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1. —#iebd, e 3-(2-8-5-FTARA-FXHA)-1-XHK-5/-1-
& .

2. —H#ibSW, €A 2-[2-(2-#-5-FTRA-FXHK)-TK]-2-%
-1, 3] = & IR3R.

3. —FHERAELR | TEGIES IS T, ZhxaIETHY
.

1)1 2-8&-5-FRE-FRpibm 4 1-£2-2-2FHA4-FAL
x;

DHTHE1G5HA THEATBR LB CEREANL, MEBERE M &
A 3-(2-#-5-FHRAXK)-1-FXE-R/-1-8.

4. —FrHERANEEK 2 QWA F ik, EF k0 3-(2-%
SS-FEREERE)-1-RXEX-FH-1-WME5 C_BRE @ 4% 2-[2-(2-:£-5-
FARKAEK)-TA-2-F K -[1, 3] =R IR3K.
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ATHE&ERX-1-{2-[4-(6-F A}k -2-%%-1,2, 3,4
- AR 1) RARA T bk bred o )4k

AZ R W54 00108576.X. w35 B A 2000455 A 18 8. £

AL ARA MK -1-{2-[4-(6-F & &A-2-3%3k-1,2,3, 4-v9 G 4L K-1-3L)
FEARICHA B RGHEFT X A PESTRH PHHHE P,
A 4R %,

AZXPARBT —HA T X -1-{2-[4-(6-F & L -2-% %
-1,2,3,4, W AALK-1-A) XA KT A ubB ey Bt o 4 &5 %,
&Mz ED RN THELT T RERES ) WMX-6-X4
—5-[4- (2-wb& be-1-A-T A IH)-%KK]-5,6,7, 8-w AL K-2-Br &) F
a] 4K,

£ B %A 5,552,241 PRE T((-) WX -6-FK K -5-[4- (26 k%
~1-R-T AL -%A]-5,6,7, 8- AALK-2-Ep B & o ok, Him Lk

FANALAEALE., BHNESHREE LT RN DA T 7 &
BZ SR ER.CEBEHR 5,552,241 PR KE T34k R AR A
i B R X -1-{2-[4-(6-F Ak -2-K K -1,2,3, 4~ S AL K-1-1)
FARAVCHE B 6 7 k.

Lednicer & (# Mt 32E) (J. Med. Chem. )12, 881(1969)
TRET T EMGBEETERMN: g3

<o

CH,0

b RAXAIFALAL R H -CHeCHg-G # -
~CH,CHOHCH.OH.
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Benze F (it F 2 &Y (J. Med. Chem. )10, 138(1967)) 4l
5T —R3NWEMAEL LS AR R EAMNBEEN, REF M)

B it F ey Ry, XM E T 58 X 4
R2

J_ &
Ne®

2 % R'Z H & OCH;; R*& H. OH. OCH,. OPO (OC,H,) ,. OCH,CH,N (C,H;) ,.
OCH,COOH 2, OCH (CH,) COOH.

£EEFH 3,234,000 FAT AAMBENG PR ARFEAT I E
A ed, L#E,. L N-AkS. L N-RuhEX L FaLEH
B X EA W F & T &

r

h XC Happ?

A
i

A9 Ph & 1,2-%K; Ar REREAAKBRA-BAMBRKH
B HERFR, EPRAABIZVHABERTEART, R 24
Ferk k. SR, BMERFAMAL, xmFA N amFAmEL;
BR-(CHyy) REBAZANZEANERTIHEFEAA Ar o R B X

EFBEEAH 3,277,106 FAT EAHMEH, hiEfET I fit 4t
FAEAGBRERE, SNEITIHAXGLESH. LE L N8R4,
F N-Rftth ey X E FabeY:

Ar

Ph/(C oHono s

L2~ R
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A Ph 2 1,2-ZE%; Ar AHE S —ARKEKEIRA-RLAN
RARMGEFRFR, AFRRTFAIZVHABRTEARTRIF R
23k, B-(CH,,) 34 K%k5 Ph — R RSN RAE T IRGIRA LI
A, AxgRFFaRAMAEFTEAR Ar F R

Lednicer £ & (i F &Y (J. Med. Chem.)10, 78(1967)
Fe 2B LA 3,274,213 FHF AT THAXGLEH:

O 0C,H, N3
\Ra
o) ) ®

A R o R,k A WARESL A THERBY R 57 Fiaf kR
AR TR 4 AR 8 4.

HE LK
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AW AE

AZPRBET A THE ) RX-6-KK-5-[4-(2-abed I -1- -
LAA)-¥(HK]-5,6,7, 8w AAK-2-Fr ¢4 P RIK{L A M. KA
L4 3-(2-8-5-FAXA-FHK)I-XA-F-1-8; 2-[2-2-#-5-F &
BR-FE)-THR2-FE-[1,3] =8 KK 3[2-U-FARE-XT&
) -5-FRA-FE-I-RA-R-1-8; fo 4-4-FRE-XH)-T-F 4
A-3-%A-1,2-— 84K, ARG FaLA-¥XA2)-4-7aEL
—2-[2- (2% & -[1,3] =& K IR-2-K)-T A ¥( A }-F&.

AXPERLET HEMMX-1-{4-[6-F AKX -2-%3-1,2,3,4,-m
SALK-1-R)F AR TR R H ik, HH ke T ¥R

DA 2-8-5-FRE-FR M FAE 1-5-2-2FHE-4-FEREL
x;

DB FH 1WA THEETE LK CEEAL, MERERT
A 3-(2-38-5-FAAKL)-1-FXK-R-1-8;

NETE 25 W5 C_BRAEME 2-[2-(2-£-5-FHREX
K)-TH-2-F 1K) - R ]-2-F K[, 3= AR5k

DHESHEIHIFHAETEAERITLE-REFLETHFE 4-FHAL
FRHREMZAE 2-[2-2-(4-FREAXFTRA)-S5-FTARLAXK) - A
12-K AL, 3] AR, He#fT LI-ZRRIRGBEKBAT 4
3-[2- (4-F RA-E TELA) -5-FRAKK]-1-KA-H-1-8;

)BT HA W AIAK (I S5HERBEER L 4-(4-F A
AER)-T-FRA-3-ERE-1, 2- = A4

6) ¥4 B 56 AALSE A = B DEAD Ho 1- (2-F T Hk) wbd
B A 1-{2-[4-(6-F RA-2-K1-1,2,3,4-wALEK-1-X)-T
PR

R
/© R ES cx('c?:/@ 5

AR EFEHET —Fb 4k NC .
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R
Br
L, 0 ., _C
CH,O CHLO

o]

L, B g @ A 5 &

%, kP RAERFORBRE 0] gl
2-[2- (2-#-5-F AA-FX) - TR [-2-F X1, ] = ARFE TREA

R R
o :|
B, BEL NC/© & B_FL 3 B,

AL

AEXARBET T AAFHMKA-1-{2-[4-(6-F A K -2-%K -
1,2, 3,4, w9 AACKE-1-8) R AR A P se e #1225 %

AP TR ER T TR

NBS N-3& 3% 25 B 3

AIBN 2, 2-BBR—FTH

TMSClI =ZWHES&EE

THF 79 .7k

PPTS WYX g

DEAD R -_FEB_UE

DME —¥&a Xk

R#E “HRPER” CEARAE. AEAXRERALECTES
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W) B R AT A MR R A S R

X -1-{2-[4-(6-FAKA2-¥%3-1,2,3, 4 wa X -1-L) X8 H£ ]2
PN S R P

/@Br > /©/OH
MeO Me NCO HOLC

2

NaOH/PhCH,Cl
NBS/AIBN KzCOYPHCH,CI EtOH
CICH,CH,Cl 50% (14 35 )
OBn

OBn
/@/ ne
Br
MeO sock,

1. NaOEUEtO:(\(@

] Eto

ii. H,S0,

0 0

Br = ]
MeO X
(0]
HOCH,CH,0H
'fﬁ'f& TMSCI
n-Bull
- Br -78 *CITHF 9
CC ) “ews o o |
MeO MeQO
o 0
/
PPTS
A B /7K
OBn
1 H,/Pd(OH), TlCI;,!Zn—Cu O
2 Ph3P/DEAD % ;2/OME o
HOCH,CH,Pyrro O O
MeQO
MeO MeOQ (o]

-
N
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SRTHEHENL2-L-5-FREA-FEmZAFEE1-8-2-87
BR4-FERA-XF4. GIAMBRGFRSERXTRRACKTE K
. MEBZERFAR 3-(2-8-5-FRA-FEL) -1-%X X -5-1-8,
CAFA BAG BE 2-[2-8-5-F AR A) -2- X KA1, 3] = AR IR M Ak
By, AR E YRR 2-[2-3-5-F A AN - K K1, 31 AR
FHTEE-RELZEMTASTRELEDR, HEFEMAN 4-F 4
RAEXPREX - XFRAFH' ﬁ)ﬁi“f‘&t}cﬁﬁ]@m«—ﬁﬂ 3~-[2- (4—F

FHA-X P 5-FARA-EA-1-RA-5-1-8. #ride 8wt
TN F 65 McMurry BB A L A BB 4-4-FaEA-XE1L)-T-F &
A-3-(E-1,2-— ALK, EAAMX-1-{2-[4-(6-FARX-2-% 4%
-1,2,3,4,-WAMAE-1-R) FAA TR R e M, &FF R
RAELAEL AT E, £—F R EH bl sefE b §40 F KB R
R b4 —FREBLRE Y. A& Mitsunobu &4 F 5] N-T k—nbek )5
At 4k i3 3] 1-{2-[4-(6-F ARA-2-K K1, 2,3, 4~ AL R-1-4)
RAEKR-C AR}k, EAMA-1-{2-[4-(6-F AKX-2-% %
-1,2,3, 4w AAX-1-R) KAX T A i ety 2@ ak. wERF
#] 5,552,241 F AT A HBr ¥ X A 4L &4 40 Aol X -6- % &
—5-[4- (2-wbk b 1-& - A K) - K T-5,6, 7, 8-w9 f4LK-2-8.

F 4] 1

1-38-2-38 WA -4-F R HL-X%

AFI#: (A A&IBLY 1984, 1205- 1211

i 2-8-5-F AL F X (50g, 0.25 mol)E T =R Tk (375 ml) Af
B 65k m N N-i% 3% 34 BE I8 i (48. 8g, 0. 275 mol) #= AIBN(1. 36g)
SRR R ER 4 DR R R R I AR AT E] 44. 8¢
TR Y 1-R-2- 2 FRA-FAEL-K(FFH 64%).
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Fadt -y mFzis R T T —F %

A 2

3-(2-#-5-FRE-FX)-1-XEX-&/-1-8

A L #k: JACS, 1977, 2786

W% T 50 ml BAK B4 LB 44 (5. 72g, 84 mmol) ¥ A 14. 8g (77
mmol) ¥ X FEEA Z B LB, FIMAAHE. REHFRERADHITYE
BERHAE 20 54 AMAZET 20 nl 2845 19.6g (70 mmol) 1-3&-2-
RTEA4-FEEA-X BREBESHERE 2 b, BHEGRERA
Mbdp, WEIFRE. HREGRSWRITHRABFALAESA 40m1
KEFER. 5ml RELE A 10nl KeYE R TRAIARMILE. BERHR
R BEWA 10% 8 NaOH FHRF AL FTHEIER, REMEHE
R miTE] 19.43g T 3- Q- -5-FRE-FEX)-1-F A -7~
1-8 (5 F: 87%). Rad@t—FasitmbiziswaTT—5 %,

34 3

2-[2- (28 -5-F RA-FK)-T A ]-2-% 341, 3] = &K%

HELHK: (AR, 1983, 203

N ATEMEY 3-02-$-5-FRE-ER)-1-¥(%-%5-1-8
(19.43g , 61 mmol) & T A 7K Z =B (300 wl) FiFE 845 & T A &
RE=FHASR (31 nl, 0.25 mol). EFERBFTHZRFKEIIE 1 ] 0.
MmN 5% #5 NaHCO, /K% & (300 ml). M —JF & B F AT 64 R4 5
RERETEGERY, FAFBERY A Na,S0, TRRI; 48 E
FHTHREEMNMAE 21.52¢ T 2-[2- (-2 -5-FARA-X
A)-TH-2-F K1, =R KK (F&E: 97%).

5345 4
4-F AKF R
AEX#: (wdmik@ERY , 1986, 279 - 282

10
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# 4R A B (25g, 0.21 mol) = K,C0, (138g, 1 mol) & T DMF(BOO
ml) P AF 3 kP — KA F AR (27.9g, 0.22 mol). £ERT
BEREGHEF IR, HFEFRIEBEFHFERMA LK. &%%Fi
B MmAFE 43.5g 6 Z4 (F & 99%).

34 5

3-[2-(4-FABA X FBA)-5-FARAL-FEA]-1-XK-RA-1-8

¥ o2-[2--#-5-FARE-FR)-THA2-F A [, 3] = AKK
(0.9g, 2.5 mmol):&EF 10 ml &K THF AR F 655Kk AHE-T78C 5
BABAMNETE4A Q.5 M TRER, | nl). £-T8C THZEREHF

2 B SN 4—F A —F 85 (0. 575g, 2.75 mmol) % T 2 ml THF ATHF

HeymEk., BHEAWRAPREZRIIWMAIRA. KB AP NH,Cl
W E R A FREEN. BB AWAET 200l B HE. 4 A PPTS (188ng,
0.75 mmol)#§ 5 ml H,0 PHAFE M ERDALIR, B FALEE
WAL wIF B ERAEE S 0.8 3[2-(4-F AL -EPELik)-5-F Ak~
FAR1-FA-/-1-8.

% #H] 6

4-(4-F A X L) -T-FaRA-3-FKK-1,2-— 44Kk

AFE LA JOC, 1977, 2656

A N, 74 TiCl, (2. 062g, 13 mmol) F» Zn—Cu 48 (2. 02¢, 30.8 mmol)
AN 200 ml B AEBHAF. mMALKZFERE K (40 nl) FHiZRe
P 1o Ef,

E & B EH (9.8g, 150 mmol) AmA 40 ml BLEASK. A N,
LBRHREFL 15 24 B KRB mA CuSO, (0. 75g, 4.7 mmol) &%
# InCu g, £ N, TIEZERAR, HLAAS H0. AR, TE
EIEN, P RA.

5T 80 ml DME #5 3-[2- (4-FRA-FFEEA)-5-FRE-KA
J-1-% & -%-1-5 (540mg, 1.2 mmol) A L& qFHFAX T IFHFAFE

11
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lt&w %@Inb 15 h\a’o iﬁ%é}&ﬁ‘?ﬁi@.?‘l lxl:]'f?j"élj O 45g ?éﬁ 4 (4—
%ﬂ%—a&)j&) “T-FERA-3-FE-1,2-=G4EX(GZF: 90%, @it X

Lp 7

1-{2-[4-(6-F B A -2-% K -1,2,3, 4w G E-1-£)-T k) -
35

f Paar FH 4-@-F XXX -T-FEA-3-XE-1,2-—4
ft. 2 (0.45g, 1.08 mmol) & T —# EtOH(15 nml) ¥ B4E4HF. MmA
Pd(OH),(0.3g) % 2ml KEBERFEERTH N, (50 psi) Pk iZ RS
. B ERSEFAEFLEG =K. DEAD & 1-(2-F L) w%
A, 2—FAEEHET 1-{2-[4-6-FEL-2-%X£-1,2, 3, 4+-w &
R -1-K)-T R}k 52,

12
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