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H.

12. MAER RO T, X beMmHbo-(4-£%-]
2,2 TZHE) Bldiy— . —SZAFERRRTED .

13. RAERL RO F®, APFRAAMN1-(4-F%-]
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HPXKF1( ) ROTF( triflate) ,
WREAEERFPE( TER(5, Ri6, Ri7» RgFRi9g¥P
ERCRERPEHBAFUAM) |
Rys: Rig» Ri7» RigMRpy WREXARAL .
AFENERATEW () BBAE TR E w7 ik 8 R ot
7. BIFRHLT . Chem. Soc. Chem. Communication(
1979) 739 ( C. E. Makenna, J . Schmidhauser)® i oy
%M Synthesis 8 , 615 ( 1979) fuTetrahedron Letter
s, 23230 1983) HEARK T EZ /BB LN — . —R=ZAFEXRR
(2) . XBFEEXR AR/ RG RGP EPAER.
HREABAITE, R4, 6 ;7 IFHWABFHLEH(
RARPHER) REAHFATCpEHE4. BE, X244 T
HAGBYHABARAA B EA, BHEYRRAAEGYEE Y
BB AEBIERNE . 1985411 A25B MW, AT H0184365
WM E M PR EATFHEE 474,146,715 #R TE FREHR
HHEGFTE. EUNRARRETREEARIFALASHHNRIT,
RGN TRAGREmWBU T ERPARRERE OB/ TE
W EFHLAMLNEEE PIRGBEARME. A, XEARS
BAAE 4 018 K T H AR B AR T kAT . SR BE
LRBHF WA TR, EFEFNHEFRTRTRETRELG K
M#an, CRELEIBHHBPLRPER. YRXAFTEZEEN
FIEERME, BETXPHEEHRH.
TEHNLEALAXR AW RENELLaWETHE,
FHFARBALRARMEREE .
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o (6] o &
AFERBREMEATESRR
#l&A

“HAFERR _LH
EEALEBHET, HBR® 7K 36mmol) £ 100 mi XA N 4E %
v o o T TR A B AL 44 ( 36mmol ) ZESO0 mIEAWE AP INE
FHE. FRTO.5 M, BA-—RFREABNAHZEO CTH
EERAMEL At 20CTHAHE, REAKAHEERAW .
ZHABEMC 50—60C, 0.2 nmmHg ) , BEIrBAESH( 70%

) .

#4%&B
AFERR 78
RN %, ERARFRIAZLABREIR, TEFR
(Y 1. Sl

#l%&C
ZHAWER® - L8
Bt B ZAF R 2n) ABISFZTHC 1.93g ,
12mmol, A& B FRIRMEY) S nlE P . A Blak - fH&K
WAKENFEC 350.0 nm) BHEERAEWI0/00 . KB kKB ook
REZAFHERBNFH-RAFIR, RERAEATHARE, BEAZAF
BB ~R1.28 ., 51%) . #565—67.5C.
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#4D

bt RCF 303
MoK FERBR_M( 108 , 53amol) FAUANRZ FAER
( 133 mmol, 20.4g ) . RHIOFEK] PE, RXLEEA.
AE-MPERRNE FRKER( 50—60C, 0.2 mHg ) H#%
WHEHRAN100 ni K. HHEBRESWHXEREEN. FALE
WAEERERBEERCI%FR)  ARMNEFZ, AFERRM

ZRAPERBRBHMEN TR 4.

RANA MR &

LA 1

o-L 2,2,2-Z /[ 1-(2- BXTEE) LEIILRER

[a) 2.2,2-Z%-2-[ 2-C ¥4X%) 26X] 28

EXAEET, £150 ° —180 C, ¥1-ZH8%-2,2.2- =&
Z®( 28.84g, 0.2 mol ) RiwZE|FBHER( 40m1) . £-78 CT,
WHMERHAS2.2.2-ZRLBAE. REE0 C TR~ W8N
WAL -_B—¥B(20g , 0.132 mol ) AXAWAKW( 200 m
1) B, EETHRFL.S MtE, RARARNFEFTLAMAR
TR ACAWATT IR,

Ib) 2,2,2-=#-1-[ 2-( ¥4%£) 7] - ZEFHR

i}
0 CTF, #vikve( 16mi, 0-22mol ) jwH|37.58 2.,2,2-= ¥,

1= [ 2-C ¥44) ZEA) - THAE200 nl EXK-RFHRGBR

a2



., REMANFHRRI( 2538, 0.145mo0l ) . AEHR, ALK
ATHHAE, AEARERN, RRYWETLH, R, FREAE
M. Wittt kAR LA EtAw, HHAN20LTRT
B/ BB, £33 , 767 .

Ic) 2-8%-6- -9-1 2.2.2-Z&-1-[ 2-( ¥4%) ¢
FE] - TH] E

HH( ZWPEEEHE) THREC 8.19g , 40.3mmol) AnE|2-4
H-6- FEA( 3.1 g, 18.3mmol) HLAL2-ZRKTE( 500
ml) WEFEY, FERRSW DE, HERBESWFIAN2,2,
2-Z8-1-[ 2-C ¥8%) 28%] ZEFHRE( 68 , 18.3
mmol) . EIFEIT/ANBE , R4 M A ER S4B 40 0 A B 9F
BREISHH. BRI RRBEAYS, THR( Mg S0q) HEXK
AHHLAR

BHAEREHRREBEEN, FLRTE/ Fu8, AE
LRLE/ IHHEEENARN, 2 BB WHINT N9 7
K .

EZRTE/ RETEERE, B34 %HNT BEARGE
0.9 %HN9 XM,

1d) 9 2,.2,2-Z&/-1-[ 2-( ¥4#%) 284 2¥] &

W -
£60°—70CT, #6-4-9-[ 2.2,2-=Z&K-1- [ 2-( ¥%K
%) ZAX] ZE] BESESFR( 30m) HEASHT wPRASD
B, BZEAC 30m) Pl K. AEREAN . RRWAET X,
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O 15m ZZBABEHA AR . EFH/ LR/ AxPEgGhE . A&
@ iad. R0.310 g , 82.5% .

le) 91 2.2, 2-Z#-1-Q2-BXZEX)-7X) Lg%

WM9-[ 2,2.2-Z8-1- [ 2-¥RAZRE) - TH] 5 R (
0.287 g , 0.75mmol) ¥, WA10.5m13F T 3%, 20.5m1 4B F0.07
g AAME/ K. BRAGWEXKLE, RELAR. XEREZFHN.
RAWELH/ LR/ RRVELRE, BAKBLEY. &R
0.19g , 87%-

A I
-0 2.2.2-Z#- 1-(2- REZEE) TX] e
Ta) N“ZB-1-[ 2:2.2-2#-1- [ 2-( ¥8%) 74
X1 - 7K1 e
P2,2,2-Z8-2- [ 2-( ¥§#£) ZEX] - ZXFHRBREH
N&YZBsm ity A55RIc) HAKEE, BEFD
. =HE387% .

Ib) 1L 2.2.2-Z#- 1-[ 2-(F¥EH) 28] £ K
 wE
70 CTUN-ZRE-1- [ 2,2.2-Z#-1- [ 2-( £HKL)
LEAE] ZX] WERATARPNFRARY . EXBTH/EKR
#REWIAE . K2BREBNG, AW/ LREFHELE.

Ic) 1L 2.2.2-Z8-1- ( 2-BEZEX) TX] e
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BAL-C 2,2,2-Z 8- t-{ 2-CF4%) Z8XE] 7X] %
AR, A55B1IOMENRNTE, BAREEY.

=y XN |
9-( 2,2-Z#-4,5- —HENE) §E%

Ha) 2,2-=—%-4- REEX-RTFHRK

EXAFBT, £-10 C, W2,2-2#R-4- XH-1- B( 2.4
g » 20mmol) XA R ER( 50ml) Wy7EAF, Ak ( 23
mmol, 1.86ml) , REWMANZKFHBREF( 1.82g , 23mmal) .
-10 CTI00%E ., TETHHEREEGW! Mit. BRE, HRESUMH
AAKC 20m1) H, FAC 25m1) BEAC F2smIsFA) HAH
HiAH . ERBRELRAFLRE, XERELEMN . £ Kugelrohr
(12nm Hg ) #XWE, BB LEH. F£3.718 , 83%.

Mb) 2-8%-6- £-9-(2.2-Z 44 KHEH) A%

M6-f-2- £ ERC0.178 , 1 mmol) 7 XA H 5 ¥ BLAK
C 10mi) BYBEHE, WwAHKRH( 0.692 . 5 mmol) , 1049405,
MA2,2-Z R -4~ KiEHE- ZRAFHREC 0.224 g , 1 mmol) &
ZRT200HE, dRBADIHILRUEKEER. KZHRER
. WA EHREEH#EILL, HIRIHEN KRN, &
ey, yaeBEk. *£0.197 8 , 72%.

Hc) 2-8%-6- 8-9-(2,2-—#-4,5- —EERX) ¥

2-EX- 6-8-9- (2,2- —H-4- RIEE) EH( 0.135 g,
0.5 mmol) EFHM( 5 ml) Fuk( 0.15ml) BAWHEAF, WA
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4-F XL ok-4- FW( 0.078 g . 0.665 mmol) , Fn ¥ ALFA(
0.08ml, 0.1 %A THAA . HEKISHIHE, HREWENKE.
NFRARRBRY UBFE £ AT BI85, AR .
Wt ER 8k, H200 087 LR OEEN B
i Beth, BHACHELERANTHGY . FR66 .

Hd) 9-(2,2-—H-4- £TE) &%

2-H%- 6-%-9- (2,2- —¥&K-4,5- ZEERE) -
0.784 g , 2.55mmol) 550mizhmR( 2 M) EI®X3 P . XRAH
HERERE, BEARANS MY ERE . FR6Y, .

LHAN
1-( 2,2-38-4- BTE) e
Na) 2,2-Z#-4- AfF-1- ®
ERALEHET, AHEMAHC 5.082 . 135 mmol) 7100 ml Z,
BEH QAR 10—15C) W, FMwTE- 2.2-Z R4~ RIFRE
( 28.64 g , 175 mmol) . R THH2 Mit)SE, £0 C, H100
ml IMBEBRERBERAHES . wAZHAFHR(C 300 n1) , S EK
AN . AESH S TFRERAMFRERERANM . &
ol NBERELEHIRAAY. ( HK55—60C/ 15mmH
g —F£70%) .

Nb) 2- (2.2-—#-4- KAL) mEALW

EO OC: %7}(%"*—‘:' I"?J2,2—:.i,~4- fzﬁ"“l"“ n( 138 ’
0.107 mmol) F X BN M P XHRELAK A TR 250 m1) ¥
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B, WAZENE( 13.43 g , 0.16 mol) . ERTHHR M
ReWw, REARREA B ARE. ARBRE TRAIM?*
EZBREAEH

AR EHATHREEN, F1 %W LRTE/ TmBAEN RRA
BEHLAY. EI19.43g , TR, 947,

Ne) 3.3-=#-4- WEUWHRE-1- TH

E-18 C, HEEBABAN2-(2,2- R4 AHAE) WA
Wt 10g , 51.5mmol) ZEXAZ R F R 120 m1) Fr ZEEC 120
ml) WHABPERHARENEE. A2 nl —FREXLBREUR
BB, B-20C—10 CT, EHARLEAU RS WHESEFHEN
#4( 2.16g , 0.057 mol ) FEZM( 100 ml) BYHEHF .

ERTHRA MG, AARAERNBEHTRS, XREN.
BARMAET AP KA E KBRS, ARBRETEAN
A, REREZERN . i A Tt —FAMRTER . FR(
7.27¢ ) 1% .

Nd) 2-( 4-FEX-2.2-—HTHE) Davkw

EXAEET, W3.3-=F-4- WEwRE-1- TH( 7.07
g » 3dmmol) F¥HEM( 6.728 , 39mmol) EXL AW E % ( 120
ml) BEBP, 2K WARTENH( 4.41g , 39mmol) . E ik
THHERREGWIE, REAALEKBEARS, ZHALER
R LWt 8 I 10% 288/ H i b R i
ZE, RERAEY.
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Ne) 4-FE%-2,2- —K-1- TH

MAETFERE-(4- FHRE-2,2- ZATEE) WELH(
10.263g , 34mmol) #, WABAEH N FXHR. ZRTHRHL
WE, REREBH . R LTtk 68840 107, TR/
A BERENN)  BRERLES. TER(5.188 ) 82%.

Nf) 4-FfH-22-—RTEX=ZRAF R

EEKEHT, £0 C, H4-FHHX-2.2- —f-1- TH(S
g » 23mmol) EXAZHFHR( 160 ml) Foukwe( 2.75g , 35mmo
D BERF, Fh=ZRAFHREY _AFRARC 0ml) . 28R
THRHAXERG YA, REAAKRE. TRAVNAFNZRELE
R BfRAeMm( 7.868 , 97%) FE&H— P RITEA .

Ng) N“-ZBE-1-[ 4-%RE2.2- —KTH] - ¥%
MV RN ZBME R Y 64, 5 % B bR 7 3%
AEFBEY .

Nh) 1-[ 4-¥48%-2,2- —ETE] HEx
DPNg)hwitth, AS5SRIMEINYE, BIHBTAH.

Vi) 1-C 2,2- —#-4- BTH) e
UNh RS, AE5FRIHANTE, REKE~Y.
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XAV

1.0 2,2-ZR-1-QQ-ZRZEE)-I-EFRE] R

Va) 2.2-Z#-3- EXWARTE

#40.38 (3.3 mmol) FRHYE, 0.715 g ( 1lmmol) EAL
HRf 1 W EKEHREWELALHETER. FHwET15n 0
LM P R —_RZBLE( 2.03g , 10mmol) . BR300,
AR EKEBER RS . FAL AR LHATHREEN .,
M KI5 LB/ B, BEFMMAEGHL. ~EH200 mg( 13
%)

Vb) 2,2-2%-3 ¥4AFR M

H-10 CRAKFHT, ME2.2-2/-3- BRRLE
( 0.135g , 0.88mmol) , FHER. B WTH( 0.324 g , 0.88
mmol) A WEERZC 3 ml) SRS HPIANEMN( 0.044 g ,
0.92mmol) . Fim THF*HAVNHEF KRS . ZEALEREER
LR ERC RN 15% TR B/ Fait) , BAFRLeY.
F®0.114 g ( 53%) .

Ve) 2.2-2#-3- ¥RERE

EEAZBTHAETIONZEBE2,2-—#-3- ¥FEEFR L
4( 1.14g , 4.7 mmol) ¥ w0.45g ( 11.75 mmol) H 46 . £
BTHAL DHEndsngAK, REH4mN45mg 15 % - SRS
KBS mgK . FAHRETHR . 3. AHERN, EHZIWHE
Xt 7= db AT R



Vd) F¥EE-1-Q2-FREZEX)-2.2-“4-1- W

BHERER2.2-ZR-3- FEEFRP L _MEXMRAWET
AAWEkHF . ERTREMISH%. AR EER LREE
(M. 204 72B7B/ Thl) FREKELESY.

Ve) 3-FHE-1-Q-¥FXLEE) 22— AFXTFIARE

O CRAALRGT, A-FRE-1-Q-FEXELEX£)-2,2-
—#-1- ®(0.31g , 0.88mmol) , ""E( 0.25m1) FMEAZ K
BHC 3 ml) FRWE2 nl ZKFHXF£0.153 g ( 0.88mmol) F
RO ER. ERTHHE20MHE, AAEREES, H0.1 M
HREANAM, THHEXRZTEAUEN. £EKELBRBENR( &
A 20, LRLK/ Fwl) S, BEAFBLEY.

V) N{L&ﬂ—[}$ﬁ£ﬂ%%¥ﬁ£6ﬁ£%mkz
B-1- A M

MUVe) FN*-ZmmmwnEN, RASRIOHFEBE
.

Vg) 1 3-FHE-1-Q-¥EXE8H£)-2.2-—K-1- HHR)
JL v e
RVEOYEHR, Z#FBRIVNTEEAEEY.

Vh) 1-[ 2,2-Z%-1- - £LEAX)--BEHE] HEE
UV R, BRI W FEBHRE~Y.



LA

9-( 2,2-—#A-4- ETH) 5%

Via) 2-BX-6- A-9-(4-¥EX-2.2-—R-4- £ETH) ¥
Wy

UNe)fu2-BX-6- LTS LHENR, HEIRIIWFTER
L kP

Vib) 9-( 2,2-—H-4- £TX) 5E%

2 MERTA2-BE-6- A- 9-( 4-FHAHE- 2,2-2#-4-
£TX) "EA(0.193 g , 0.52mmol) EIFH10/ME, REW RSN
ARET, RULEAWHFABEELK/ LBV EL L. 43
0.073 ( 64%,) MR /LAY .

5C 5 1) Vil

O-[ 2,2-—#[ 1-(2- BZHEHE) ¢£] ] HEw

Via) 2.2-=#-1-[ 2-C ¥4%) 24%] 78

B 2.2-ZR-1.1- ZZBYER, HRSRI1aNF %R/ 2
ik Ak

Vib) 2.2-Z#-1- [ 2-C ¥4%) ¢a%] ZAPHRE
UWa) Y EN, SR I)W B FEx4Y.

Wc) 2-#X-6- -9-[ 2,2-—%-1-[ 2-( ¥4X) 74
X] TE] g
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R

PVL) Y EN, P RIOWF AR HB~ .

Vid) 9-[ 2.2-—#-1-[ 2-( ¥8%) ZHX) %] 5

we

PV NER, 5B 1IN EBEHNEFA Y.

We) 90 2.2-—#-1-[ 2-( 2ZEX) Zx] ] &gEwy

DVIDNER, 5P BRIV GBS Y.

5 KA

- 2,2-Z8-1- ( 2-( BZEA#E) LX) e

Wa) N*-ZB-1-[ 2,2-=8-1- [ 2-( £4%) 74841
AT g .

PUVEb)FN- B v EH, P BIOW T ERINE
4.

Vb)) 1-[ 2.2-—#-1-[ 2-C ¥64) ¢€4] 4]
b

PVla)  RR, S RIW T ERE TR0 .

Wc) 1-[ 2,2-2#-1- ( 2-BTZHAE) THE] HEE
BVED) RN, PRI FTERAFTT .

LA I X
1-{ 1,1'- Z/2.4- —8X-3- TEE) F&] e



IXa) 3.4~ O- RERA-2- ¥HAX-1-(1,3-2)-3,4-
T-_®

WELATE %W 20ml) $42.5¢ ( 10mmol) 3,4-0- B
FAE-1-(1,3-285)-2,3. 4 TEBHAEREEA T AR AL
MR 0.558 » llmmol, WP HS0%) #. ZHRTHHARSE
Y, EEIAERMEARKRYAEC 43059 - wAEIOm WY
Ak A1.2 g ( 10mmol) FEAF0.06g ALY E T 0B
ERTHMF PG R BN AEBAME. ¥ALEE, A-ERKLE
REEMELTW( TR Bk=2 :8) , #1.58 .

IXb) 3.4- O- REHX-2- ¥E£ 34-_4ATH

100 W AT ALK 10.58 , 45mmol) M A =R
¢ 6 ml, 47mmol) ( FETS 2 WHEARWHHFHOFT) &
FAP R0 HEKFTE3.4-0- REFH-2- FHE-1-
(1,3-Z%p)-3.4-T_8( 8 g , 23.5mmol) WHEMX. TR T
HRAW22 M, ARRENKBR P, HLRFER, $Bw
ELHR. ¥ALEE, EHEK ERAEN( TR : =2
18 ) , B3H3.3 g AW FH.

IXce) 1,1'"- —#-3.4- O- R EWHH-2- ¥8% -3.4-T
.

1.6 m1( 13mmol) ZRA-FHAXGHEREAL T wEE
100 mIT AR FEPS3.3 g ( 13mmol) 3,4-0- REHE-2-
FEE 34— RETROANTY. ZETHHRS Y24, B
RI0GHRBREM KB PF, A AP HER. ¥ALEE ., &
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B LREEN, ( ZRZE: Ex=8 2 , 4> 3.3
g ) .

IXd) 1,1'- —%K-2- ¥8%£-34 T-_®

#2.7 g ( 10mmol) 1,1'- — %~ 3.4-0- REFHX-2- ¥ ¥,
% 34 T-BATLRAOHO 10nl, 8 1 1) WREHE. £
SOCTim#h1.5 /N . RERBENRAY, HFE—RE LY RH
THREENENC ZRIE: CR=1 1) , B2.2g *&.

IXe) 1,1'- —#-2- FEE4- RTE_FXETFEREE
-3- TH

WA —EF®EFS2.32 (1 mmol) 1,17- ZH-2- ¥4
- 3,4-TB, 0.05g'4-— PR AN ®F0.65n1( 1 mmol) =
TR BERE R IANES nl — R8P P 4278 ( 1 mmol) T HEZ
FELRKWAER. ZRTRERGW 1200 . ¥ALER, HEit
R ERBEEMSR( TRTE - TR =85-15) , 3.8
g o

IXf) 1,1/~ Z#/-2- FRE4- RTE_XKEPRERE
~3- WERWHAET I

BEXAAZLFRC 15m1) $41.1'- ZR-2- FERE- 4
TR -_FXEWREEE-I- TH( 2.358 , 5 mmol) , = Hbw(
5ml) , AEKERALERC0:1 g ) WRAHAEZTHERAATH
b, FALAHEE, BAERRELRERBK( ZRLE © K
=1 :9) AFR(1.78) .



IXg) 1.1'- —#-2- ¥EX-3- HEWERE4- TH

EERRAAT, AAm TEkEH43.5g ( 63mmol) [,
1'= Z-2- ¥RE- &-HTE_XETFREAE-3- BELHE
ETHHEERPMALZLINIC 13mol) WESH Y ASRAWE T4
1 MEN . RERESHHE . H¥HLEE, BdEaElk LR E
MO ZMUW : CE=25:75 #hFH(2g) .

I Xh) 1,1'- Z#-2.4- ZFFHE-3- DERHEET R

EZREAAT, @AE20m LAWKy SR 0.35 ,
WP A50% ., 63mmol) BYEFM AP MANIE]ISMI LA E kP A1,
/- Z#/-2- F8&E- -WahwaE-4- TEHNER, R4
Wl H3004) EmAFEEREC 1.1 g, 63mmol) HEK . ERT
RS washet . EALEE, £ LIREEN( TRTE !
EX=15:85 , bR ( 2.2 g ) .

IXi) 1,I-2#-2.4- —¥4E£-3-TH

HEIOM L XTBM0.2 g AFXERYS2.22 ( 5.5 mmo
1) 1,1 Z8-2,4- ZFFE£- WA SR ETHRNBARER
REREBRTHBILR . KHBER, #TEALE, AERTERR
LB ZRTEE: TE=8 12) #AAFR(1.88) -

IXi) 1-[ 1,1-=8-2.4- —FEKX-3- TEE) FH] -

N*- 7,5
0 CTF, $AKHCI KEES SFHRNARBAANE
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3miEAL2-ZRTEFS1.1 g ( 5.4 mmol) 1,1'- Z#&-2.,4-
Z¥EXE-3-THM02g (0.07mol) RFRHGREF, A5
FERBWERTHA4 Mot BAEWE CTHREAH. FAAA
%k, fiMg SO, TH, HEXRFRERE. AYETS m K
AE2-ZRUREMEEIMI LKL 2-Z R LHP SR PR TR
AN LR R 1.058 . 3.4 mmol) FEAWE T4 0.1
g » 0.3 mmol) BERY. REHELRAT S Ao, KA
A2 mi B2 ml HOKMAUAHER S FRER. @tfs
BELBEENC P8 — AW k=2 :98) #hfh™RH( 0.458 ).
R E110 C.

IXK) 1-[ 1.1 -~ —#-2.4- —¥FEH-3- TERL) FE)]
i, " e

O CTHEAANH3 AL 10ml X AKTHPR0.128
( 0.0025 mol) 1-{ 1,1'- Zf2.4- —¥EX- 3-THX) ¥X]
N- ZBW e BN . REFHRM, ZRTHEL2D . 44
BaW, TWHAEHMRE, R TRAUER . BArK b HkiEE
H( Bl T R=5 95 4t~ R(0.068 ) .

IX1) 14 1,1’ —%-2.,4- —4-3- TEX) BFA&]
WE

£-18 CRAAT, HEXK-_LFHEF40.06g ( 0.135
mmol) 1-C 1,1'- —R-2.4- ZFEX-3-TEX) FX] WE¥
HERPRAE_RAFREPS0.15m1C 1.5 amol) BCl3th1 M&E
M. -78 CTHRBEAREGH2 MHEMAN0. 1501 IM=ZBAHE



. BHREL DN, WAL.Sal 11 HEBP AV RRSY.
ABENEERBTAE, REXZTRERLSY, B20.03g FFMAS
.

LM X

2-0 (9- BkX) FHXE] ZE_AFERRE

¥0.1 g ( 0.444 mmol) 9-[ ( 2-BZHAX) FH] i
0.131 g € 0.89mmol) AWM AE T2 ml A ¥ HAE35C
BRZETHREEN. LRFZEEI K, BEAXKELREGHY . 7
WAFS ml TAREF, WA0.367 g ( 1.78mmol) =3F T EHK L
ZERR. EEARARISCTTHA2000, mAl0mIK, FHHE1/2
Mot HRBAY, AKREEFXBBERE WS miX, FERET
REA. EXEREF, UERLARFHUE. BAWETFS m1 T
RO AXFA10%) W, £100 CTimik1.5 Mok, ZAHEN. &
MAEK/ LEBPEERKEHNFZEN0.084 g ( 567,) .

FRBAELRFER, FEHEK, LBFPELR, THEF
LA

EHEMX I

11-Z#-4- BTHE-1.4- BBEAB

XTa) ZZ#%- 1,1I-—%4 HEAhWEAERRNE

#-78 CT, AE3eIWEKREYLS _FRBESEC 3.3 mmo,
D AP al WE AW BB AT ERR T8 (
3 mmol, 0.564 g ) . 1S5 E WA ml VG kW 1y 1-BL-3-
WERWEEFTRC 3 mol, 0.810 g ) . ##H2 IHE ., HEAL
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GABEHRAR LR . FARESE, BREKLRREN( M
M 10, ZMIE/ ahl)  BEAFFLEH . FEH60% .

X1Ib) ZZ%-1,1-2#f-4 ETERRE
HELEN M EXHER N\ B AE4Onl FEF S 1.8 amol
( 0.588 8 ) ZZ%- 1,1-Z#-4- WA ELBEBRE N ERP .
FRTREARBREALE)G, AERLBREENC BMA: 70%
LRZW/ Amm) s, FRHAELEW. FRH8TY.

XIc) 1L,I-Z#-4- BTEBRR

HRZFEERC0.717 8 » 4.7 mmol) WMAF ZZ3- 1,1-
ZHR4- BTEMBRE 0.384 g , 1.56mmol) . HWE4SNEE
KE2EBERY, mADMOmARHLE. dREFEZEXR, 73]
A, mRKH95%.

XId 1,1-Z#~4- BTH-1,4- BBAK

Wi 1-—f-4- BTHE®RC0.235¢ , 1.24mmol) EF2 m
1EAME Y . SCTHARBREAN. B LARFI XK, BHEL
AKERESY. BERWETIONEA,EY, FN_FXxlh
ZFRC 1.24mmol , 0.256 g ) . ARAARZRTH#24 I H)E
MmAImIAK. #HERSW/2 AEtR. AXKER, XHBEN.
AMAREDOWEX AGPIX4 (HCOO- ®) F#FH
FR®EMTHN . BERERAEH. R N70% -
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ERAX I

11-Z-3- £HE-1,3- BB

XTa) ZZ%- 1,1-2#R-3- NELHREREBRRE

PR Lo --2- WEERERKENER, &
FRX 1R T ERRHIT 4.

XEb) —Z%-1,1-28-3- BETEABRE
UXTa)AER, #PBEXIWTERZIFELEN.

XTc) 1,1-Z#/-3- BTERRM
UXTb) YRR, EFRXIOWTERATR W .

XEd) 1,1-=%-3- £T%-1,3- BBKAR
UXTONER, #FBEX IDHF 282 %LeH.

LA X T

1,1-Z#-3- (9- %) FHAXE-4- £TE-1.4- BRAW

XHWa) —Z#-1,1-28-3- THERRK

AR FBR_IEAEEEAN R, P BX TN &
LR 37s i I

XHEb) —Z%- 1,1-2%-3.4- FETERRE

O CTF, WAIM-RFREHXTa) ( 0.2288 , | mmo
1) HEXPMARRTEFR(0.172g , L mwol) « BERT
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RARFEREALES, #TFE BN, BEEELEH. &
£ % 80% .

XHc) —ZT%- 1,1-Z28-3- BX-4- ¥FRETERRMN

75 1Oml 9 & sk P 4-0.048 g ( 2 mmol) BHAWET RS
MANEL alWE kP EAKERN(C 0.216 8 , 2 mmol) . E&ET
W1 PHEWAXITDL)( 0.244 g , 2 mmol) , A K MRS Y E
S bet, BABAERAZ . ¥RAREHTHREENANL, FE
Fimet. =260% -

XWd) —Z%- 1,1-28-3- AWEHE4- FAETHEER
By

WEIMEXK-—EFRFEXMc)( 3.49g , 10mmol) H&E K
HIAFRFBE(C 0.458 ) - HRAWERHREO C, FEABAR
AR, HELRPBELAEMH . £0 CTHT480HE, ARNL
ETRENRAY, BR, KEAHEMN. d G2 &R H83%
BB ad, TrER—FPRATER -

XMe) —7%- 1,1-ZH-3- [ 9Q2-£A%-6- ) FEh¥]
FRE-4- FEETARRE

MEXK _FEAFTHEKERSXTAC0.397 g , 1 mmol) W&
FHEWNZ T2 mmol, 0.102 g ) Fo2-H2k-6- A ES
(0.170 g , 2 mmol) , EBWTRAWMSE, XEZTHREEMN. &
YA B R A BT LED . mR27.



XHf) —Z%- 1.1-=%-3-(9- %) FEE-4- ¥HTH
3.3

HEI10mISOLHFRAAA TS XTe)( 0.531 g » 1 mmol)
WEBEGOCThALE. ERXEZARLR B, #ETR
A8 T mAEH .

XHEg) Z2%- 1, 0-—#-3-(9-X) FHE-4- BTER
AR B

UXEONER, #FPRIBFTEBAFR NS, N HAA
M .

XEh 1,1-ZR-3-(9-J%) FRE-4- ETEREM
MXE) A ER, PRX LB FTERAFENINL YR
&4 .

XHi) 1,1-Z#-3-(9-%) FHAE-4- ZTHE-1,4- BBk
W B8

RXTAER, SPEX IO BR800 % WIS
w464 .

XM, EAZERAXG L, AEEATEIXPHEY
BERAAXPEIREBEHN-[ ( 2-BEZEE) FX] Lg%,
MeBBTAMEN AT XBREITEY.

1) 2-0 1-(9- BHE)-2.2.2-ZRZEE] CE-_RFARR
B,

4}



2) 20 1-Q1- v )22, 2-ZRCEAE] LE_RAFHE
MR B,

3) 5-(9- BRE)-4,4-—R-2- BRX-_RAFABRRE,

4) 4-(1- e &£)-3.3-—RTHA _KFEBRE,

5) 2-0 1-(1- e X)-2,2-—4R-3- BHEXE] 2 -4
FERRE,

6) 4-(9- A3 R THE _FFERER,

7) 2-[ 1-(9- BXE)-2.2-—RZER] X -_RFPERR
W

8) 2-[ 1-(1- e X)2.2-—RCEX] A _AFTER
AR,

9) 2-[ 1-(1- e ) FHKE] -3- BE 4.4 _AFH
PR .

HUEENTRAXANBRTERRES L L 5BEFRALXNY
BRI AR, BE LA LN ERRPLER, UBREENE
RFEMBRHTE MK UEMN A0 XHARPERLE SRA
M FR—E R . A KA 5038 T3 5 BY BB R0t
EREEREL, URFRNREREXRAEZ MR ENERD. X X4
X AERESRS PAARE, flin, “AAEPHRFPER
% =%( 3IMc Omie 4%, Plenun Pressi}f, 4%, 1973
£) s UR “AHARPHERPEE” ¥ _F( Greene , Joh
hn WilcyfSons , 4%, 19814%) .

BHNEERPEAGE. FiE, -8, ¥4, —XFX,
ZERHE, &HEFE, KEARE, ATE, FEXFE, WA



kX, WX, WEERR, 2-FHREXZCEAFR, PHEX R
X, XEXTLHBE, R TR, ZRKRE, ¥EAFES. AV E¥E
HOEFRGEEZEAPE, BIRPABLOBRESHAARTE
FHABMMEE . IAXXARNCHE P ETREREXRRRAX_F
EPRRE, PTE_REETFHRE, CRAEPRRES. X%
BAFERTE _FEFREEMRTE _XEFRERE, B4
EXCRPREEHANEYER.

ARWROFFPERACTFERRTEDBRKBBE LR
MR REETEPERFEARAR wEY, FEAFR-EHE
XU —BEAR) , FHERHEENEABARAEHFRR LB,
WeHEHTHEKE —FRTa LEWHS5 - REXBEKE, 5
- ZAPERMBES - R TR

5w #

BRC o) FF

RO ekmedk) #F

MLC s ) #F

- BRAE-YV-HANC RERs) #

- BEABC RERE) &

-3 - HERHE-2 %

2 -3 -Z A

3- REBH-2 %

3- B2 ,3- AR5 AFRHF

3- &BH8-2,3- A5 BEY

3 - #8-2,3 - AR5 AERHF

3 - BA-2 .3 - ZPR-5- ;R
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2,3 - AL F

2,3 -ZHA-2.60 —BEELYH( BE) #F
3 HAXE-2 Y- ZHAKRHF

3 - BAE-2 3 - ZRHEASH
2,3 -Z B MNHEF

2~ REMH

2'- BE-5- ReH

2'- ME-5- ANH

2- MA-5- ;¥

2'- WE-5- RRH

2~ -5 RERHE

2'- MA-5- BERH

2/- HERHE

2/- #-2-BLR-5- B PRk A

2/ - -2 -HE-5- - PR RIF

27— -2 -BEA-5- BE- FEekwRH
2~ 82 -ME-5 TE- MW RYE

( E)-5-(2- BZHE) 1-B- D- Mk RHF
( E)-5-(2- RLHH¥)-2- BRBKRF

( E)-5-(2- MZWHX)-2- HEMNHE
SRR E-2-RERE

i-8- D- MMkl

1~ ~ D- F Mok JRED

1-8 ~ D- [ 5k 4

1-f- D- v H-1.2.4- Z49-3- REBK



5-(2- R2E)-2 - BERHF

2, -ZBE-2.6- —HEESH( BY) H#
1-8~ D- MRk-5- REKER

1-8~ D- FMiw-5- RAMER

29, ¥-ZRE-5- AMFE

2,3 - AR5 AMH

2,y - A5 BARME

2,2/ - —RK-2-MEMHF

I By YL 8 KR B T AR A T RIS 4 -

4-0 1-(9- Bk%) TH] —. —P=ZHAFERRE

40 1-(9- %) -3- ETE] —. =R FERRE

4-0 1-(9- Bk&E) -3- ( £WH) TH] —. “f=RAFER
W

-0 1-(9- &) ¥FHE)-1-B¥X) L&) —. Z=4AF
% B2 R

3-0 1-(9- IRYED) 2~ #WH] —. =R FLERN

2-0 1-(9- pk&) -1- EXEFR) 2£] —. _MZAFER
B

2-0 1-Q-(5-RERFREDFALE] —. —P=ZRFEBRM

2-0 1-C (9- pkX) -2,2,2- ZHEAE) 7X] —. —Zf=
i3 13

2-0 1-C (- jemmeX) -2,2,2- =R AR 2] —
ZANEBME

2-0 1-C (1- ke X) -2,2- —RZEAX) 2X] —. —H
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ZAFERRE
2-[ 1-C (9- BE) -2,2- —RZEH) 2] —, —Fu=&
AL I R
4-[ 1-(9- fjfE) -2.2- —RTHE] —. ZWZAFERRH
40 1-(1- o) -2,2- —RATH] — =g PER

4.

5-0 1-(9- BK&E) -2,2- —#-4- BERE] —. =T
21334

21 1-C (9- B¥) 2-(3-8%-2,2- —RFEEXNTHE] —.
“HEZRATFERRE

4-0 3-C (1- e %) WEE)-1,1-2R/-2- &%) T*]

= ZRZRFEBRRE

KERAHC R THERKERTMERN .

i, I e EAE RN XBR AT EARHDN
AFMRNARBERAGFREFTYE. RENREEEGRAHE, KA
#, BARRFES , NMTRAFHHFMFEEL( Sindbar) HF. T
HAAEX 1Lt iilsith i, sl RER( AT
WATHEABR, MAKESHRER) WASRE( nrbEES
HE, Yoster AL N#) . XKIEURFRREXHERAEK.
“HRE AN EERFHE( retroviruses) , WA X LKk
Ww#ECHHIV) , RE-HEFLPEHHRRRIAE. 7
A AR TR A BT P B AR PR [ AR EES,
RS RANBITHRNEREAARFREEE. YTEENFF
R, KEAKX TS WWBARNRC UBEHITE) GAFLF



WAk EH0.1 —250 mg, WIFLLL.0 —50mg, FRBAL E
4 %.

BRTHENMNER GRS, KRR ERET — Ml
MAATHENR I LA BITRAS D FRENEN L. 8
FAaAEERARELM AR ETIN WP RN % T LK
ARAI AN MHEER. X FE 50N BH ERABEAR( m
KELMR) A ER BN AMELEBEARNT . Med.
Chem , 20%, 3 —409 ¥, 19774 HEREAY “HEFR"
38, 2886( 1978) 1 . MR [ LAWHEEME T LM T ERAMA
XAmWEBE( CCRF- CEMBRA) £ KN MEWHER .,
RMEAATARBFENMNEER G, BRI FERRDH
MEam®M, 6 C 3 HED#MKE KM, CA- 755 M& . P1534]
Wk B B o e X 55635 a0 Mtk B R .

UARX I ARECEA TS B ME AR —REKE
BT . ARRAERAY TH mEibf/ KBEEE.

‘HHARET —EREES RS R ERTNER
ARIehE. KRR H A HHARERARNECERRE . #
o, GHAE-MAH0.1 —20mg/kg KE . stKAH#THEITH,
BARFARITFHHN0.1 —50mg/kg . 1877 Bi I A R RA 1L
A EMELRE, EXEHRAFEHBTHRI, RERANL
a4, REF A, 8, KERTRARAGRKE, UEEEREHR
HERXMNL, B ERAEEELALE - FTAHFARBERAE
B .

AXFRIAN “HZREMNE" —FRkFTREUR T HLEWET
Wl hs AR LK. ERX L AAYNERERNER
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T, BALEWHEHEE, ERARMERELSRNBEN 4
K. ZBHEUH - ERRRA EEYE, BRTHATHTEH
Ph A .

AFEHNEWRGFUARNYIRA . GHAFEAX TSN
RAH MR, R EBHH .

HRPWARERRAN] 7%—90%( EX) . ARARRAY 5
RERES, RAEARHRE, REEUBRHE, MR, KEACERY
AFENRGEY . EARBRAORETUREE, FEERAEY
B AT ARG R EREEN, BRENREADER. Bk
BYAawTURAA, AN, R, &K, KRS, FERY,
., R, A, R, MR, RERC BEYARER BN
), B AT EHLI0EEHARCEY) KB
A, BRA, TEMHKXEERPKELREA .

BoEHHREK, BUAPRREANGAT, AN, AEH,
R, LAS, HERS, BR, FAiamkk, 2R, A4
X, RUHEWERM, GHK, K, BR, FEFER, FEAFA
EXEXTERM. BE, ERREFTYr . HREY PETUA
AHEER, HEN, LAOAPEEH, FEA, SRRNRA%RH .
FKAXGEY E Wy 7 &AL A E R ERH RGBT UHE
A BRI, T B K

ARXAHGR BT AEARE, FHELHES —500 mg, EF
#H425—300 mgH BKE, “RANET —HERETUELHE
ATAkfXECRLA WA HE LB f, FRAEHET
KE-MAEHMRAKEKA MR EHRTRN - EWH RS
M-



FEEAAKFEERLEHBTUENGHERT, AW XL
AR e WBRCAEWESR. EARXARTHATa {
A4d, HARYR| RHRCHPOHK, OXFRAU) + 4R3
AHRCHOHK, OXFA(h) : ¥Ry ZAHRCHOH, R2
ZHHM, ORFTKREA(GR) ; ¥Ry RHRCHOHK, OXFRA
(i) . ZLREAT, n BIFH2 . ELRERWHALT, LN
AUEERBEFE G EM Q) , b) , (c) , (d) M) BIEY
E-HEraHOR. ERZALEHERNTc REAWHEAT,
RIFR1T, RIBERIGPRR—AXHTZL. R13F R EH
i, R(MTBRFACHOCH,; #&( CH: )3%; RpyfMRi9I&EH
it, RISHEIFRZOCH2 WRCHLCH2 #. HEXRWNLAHW
AIb REWHERT, RisBFAEOCHz &, ( CH2 2%, (
CH23®®K CHOCH? %, RigMEGEHWATHEH: WRR6
ZCH) BECHCH2 %, M4AR;5EH. B, ERFHRX
Ibflc e W TUE LREFLHBLEMG) , b)
(¢c) , (d) Fule) RAME—MHLITHE LA
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