEAARASL HO0. AR, LR
ik E N, T RA. |

¥%EF 80 nl DME 45 3-[2-(4-FREA-ETFEBRE)-5-FTREA-XA
J1-¥ % -%-1-% (540ng, 1.2 mmol) A L& @ AR X FHEMFH

11
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BAWER 15 24, SERBAFRIFRAAZEMNRFE 0.45g £69 4-(4-
FRE-FX)-T-FREE--FE-1,2-— X% 90%, @A X
HEELLEN).

L T

1-{2-[4-(6-FE&E-2-%%-1,2,3, 4 wEMLE-1-X)-TE}-%
8-

& Paar MFH 4-U-FRE-XH)-T-FREA-3-¥4-1,2-=4§
fo. % (0.45g, 1.08 mmol) & F —# EtOH(15 ml) 9 RAH F. MA
Pd(OH), (0. 3g) % 2ml KERFAZLRTH N, (50 psi) PHREE RS
M. R ERIEABELTH=%MK. DEAD #» 1-(2-BTE)w%
BAE Z-HAEGHEE 1-2-[4-(6-FRA-2-%%-1,2,3,4wWE
E-1-%)-TE)}-mER.
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