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2-{[4- B EE-(1,1- B ) -4- 2 - T BB ) - B K -6-- FREZEE)-FHREC4-
R

2-{[4-1R-(1,1-BEER)-4- B ) BB ) - B B-6- R EE C-4- R

2-{[4- R EE-(1, 1 - BREE)-4- K- AR - R 2 -6- FREC-4-RE:

2-{[4-F B E-(1,1- B )-4-K)- BB } - B B-6- KM E C-4- R

2-{[4-FFE (1,1 BEEE)-4- - TR |- B -6-[5-(TRm-2-2)-ME — Me-2- 2 )50
R C-4-5LER;

2-{[4- A E-(1,1- B EE)-4- 2 - FABL ) - B H-6-[ S-(N-RIL s e ) -1 — -2 -
A C-4-5 R,

R 2-{[4-BEE-(1, 1B E)-4- ) BB - E -5 H R4 R

2-{[4- R E-(1, - B E)-4- K- B R - R E - A PR A P E- 4B

2-[(1,1-BEH)-4- 2 - BBt - R -3-F B P - 1-4- 16 K :

B -2- {[4- B EE-(1,1-BREE)-4-F - BB & - F H-5-(N- uwﬂﬁﬁ?ﬁﬁz) -
4-15 R ;

(QR)-{[4- BEE-(1,1 B EE)-4- 5 )- BB ) - E8-(35)- FRE-5-FEJ-4-R
8

(2R)-{[4-BRAL B 2E-(1, - B 3 ) -4- 2 |- BB 25 ) - B 2E-(3S)- PR ZE-5-FE E [N-4-
TRER;

(2R)-{[4- FEE-(1,1- B EXK)-4- 5] BB &) - B E-(3S)-FTEE-5-FE L-4-R
8

(2R)-{[4-FFEEE-(1,1 - BRI R )-4- K- BB } - HE-(39)-2- F HE LEH)-5- zts%
B-4-HRER

(2R)-{[4'-FEEUE-(1, - B )-4- H - R ) - B E-3S)-Q- FEBELEHE)-5-F &
JE-4-1RER s

(2R)-{[4-FFEUH-(1,1- B ) 4- K )- BB K ) - 8 &-(3S)-(2- FRE ZEHE)-5- 55
HRE-J-4-R R

2-{[4-(4-F FE FEEE) B X ]-FHBE - B E-5- TR N4 RE;

2-{[4-(4- P EEXE FBE)EE]-FHBE)-T&-5-FE -4 REK;

2-{[4-(5-IE AL BE-2- F B ) S 2 - WA 2 ) - 2 - 5- B [-4- R R
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2-{[4-(6-N-RLRE ZEAL e -3- B B )- B B - R B 2 ) - B -5- B B -4 IR IR

2 {[4-(4-FE R FRLE)-FR)-FHBE)-BE--FREC4-RE;
2-{[4-(6- = FRMOE-3- PELE)-HE - FHBE ) -RE-6- AR 4R

2- {[4-(6-FEERL 0 - 3- B 2E)- BB - R BB I} - B 2 -6- R E O -4- R,
2-{[4-(6-Z . P& FHEMIE-3- P BE)-BE- FHBE)- S E-6-FHEC4-R

2-{[4-(5- FRIVRGE-2- P B E)- B - F LR ) - B B -6 KR K C4- R R;
2-{[4-(5- R EEINE-2- FBLE)-E B FRBE -2 E-6- K B C-4-RE;
2-{[4-(IN-FB £ 05| Wk-2- R BE2E)- B B - B B ) - B E-6- B R E O-4- R R;

2 {[4-(N-TE IR 00 - BB AL - - 5- B L4 AR R

2- {[4-(N-TDBHARIREE)- BB | SRR ) - -5- R R T4

2- {[4-(N-TH W o T L ) - ) SRR 2 ) - - 5- R 2 IR -4- SRR

2-{[4-(N-ZE RS B )- SR KB R ) - H B -5- K E -4

2-{[4-(N,N- PR R R B ) H 8- R B - BE- - F R -4,

2-{[4-(N-[4- B EEMEML 2 20 )- B B0 )- B ) F AR B ) - R -5- R R -4- R ER: FO

2- {[4-(N-[FE 3 BEME2. 35 - S0 30 )- L ) TR B I ) - M 28 -5- R B [ 4- R

11. —®maay, 88

()ELHHBIAER 1-10 E—SFHLEY: &

OGLANCE: 5:d:0F- 18

12. EERLEREHBFER 1-10 E—HFTROLADHBEYERE, P
KR ZIYA TR SR BT 5SAFENEREOMIEER XHNER.

13. 48 2T NBEONAESR 1-10 E—TRFRNLSYWHEYIER, K4
EET, BB TRHADYNERRAT EAFENEREAMEEERNER,
BERE G R A, B DIERR. R, IRER. RERTRER.

14. BERFESR 13 FRNAY, KEEET, ZERR@XTLR, BAEX
HRRARGHXT R OBE, ZRT AP ERE LR EKAES; H()LnE
R, AT RELIR. R OHIEE. SGEREEL. BRER. FHEERS.
PG . B SN EER. LB R ARFRAERESE.
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# A B

ERBEBENRENE R EOBENH

BIARGER
ARBERAFHT5SREOREE AR AEEREOMEEAXOER
ME Y. ARVEES RS ZLEYNEYAEY, AR EYSEWAEYET
£ RBREABHEXRRHTE.

R

HUEEH NS EREABSEREHEA XESREOMERFHTR
K, EREMNERAKMBERNER. XEEARAEREEOEN MP.

A4 EAF T LSBT 5 REESEHR RN MP KiK. X& MP B E
F-&REABMMP). SHLEEAM. SHELSSREOMR. TNF U5, o
Rk Ik ¥ LB (ACE) . 3¢/ & (disintegrin)(B A ADAM(. Wolfsberg %4, 131 J.
Cell.Bio. 275-78, 1995 £E 10 B)FENmHEfkEF. MP BB T EI5E A\ Bk A 4T 4 40 B AR IR
B, NEBRTERRARE. NERER. REEARE (aggrecanse) Y B
ABEFRE. RER. BERE. REEARESANHEXNEEN S SMHERRERT
BAAHREER.

EXRFCL2THT MP MEIAMBERTENE. INZRAXETH
5,506,242(Ciba Geigy Corp.); % E%£F 5,403,952(Merck & Co.); PCT AFFHIHHE WO
96/06074(British Bio Tech Ltd);: WO 96/00214 (Ciba Geigy); W095/35275(British Bio
Tech Ltd); W095/35276(British Bio Tech Ltd); W095/33731(Hoffman-LaRoche) ;
W095/33709(Hoffman-LaRoche); W095/32944 (British Bio Tech Ltd); WO,
95/26989(Merck); WO 9529892(DuPont Merck); WO 95/24921(Inst. Opthamology); WO
95/23790(Smith  Kline Beecham); WO  95/22966(Sanofi ~ Winthrop); WO
95/19965(Glycomed); WO 95 19956(British Bio Tech Ltd); WO 95/19957(British Bio
Tech Ltd); WO 95/19961(British Bio Tech Ltd); WO 95/13289(Chiroscience Ltd.); WO
95/12603(Syntex); WO 95/09633(Florida State Uni\}); WO 95/09620(Florida State Univ.);
WO 95/04033(Celltech); WO 94/25434(Celltech); WO 94/25435(Celltech); WO
93/14112(Merck); WO 94/0019(Glaxo); WO 93/21942(Britich Bio Tech Ltd); WO
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92/22523(Res. Corp. Tech. Inc); WO 94/10990(Britich Bio Tech Ltd), WO
93/09090( Yamanouchi)F1 3 [H £ F| GB 2282598(Merck)H! GB 2268934(Britich Bio Tech
Ltd); 2 FF B BR ¥ % F B 3% EP 95/684240(Hoffman LaRoche); EP 574758(Hoffman
LaRoche); EP 575844(Hoffinan LaRoche); A JF# H 4% F) §1iF JP 08053403 (Fujusowa
Pharm. Co. Ltd.); JP 7304770 (Kanebo Ltd.);¥ Bird %, J. Med. Chem 37 %, 158-69 |
(1994).

MP #1)F § £ 87 RN H FEFE: HREHXT % (D.EMullins 5,
Biochim Biophys Acta (1983) 695: 117-214); ‘& 3% # (Henderson, B.5, Drugs of the
Future (1990) 15: 495-508); #EAE(Yu, A.E. %A, (ER&BEOE-EREHTHIH
¥E4%), Drugs & Aging, 11(3)%, 229-244 T1(1997 £ 9 H); Chamber, A.F.f{ Matrisian,
LM. {55k TR RS REABERLIESE P ERREED L. of the Nat'l Cancer Inst.,
80(17)%, 1260-1270(1997 ££ 9 A), Bramhall, SR. (BT HERESREOBEERM
%179, Internat1]. of Pancreatology, 35 4 ¥, 1101-1109 77(1998 £ 5 H), Nemunaitis,
I A, (EFEBEOEESI7 Marimastat X325 87 B ML R FR2 BRI RY
HERIE: KERMNEYIEERTZHERR/L%E), Clin. Cancer Res. # 4,
1101-1109 JT(1998 £E 5 H), 1 Rasmussen, H.S. 7 McCann, P.P. {{E 57 HI 517 KBS A
3 F 4B E EEE417) : 45 %)l £ T Batimastat F1 Marimastat f]4534 ), Pharmacol. Ther.,
% 75(1), 69-75 T1(1997); MMM H(F L, Broadhurst, M. 1.5, BRI EF|HIA
276,436(1987 A7), Reich,R.%, 48 Cancer Res 3307-3312 (1988)); % EPEHELL
(Gijbels Z A, J.Clin. Invest., ¥ 94, 2177-2182 F{(1994))F1 & FhH LR IZ BRI B IR
5. B, B FREE SRR KT (Pseudomonas aeruginosa). MEMBRBEHFER
(Acanthamoeba). BARENFERERY, ABRTLIRMEHER. UFEERE
K& BEABEEVSTARFNEEFH TEBT AR, KAEERENE. R¥ X
FEFIIAAE 4 (Cf. DeCiceo 25, WO 95 29892, 1995 4 11 B 9 HAM).

EFXFHE&BEANS STLRE, C2F H&IXERNMEIRNEMER. ¥
LR BIMHIF A FE RS . 5 TFEEEE R No. 5,183,900(1993 % 2 A 2 HIE
F Galary); #E%H) No. 4,996,358(1991 £E 2 A 26 R#ZF Handa %); REEF) No.
4,771,038(1988 £ 9 A 13 H#2F Wolanin %); EE%F| No. 4,743,587 (1988 F 5 H
10 H#8F Dickens %); 1993 ££ 12 A 29 H/ATiH Broadhurst %5 HEX ¥ % F 1% No.
575,844; 1993 4 5 B 13 B A7HAY Isomura 5 H k5% F i W093/09090; 1992 £
10 A 15 B AR Markwell ZREBR5FI8i# WO 92/17460 1 1992 £ 8 § 12 B4
A Beckett %% 11ER# % F B11F No. 498,665
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BT SRR NS REOBERE XMERT, IS REAMRE ML
7. BROHBEMAEF, ENRERATHTHASEREAREAXINERN

B A& R E OB R BRI

KRR
AR BRM T N &R EABBINEIFNLEY, RS H B AT X
SRS AT BEE M IS IEAO5OR . REHR, FRBER—HEROSFHNLEY:

AN,

1
R N/ \\0 W
\Rz

CRSR%I‘-A-—-G

X
3

R4

H

(A) X % H-OH f-NHOH;

(B) W i H-S-, -O-, -N(R¥), -C(R**)=C(R*)-, -N=C(R*)-fl-N=N-, He R¥?fl R
B MRS, Rl BBE. BE. RE. FE. AFE. MRENRNR
¥,

(C)R! Z-(CRR®)-R*, HP 1% 0-4; REARZFEMIEEA. k. #HE.
RE, FE. rE, XFEE, R, RFRE. K. SRE. RENRER;
R¥EHE. BE. EE. RE. HRE. RE. MaE. SiE. BRE. &K
RE. B, AFEAIE: |

(D) RZ&-(CR'R"),-R¥®, HF m K 0-4; ARG EMILE RS . BIGE.
R, FE. EE. ANE. FRE. AFRE. IR SRE. BRENREE;
R M EE. k. SRR, RE. M., ORE. FE. TR, FRENRF
Sk i

(E) R® &-(CR®R®),-R’, B n}0-4; REUMRSEAMIUE A, . BHEE.
. FE. R, JFE. HRE. AFRE. OX. Ot BRENREE,
ROEEE. BE. REE. 5. BBE. i, F8E. frE. #FEE. i
E. BEE. #FKERE, FE, EFEIDE;

(F) R* &-(CR'°R"),-A-(CR'"R'™)-R", K A FIHME. -O-. -S-F1 80, z
3 0-4; o % 0-4; RO, R, RIVAIR'"E HMIriE A, Sidk. G, RE. FE,
Zubest, EE., HnE. RFRE. . IRkE. BEAREE: RV EEE.
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i, BEEEL. HE. . M. FRE. MfRE. FE. REFEALE.
(G) RARFAMIEEE. . BHE. RE. FE. Ml RFGE.
Hidt. A RE. K. KR BENRARE: kh0-4;
(H)A%H
Rlz'
Rlz\/c"_"cg{xz' Rlz\/c=cl\ o _e=C—
, » Fo =
He RZAI REZEMTEEE. SE. HEFE. RE. IRE. FE. FxE. *
EE. FHRE. FrE. IEM-CONRPRY, H
(DRBARCEHHMIULAS. X, BFE. RE. MrE. FEARFTEX
(2) RP A R G ENERNBREF-RBEELREE S8 MHRETF. HFF 1-
3 AR FRERBAR R,
(D GiEA

(HE;

(2) (CRMR™),-R", HF p X 0-4; R*FIRFBMILE AR k. HHHE.
i, FE. R, AR FREE. MFRE. IR, SRE. BENREE;
RSEEE. . FE. RFE. IRE. FRE. FRENRTRE;

(3) -(CR”R'6')q-Y-(CR”R”'),-R18, Heh q 34 1-4; r 2k 0-4; RS, RIS, RY F1 R
FEMITEEE. . BRE. RE. FE, KRE. J5E. FhRE. MRE.
HE. HEE. BREASEE: Y i®H-0-7-S-; REEEE. BE. KEE. KE.
Zuprdt HEEE. R, JFREE. FEARFE, £MHES =08, REAER
e E:

(4) -CONRYRY, Hth(a) RV ARV & BEIEBE. FE. BEE. RE,
i, FRE. FE. FEE. PREARNEE: HO) RV RTNEEIERE
MEEF—BEEHREE -8 MRETF.EFE 13 MAEEFOEERRMRART:

A
(5) -(CR¥R')-NR¥R¥, He# s} 1-4; REFMRYEBAMEER. S, &

BE. B, FE. RE. £HFE. FRE. FHRE. . IRKE. BENK
&, RO R FMIEE:

()E. . BEE. RhE. MrE. ORE. FE. RFTE. WEEN
FeIRpT I

(b)-C(O)R¥, B R* EHS. K. HFE. RE. REE. Kitd.
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EH SR, FREAATEE: & RY A R EIIEENB R —RiEEE
BEH 5-8 MHETF. HFH 1-3 NARETIEERARRHRR,
(c)-SO,-(CRZR¥?)-R®, Ttk 0-4; REF RPEBMIE B k.
BEREL. RE. BR. . SR, R, ARE. XE. SRE. BER
REE: ROEARE. M. ORE. FE. RFE. FREARFRE; RRY
MROMEMNEENERBEEA —EEERASE S8 METF. HPHE 13 MA%
R F RS Z2REF
(d)-C(O)NR¥R¥, HAP(i)R* M R¥& BRIk BE. . BFE. HRE.
RETEE. ZufRE. FE. FFEE. FREMFFEE; SiHR* M RPNSENER
MEETF—RERRREE 5-8 M HEF - HPF 1-3 MAFRETFHEERRRINET,
(e)-C(O)OR®, HF R¥ ik Ak, EBE. RE. i, Sk, FE.
FFEE, FHEERMAFRE, =
(O RCH RS EEEMNERETFRBEELRAEHE -8 MEF. HF
A 13 MNAREFHREEBARRIRIF; A
Mz¥k8
(V) e MAP IS,
(2)_D‘(CR26R26')uR27’ B
(a)u A 0-4;
(b)D #%& §-C=C-, -CH=CH-, -N=N-, -O-, -S-f1-SO,-;
(c) REFI R¥ZAMMIEHE. . BEE. RE. FE, RaE. F
EE. FRE. #RE. I8, HREE. REAREE: A
(DRY EHIFE. HFE. KE, BHE. RE. FbE. iEE. #F
fed. BiRE, R D £-C=C-Bi-CH=CH-, ¥4 RV [ H-
CONRZR®, HF(REMRPEAMIEBHE. KE. BHE. fE. X
R, . BE. 5E. FREEARTRE; RGR® A REANSEIIERR
AETF—BEBUREH S8 AFET. EPH 13 M ARETF IS,
(3)-NR29R29'. ﬁ':P :
| (@RPFI RTEZ AMILE BE,: FE: SIS, i, REE REE 5
B, NNE; HEE, FEE; fC0)-Q-(CRYR)RY, v 04, QiEIHiN
EA-NR?, ROFIRYZAMIEHE. RE. EHE. BRE. FE. FE. &5
B, H5E. RERE. 5E. O5E. BEMREE; R RY()E BHILEHE.
R, SR, RE. ek, mRE. FE. RFE, FRENRFRE, 3i0) R
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I R2AESEIEENEEF—REEEREEHE 58 MFRT. HPF 13 MARE
FHUEEERIZF; 3 RP M R2 NS EMEENERFBERENEH 581
HEF. HFHE 13 MARETFREERRBIAR; K

(b) R® fl RS EMNEENERTREBRERETFE 58 METF. R
FH 1-3 MAKREFREERARRE;

ya
YL CRER*-M-T
@ L)f T s

(a)E 1 J 3L 3% H-CH-FI-N-;

()L #%HB-S-, -0-, -NR®)-, -CR*)=(R*)-, -N=C(R*)-fI-N=N-, HF
R®FIR®Z GBS S, BEE. Hdt, Find. FE. AT, FEEN
FE B A

(c) w £ 0-4;

(d) RF R¥E AWM QS M. BRE. RE. FE. fiE. &
EE., FmE, #RE. K. IkE. BENGEE: | -

() M ¥ BILMER. -O-. -SO,-+ -C(0)-. -C(O)NR*-, -NR*¥-. FI-NR*C(0)-;
Hebx h0-2; ROMASL. i, SEE. RE. FE. #F5E. . RTE,
Bk, RREMEiE: A

(OT Z-(CRYR)R*, HF y Xy 0-4; ROA RYZBMIZE AR HE.
SRR, BRI, HE. b, RFE. FEE. ARE. IR, BiRE. BE.
REENEEE: MRYEBE. KX, BEE. RE. 8. #MuE. 0. 5
B, ZuRE. R, &HEE; R RYMRY SEMNEBENERETF -BEREASF
5-38 MREF. BFH 13 PAREFREERAMHARIE; 3 REH R HEMIEZLY
BEF—REREREHE 5-8 MRET. HPH 13 MARETFREERARIFRI,

BB EEFHIE. JEX AR Bk, BRI EREZAE . TAEYKE

Rt . BREUBEIERE.
A EPEEE EXMNERAE. EXBRATRT BRI, H2i¥ EaEZRE. B

EYIKBRRIBEAL . BEERBLIER .

ARPUAYTARBTURAFTENS AT ABEHARENERAERL. B
i, ARATRETRSXEASYNGYDEALY. ARBTH—-PRETIRITSE
JB&E A BEH RIEREITIE.
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RE\IFER

THEEAXFTAARERNEXFER.

“EEELT BY “BRE” RISRTRERBINBERSMERAEN, R-C=0)). B
HEMBEFNAELBE. PRENARE.

“RE” BE 1-15 MRETHRMRERR, BEMA 10 MRIRT, Bl
H 1-4 MRETF. “BE” REEDL—NEEHNF—MBEEIRBESR 2-15 MK
FHIRE, CRAANE 2-10 MRETF, BEHH 24 MRRTF . “R7BRFEL—ME
HEHNE—MBEBE=Z20F 215 MKEFHRE, ERERT 2-10MRET, B
HE 2-4 MRETF. mE. BRREGEKY “28" )T LUREREECE, LR
RERIL. BENTBFEE. BARES - SR XHE, BENT—IXE. B
R RE. RE. BRREES HA# 1-4 MR ERASHEFRA: HFRA
B, REEMEREE. WERSBR. RE. BARETUESEHSER. B2, SEEW
FEEL), AEEE. BEEWIBEAE). BE. FEQEE). RGTE. HE.
Ik, UBEF. £, BERE. BEEX. BE. NRE. SERHEMHEERA.
REMNZEEEAAERE. 28, FE. RRE. TE. 8%, HRE. THRER
4 I B # (exomethylenyl). ‘

FIRE, WASTETRE, “RG” . BERES 00 “RERE" )EF 1-6 MK
BEFEENE 14 M BRETNBREREERT), URE 2-6 1 BE24IMKET
RIEE(AEFETIREHRT).

“IEER” RERBRAE. AXPEERREREEENRZEG!, -O-5E
O-BER). BRENREEAEGIMBRE. C8E. RAENEREE.

“ER? BRERBH. SHREAFRASHNARE. BHEFHOFFEE 6
MREF. BEFHEHRIER. WRFHREXTEEH 8-17 MRIET, BRENFT 9-
12 MREF. URFHEEIRNTERE, KPP HFREE, H—IHEBFES
HmEa ik, REMNFSHEE ST, 6 ok 7 L5 556, 6 JTEK 7 T
L. FHTLRDUCERAR L3 14 MRAERA. SETHAR. #E. HE,
RBE, BE. 8. BEE. RE. MMrE. IRE. BB, FEE. EE. M
SR, BEFBE. Ok, TRE-SE, A58 ERHEMEEaRNK. BERNT
HEESE. FER. —FXREMFE. RENSFHEREFTE.

“ T REFERARENEEGE-O-FE). RENFEERBGIMEEE.
BEE, FEEFEENTFE_FEEAE.
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“Hiei” BMASABEANERE. FRER AR SR . HEERRZEIF, B
ERSH. BESRENTRL. BRFREPHKRY 39 MRETF, BENF 3-7
ABEETF. NRHEETE 7-17 A MRETF, BENT 7-12 MRETF. BEMNFRF
RS E 55T, 6 R 7 THFAH 4 5T, 578, 6 JuEk 7 . FAREIALIR
AR, BREEFF B3 14 AEURERR. FREETH R, . KE. MaE. Ok
B, XE, BE. BE. RE. 5. BEE. FEE. RFEERHEAHSIC.

BREMIEEFEEARE. FREAFCE.
“EIAR” R R IER. B FEM. BREMKRERNA. RAMRM BEE

Bl R EARRENL, BEERML. /

“ i BRE— A REMIRIRERANES. IBRFRIZ. BENE
C,-Cp, Bk EE; FHME C-Co Mkt TEENR C-C, HitE. REMTRIAE
EEARNEA. BENRERZRATE,

“RETF” LE. RREET. 25 MU L REFHREATUSERAHRE
o

“Fuast” BEBERAELS—MRETFHOBRANRFANKGE, XPRERANRE
FRMABH . MMEEETH 215 MBEERFHRIRET), BENHT 2-10 4, B
WA 2-5 MABRETF. Hi, BEEE, -O-BRER-O-RE)VREERREN. £
RESTUREERYE. BENTEAEES 1 K2 MXE, RENT I XHE.
RENAEELMAN. FEANKEET RS M ERNER/R - RE R
BoR. BRENFRAARELE A RFMNER -SR], EENE R,
JiE BT 1-4 ABAREARRBEIRA. BENBRARHREETUREA, —H=
BARH. ZSETREARE. Sait. 58, BE. FAE. RE. BEE.
MR, BREE, HEE. R, RFRE. 5. S8, BEE. BRE. BE.
BEE. SERNETHSRK.

“EE” REPEERETFH 1-6 MRBETFHHER. ZFFRLEFRBEM
DHEG. BFREFPE ALY 590 MREFGRARET), RENFH S 6 4
RET. WFREHPE 8-17 MAETF, B4EH -2 MRET. RARFHE
ERRLK, HP—AHERAEE, A—IHESE. 5%, FRERMHRE. B
BHNFRETRAEALSE 57t 6 o8k 7 THRASH S 5B, 6 TE 7 TH. #FEH
AR, RS LM 1-4 MEURERAR. FEETHNE. B, WE. BE,
BE. X, B, 5E. MEE. IRE. BB AR, FEE. HFAE.
RIEAASER. BENREFLEETRRT T
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FEGImAL eI, AR, (EWEE. (EEE. (BWAE. (REBW)FE.

TR, BRI .
“ZIFRIE” RIFDHBRE T 1-4 NEAE 1-3 MDRETHAEMSEAEMAEE,

SRR A WL . RGBT REIF, REFED. FEHRIBEHTIFRE.
5 BRAKEESH 39 MBETFHGRRET) BENH 57 MBRET. RHHK
HEgss 717 MBREF, BERE -2 MRET. IR RFEEESSH 7-174
FET, BENT 7-12 MRETF. NHRFEETURRASH. RENRFFENR
4. BEANFATEENSS 570 6 8B 7 THHRAH 5 T, 6 JEL 7 JTEF.
RFR IR AT DL A EAS, BREERR B3 1-4 A EAEBUE . RFFBETHEE. HE.
10 BE. B FE. GREL. 52 BEE. BE. BIERE. . AE. ORE.
¥E, SAE. SEE. SEEAASRA. &FnE FREMNRAEGEIRME

. BENAFREFSEERRRT T
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Cepham TRBE  AEERTFER  13-TEER 1,4-TRES Penem

0. .0 H H H H C
N N__.O N. .0 N_.O S
w () Y Y (L
S NH NH NH
o]

NH,
EOE  BAEH  Rew MEERE EER BRI UR(thiolane)

o > O O &

2,3-"&-1H-FM|¥:  phthalan 1 4-FFHIF O L4 WMBAHTHR  AE-TREE

(I;NH @NH
. - o’ 0.
1,2-2K 3 7 BB AT RAN B

ALFAMAE “HASYEBREAR” REXRIF “HR” BoPAFNER
B, ARENLSYEN “WRSGMSBREAOR” FiEHER, SFEEINEER
WIS KER AL . BRESENMELAGTEARE. HRRESRERBOL
MEAEREENESEENE. 48NN &MHFIIMTTEEEEF) No. 4,743,587
5 hiBF, ZXSET Cawston Z7E Anal. Biochem.(1979) 99:340-345 PP ], HXK
H 7 Weingarten, H.2$%F Biochem. Biophy. Res.Comm. (1984) 139:1184-1187 H#5ik )
HEREY. BR, Knight, C.G. EA"—HATESERBNEEREREOBRNFH
G EHCHEK", FEBS Letters, 296 ¥, 263-266 T1(1992). %44R, WLLArixsE -~
SHR A RRRNEFFERE. BENERHLSYRNIENEREDEST W,
10 ZEESHNEOR, K5 550 A\ ¥ 575K 5k 5k B A 4 40 i IR BB AR UL =39%,
RSP E B E ABE N T BRIEFHTHR. TRASENER
EOBRASE —EHENEIBRASANENERYRBINERBLSYHIREN
iER .
“YEIR” RIBRERRENRE R ENENARE, RPTRERNER
15 ZRrERN, Ehd WERREFR T — K, FIdHHE 4-8 MABE TR T
&ETF), BENHF SH 6 MBUET.
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REMEFR, mE. Z45%. FRENRAFRETERE. SEMBERERS,
A RPABRATEE T XL

1. #E(OH 534 R MKALE).

2. HESHRTE R BRAERERBEE).

3. HMBRE, SERBEESEIMREEGRTRMETFS M RIEERRE
EANRTFHRMFEETF AR TFIN.

4. P, EERBEES BE M FETFEHAAENBRBE.

5. PR, 8%, iBEESEE MR TFERAENKME.

“Zhd FATESME” RESAREEAMRRERRRR) LERNERT
th, REACABREEAMERD) I HENPETE. RELEFFEREEALE TN,
In7E B RS F 8 B4 87/05297(Johnston 25, 1987 4E 9 A 11 HATF)FTARIALE, &3
AL LS E . REMAEFLOERS RS IE LSRN £
DEAENLE. BRENFHETFRAENLIGELY). HRL. R, HREF.

X ek B ASURFAR A R RN, AU AR A R AR E A SR AR HRE
[AFhgh, Boh, FTRBARAREEEINRE, HTFHRE. BEl. ETRIFEREH,
—Fhib L T B IR, XA R E TR R AR SURE RN R S AT R T

“TAEYIKBROEEE” REHRREREIRDNF R' £-NHOH)K &R E Al
HAWERE, EASTRASYWRAEIEYE, RRAES HEIMEENELNY, B
BHNEEABLEERFEENEREOBNEN. XEREATEDFINEREE
Briz, HPXONBEREBRNBEABEERSBR, URBEERE HTEEH

BEEE 4B, R-C(=0)-)EfL.
“HAEYKRMBZERTE” R5HRRERNSREEABMEHBRILE, ©

FATFHIXEAAWNMHEYE, RIAESBDWERENBLNY, FEINER

RELER RN SRR BN, JZ*“WEEEHME%%#D%’Q(DH‘JE‘*%H’E@E@
BB BRI B, R-C(=0))EAMBILERTED.

“H =YK RIER” HEHRBERDF R' 2-ONHE& /R & OGN E,
EARSFRZLELSWONEHEREABIIEE, RES BsMPHELFETEEN
SERBABNHN., XEHOERERNE, KABRAEKBOZBREETER. I8
SEZE. SERRETHE. FRBEFEAFRBELE. ARRGNEFRREHE
AT AR, SR EEREERROFEEREATE. LAEHRER
ZEARREEREAZE). REERE. BRENREREEERMELBAE

FBE).
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“EHLY” BRERQNERBABMETMBRN WA AEHRNESY. &
. J. Honig %, The Van Nostrand Chemist’s Dictionary, p.650(1953). F& AZES
¥ LA ESHENEER TR &R EOBNERNEDEEBLEN(GID, K.
ZBE. ZM. NN-Z— FEFBEUR ZFIREAR N BT sE 55 € HHEEE).

KRB “H2RHE”, SLERME. “IExtBE” REFERRTARBMEX
(Cf., Hawley’s Condensed Chemical Dictionary, 55 11 iR). Xf & REAUEDRIBAERT
FRAOFLEATEDRHBREE RS RAXEERNRFER. SRAERF TR

RARIETRERI.,
II. &Y
xR BPYEROLED:
O 4\
R! /S%O w2
X N\ 2
RS R
o Cﬁﬁkkﬁ} o

HEd X, W,Z A, GR,RLR, R RS REF k AF EidE X . THRHE TRHAERTH
P, EHFAEWERETHRERKTER.

X #% B-OH HI-NHOH.

W # H-S-, -O-, -N(R®)-, -C(R*)=C(R*)-, -N=C(R*)-F1-N=N-; ZEEEH) L HETT &
1, W R-S-B-CRZ)=CR*?)-. R®* M R¥F AWM BE. fuE. BEE. RE. &
ek, FWE. BE. FRENAFRE, B8EMR, RPMRPPHEDL—IEE,

FEMERBMTES.

R' £-(CR°R®)-R*. 14 0-4, BN OB 1, FHMN 0. REF R E BHHILE
HE. mE. BEE. RE. SR MrE. RFE. KB XF5KE. XK. =
B, BREAGEE, BENE, RREARFHEL—ITEE, BEEMNE R RFE
g. R*EHA. B, REE. KE. BHE. RE. MaE. ORE. FRE.
EpeEE. R, RFEBEAEE: REMNR, R¥ HE. RkE. FE. RFTEIHF

i, EEMEE.
R?£Z-(CRR™),-R¥. m % 0-4, BEMmEZ 0. VAR ZFAMILEAS. S,

B, B, SR, B, #FE. FRE. RRE. IR, SORE. BEN
REE, BEME, RERFHELS—NRE, EEMER MRHAEL. R¥EH
g, . ERE. B, MRE. RE. FE R FRENRFRE; RY
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RiEENEERE, EEAE.

R} ££-(CR®R®),-R%. n ¥ 0-4, BN OB 1. RAR*ZEBMIIHEE. S, &
B, RE. FE. M. BEE. BRE, MRE. . OE. RENLE
S, SR, RERROFUEL—NEE, EHEMNE RPN RESE. ROEAS.
Bi. EE, mR, BEE. RE. FEE. MrE. FFEAE. GiE. FRE.
I, BE. LFENNE; RRENE. BE. fEE. E. FEERTGE.

R* £-(CRR!”),-A'-(CR'“R'"")-R"". z % 0-4. A& HILHE. -O-. -S-F180,; o
% 0-4, BiEH 0. R, RY, RO RCEHBMUERE. 5. BEE. RE. %
B, ek, REE. FRE. AHRE. K. OKE. BREAEEE. RV IEAR
. K. BRE. RE. R ORE. Bl ANRE. TE XTEAX
E; RIBENSSNREREE.

REFI RSH EAr ik Bl bk, SR, RE, FE, FRE. RTE. Fi
B, AHGE. I, R, BEARAR: BENE, RERFHES—NE
2, EEME R M RBREA,

kX 0-4; kKEEENOE 1, EHEHO.

A & B EE MRS ﬁﬁﬁ‘tﬂﬁﬂﬁﬁﬁﬁa\, :ﬁ’a‘ﬁ_%ﬁﬁ’]ﬁw Ll
iR

NI
Rlz/C=C\R12' sz/c=c\ o Cc=C—
. s o =

R2ZF1 RUR A% AR . BHE. RE. ORE. TE. ME. ®
EE. IR, HRE. SEM-CONRPRY: BEME, HH RZM RPEEZAN
IR HEE. REA RUE B AR, . BHE. RE. RiE. FEARGE;
BRI A, (EEmERSE. &F, RPARASEMNEENERT —RERLRK
B 5-8 MRAE S B 6 MFERET HAPH 13 ANEEN 1 H 2 MARRTFHMEEDR
(T

G B4, -(CR“R”),_,-R”; -(CR'6R16)q-Y-(CR'7R17),-R18; _CONR¥R”; l-
(CR'RY),-NR¥R¥,

¥ G £-(CRURY)-RUHS, p Xy 0-4, BN 0-2. REAMRYEABVVIEBS. 43
B, BHRE. RE. FE. MRE AR, MRE. HFRE. IR RE. 2
EAREE, BENE, 840 RYIE, 84 RYBCHERERSE. RPIEAS.

fE, HE. REE. HRE. RERE. FRENRSRE, REMRE. FE.
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RFE. HirE. N E. FRERENZS ERE.

3 G £-(CRR'),-Y-(CRR'),-REBY, q by 1-4, BefEH 1-2, BEH 1. 1404,
B4EH 0B 1. RS, R, RVAIRSHMIEES. . BHE. RE. FE,
Zueprdt, FeA R, MR, AMRE. BE. SRE. BEARERE. RENAE, R,
R, RVH RVHRATESR L. Y EH-O--S-. REEAE. BE. HAE. &K
B, Mal. dRE. FRE. FER. FEARFE; £HEI =08, R®A
RERERRAE;

4 G £-CONRYRYI}, RV RVFEMILEEE. . HGE. RE. R
. HfEE. FE. £FE. FREMARRE, BENE. KE. . SENK
ZeEi, 2F, RTA RTASENEENRRE T RBERERSH 5-8 MEEAN S
6 MFEF. HPH 13 M RETEEN 1 82 MAMEEERK R, E— M
BHMERISEHEF E/ P, RY M RTEEREHR .

% G £-(CRPR"),-NRPR®Hf, s ¥ 1-4, 8tEH 1 2. ROA RYE BIMILEH
. RE. BERE. BE. SR, rE. XEE. HEE. A RE. 8. K%
B, BEARAE, REME, S/ RYEE, 8 RVHCHESESREE. RO
R¥& BIIEE:

(@& RE. BEE. hE. RE. OiE. FE. FHE. FiREAR
Wik BERNRERITE:

(b)-C(O)R*, Ko R?EHE. . HHE. hE. i, xitd. FE.
RER, RENRFRE, BRENMREEE. FEIAFSE. &F, RIMRYANE
EIEENBRER —EEEEREH 5-8 MNBEN s K 6 MHFEF. HPFH 13
ANEHER A 1 B 2 M)A REFRMEERAAR R,

(c)-SO,-(CR¥R®)-R®, HFt4 0-4, BiEH 0. RZAMRZEZEHM TS,
. SRR, B, FE. FEE. AFE, FRE. AMRE. IR, MR
BEAREAE: BREIERERERE. RPEHRE. REE. S, 58, 25
. MEENLAFRE, BENE, RPERERE. FESEAFSE. RRPHMRYH
SeiEEnERnEA—EEERRETE -8 MEEN s 6 MHIFRETF. KHPFE
1-3 MEAERH 1 38 2 M)A FRETFHREERAR R,

(d)-C(O)NR¥R¥*, Hrf R*F1 R*SAMIEBE. RE. SHE. hE. X
feEE, Zupid. . RFE. MEENANREE: BELEASRKERE. BE, RY
MRS ENERNARE T REEVREHE 5-8 MEEN ST 6 MHFETF.HF
H 1-3 MR 1B 2 MARETFREERARIRT,
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(e)-C(O)OR®, Hi R¥ kB, HHE. RE. fiE. SRE. T,
SR, REMMIRGE; BUENRE. HFERRFTE.
FE, RRAROASENEENEET —BEELREH S8 MNREHSHS
MERETF. HphF 13 MEERN 152 MDAIREFREERARZIR.

Z 1% BB AR E; -D-(CR®R*),RY; -
E—]

s
R"R"' M-T
NR™R; f=

KoYz R ER AT RERN, BENRZ %&&mﬁﬂwmjzmﬁﬂi

% 7 £-D-(CR*R*)RY if, uy 0-4, BEH 05K 1. D#%B-C=C-, -CH=CH-,
-N=N-, -O0-, -S-#1-80,-. BiEH&Z, D £-C=C-, -CH=CH-, -N=N-, -0-E-S-; &
HHR-C=C-, -CH=CH-E-N=N-. RS I R* & HH LR BHE. RE. BHE. RE.
R, Jefit, K. . AR, IR IRE. REAREE, BEN
B, S/MROERE, 8N ROMIIAATEERE. RTEBFE. {F5HE. E. &
HEE, BRI, . E. AHRE. iRk BRENE, RTEFE. RGE.
IRl . R, IR D &-C=C-EX-CH=CH-, #4 R¥ 47 & B-CONR*R?,
HPREBM R HLE B, E. BRE. kB, E. REE. 5B R
EE., BEEMLTRE, BGRE M REASEITEENRET —EERELAESR
5-8 NEHERN S EL 6 NIRRT HbF 13 MEERA 1 32 MAREFHREER
B FREF;

% Z £-NRPR¥i, RUAM RPZAMEBHS: KE: S5 RE FRE
pkvaE; B AFE, FHE; HkE: F CO)-Q-(CRYRM)RY; BAEKE, R
RPN, fERISE. Y RPAVE RYHA C(0)-Q-(CRYR¥) R &Y, v & 0-4, B
4 08 1. Q EHILMBM-NR®., Ba I ME. ROMRYEAMIEEER.
i, BB, RE. TR, MrE. RFE. FiRE. ARE. K. aRE. 2
EmEsE: BREMNE, 810 RYEE, 84 ROBILAAREERE. R M RP3)
SEMTEEHE. R, BEE. RE. FMrE. RE. FE RFTE. HEEN
FEgEEE, =) RYOMREZAMSENEENER T RBERENER 58 MEERS
& 6 MHEF. HPH 1-3 MEERNN 1 82 MDARETFREERTARIRE: BiE
MR, R B, FE., £F5E. FRERAFEE. &, RPARPANSEINE
BNHREF-REEBHEREE S-S HRETF - HPF 13 MR ETHREERARNAE.

®E, R°A RPASENEZENERT BEELEREH -8 MBEAMSH6
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MFEF. BB 1-3 MEAENH 1 3R 2 ) AR ETFREE IR 2R,

E—]
MZR /QL)*(CRMRN}M..T (AR CFR B (AT, E I T H 3L H-CH-

F-N-; B4EM 2 E £-CH, J 2-CH.L # H-S-, -0-, -N(R*)-, -C(R*)=(R*)-, -N=C(R**)-
FI-N=N-; BHH L £-N=CR*®)-BH-CR®*=R*)-. REMREZLEMIERE. FE.
BERE HE. JemE. NE. AEE. FREALATEE BERSRKRKE.
w04, BEROR 1. RN RSEHEMIEAL. RE. HEE. RE, FE.
Zulpst. AFE. HRE. RFEE. 0. Ak, BEAREE: BENE #
A R BE, 84 RMLAHETRERE. M EAHEMERE. -O-. -SO,-+ -C(O)-+ -
C(O)NR¥-, -NR¥-FI-NR¥C(0)-; #t£AI M H-0-. -S-. -8O,-. -C(O)NR¥-, -NR¥-
M.NR®C(0)-; BEHHIM K-0-. x K 0-2. R*EEHE. . BBE. RE. FH.
ZuH, i, RSE. HRE. FREMNRRE: BER R MERRERT
#. T £-(CRR¥),R. y X 0-4, BAEN 05 1. ROFIROVZBMUEBE. S,
SRR, RE. FE. MMEE. RXEE. FEE, FRE. XK. ORE. BE.
REENEEE: RENE, §)RYRE, 810 ROBASEKRSERE. RYIER
o, . BIRE. It BE. X, gRE. FE. AR, HRE. AR
B, SRR, RYBEERERFE. RF, R RY SENEENRET -2
REH 5-8 MEHES SR 6 MFET HPFH 13 4MNEEMD 1 82 MHRETFH
I ZIER. BE, REARY 5EMNEBRMRETF REEEHNEH 5-8 MEE
HSE 6 MFETF. HPA 1-3 MR 1 32 MHEREFHEEBARHRAR.

L A&

AR ALAL S YT &SR,

AFSEARELSMNENREMN, THEMOTESNS, RTWE. £T
THEA RN R ER TSN AR S, (ARBRRNTRN R EATLS
IR [ LA WEAFENE R ZRAFX. B, fim, ROPH R FUEXBERR
B R AR Y& AR B S R ASTRPIZE T X8 VI 84 5 Bris.

LD
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TEFHR 1P, FRERER K ZBES Sla 7] A8 R 6143, A0 Tetrahedron
Lett. 1994, 35(22), 3669 TR MHE T K E B ENRE-FEATEY (N S1b). &
&, XA R B E] AU AR R AR AR B AT B R 5 ¥R
—EEEgEAk. —RENTEOERRERYE, URESIc HEEFELEY.

B—AREMFEARE, BEARRBRT, BB AARBRANEREMRHBRKR
B, ERMRETRE S ZHERAGIY), BEFRANAFSER, URTHEEREN
AR

Bk sk BT & B E S AT LR R, RE A A SUEE AR R BT %
RZEBAL. ZHETHARREAHE ZHERE, SFRERRRT, Bk, R. &%
FESESERBEEERE, WA K 1 RN Sle. MRETE, XEBERATAEY AR
FiEBRE#E—PERE.

MEEE, Sle LAY PHERE AT LUTER SR, BUHR. SURABRER
FehbiE, UBRRIRRITRE.
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NH
I S2e

FiAE R BRI ERE LY S2a TTLARFRX B AT R MR L RIFEIRE, R BEH
AR EHGEFER . ZHREADEREEFRZANFEFTFTRAFAMN, EFET
S2c Bl &Y. REWFSRE. BEE. FENRASEABEFRERAFAURSERE
S FEZANAZER AREIT AT R AL R AT A ANEY, FETIX LT AR R
FAERMBATELHE, T :
BRI S2c PHBETRBFSRANFTEREIR, RPEERASE_FE
TR #E4T Mitsunobu 35, 183 S2d, REAMAE, BEFEAIE S2e.
RIEHIXHBB AR ML EY: 85 EREOREBIL, K50 BT ERBtAE
10 T#—58E BIESLNER S2f. BF, BERGFFER, S EARMNE
Atk 5 (RS Jones FAL), WHIBABMEEBTERRATEY, B32S2g.

HR3
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HEXBESY S3a P ENAE FE5 & HFRZAR(W S3b) MR UAXT
A RFE S3d GBI BT E( CEFFEHIERBIS L), Robert M. Williams;
Pergamon Press, New York, 1989). /5, XL iR MBI FIEE R, n b Frid B
BB ATHT, MESFELRRBEENRLEY.

R4

SF gy A
Hoj!\/\g, R/L/\m rJl/\R'

ARE DT ERERNEES Boc- HEMMAEE, B2 S4c B, IAERLE
B ESFIN ZnEE T AR LYRNBBAEN, X845 FEH Claisen £,
B3 S4d MEER, AR5, ZEEMTRECHHEETERL, RERBTHT RN
4 RFPFE A R B TE B A B4L & P)(Synlett, 1996, 975).

FIA EiR T REER T URMG R FEERLED.

R B ZE T8 AR P B R R 0 ) BT R B R EI(n R E . BES)XARY
EH. XEFEOEAR, BEAGSEEEARARKTASN.

FEERFED, 4 R BREESRHERN, TTHRENRRECERARLN
S ERA NN B ERBEEA S Y (Bhatt FA, "BRIKR", Synthesis, 1983,
249-281 H1).

IXE BTN, URBAREYNEE. AAEEARARSNRE, B
M E R MY ERNEEREMRIINEHENEEZER 2. ﬁﬁ%‘f‘l‘%ﬂﬁﬁﬁﬁﬁﬁxﬂ
B, Bk, ASEEAARGRALRFTROESKIESTLEY. .

AT LLAIRE], HHAFTRNBEARARLE T — SR EREESIMIHERILE
YIRARHERLE; BD, XBEMBERETREARARTER2EBERN. XERESEWR
RERTF): BEASYTERIANORE. BESMNAML. BEA. FERRGH
MEZ). Bb. B edS. XERENSFESERSE, F10 March, Advanced
Organic Chemistry(Wiley), Carey ! Sunberg, Advanced Organic Chemistry(3% 2 %)LA R

FHHHEARA MBI L ERRPFHER.
AFRBEARAR WAL ER, FERNBFRESTHFHEFTEERNIENERE
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A R BT T3#T, NTTBREARFENEIREA/SRERNER, KO
FAAREARPEARREAERNBEAFENRE., XL RMATERPRE,
HEHBEAFEERARFTRAON . XEREPHHFESH TALUESW T. Greene,
Protecting Groups in Organic Synthesis 3%, 4R, AH RN EMNEMEERIEDER
B BIFHAT R, LBHIEARERRI R

E ARSI UE —NREANFEF L. Fith, 97 UEFEE L F T
AR BRI EEFIREI B —FAER W E(EEIEN BRA N BUE), ET L
— KA S B SRR AR B E R (B IEX BTN BUE) SRR &
). BTAEBRLESYE USRS YHAEE, Eik¥ERHE(EEIERR
EAXT RS T AR ARBRAYT AN TEFSE. FHRARESF) T ER
3.

BAh, NMEAR, —FAERAEEEIENBERI BB AR AR e
S—FAEEENER. B, EAFRERE LA, HBr—MINEEREDH,
FIRT LR AR A S B RN ERTER LRSS —HEFWENRRER AR
JEx B A4 3 Bk ) B AL AR R R AR

R

ik RN € R E G BMP)R 4 E i R A MRS R (B A E O R
BEA)fEER. $REABENSIFIERTEL RS BILEE O RAEEB KRB
BliRMERLEREAN. XEFARNEEAEERIGASRKER. BR. S
ek LEEEEAH. Eit, MP BARERF TR,

VERIXREERS R, MP SHAHERBERPHEENE, XEKRR «%ﬁ(l)*ﬂm
RIBRER, RIEIREEN, BITHER, MXWR. EREBAE: ARAANEBH
iT%; RQEALANER, SFHLOBRRA. A8RAEN. BRER. RIEHEES.

A& LS Y TRB SR 6T UL MP B R E Sl R TS P AR E RO R IR S BOR R
[BRAFEHIMRA. Flin, X &Y™ AXRME MP, ZEOME

1. A ERFAGEMEFALAREENSHNED):

2. FHRERE/ARAESES, SEEPRABREFLANESES, /54
BREFmMIR/ELE. BLRBHAELEHER (Mohler KM, A, Nature 370 (1994)
218-220, Gearing AJH,2: A, Nature 370 (1994) 555-557, McGeehan GM, & A\, Nature

370 (1994) 558-561); H
3. RBSHTERFTEGHLRE, FInREFRR. RRFFIRE.
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- ® 3 - L -
- as [ X R 2 a8 Asan &s

ASCATRR R “MP HEHIKIE” B “MP HXEHER” BRESRERANED ¥
RMP., BRERMEDERBERN S BIEN—FERERE RHAFEHIRLNK
FHE K MP EH MR MPH “WR” G

1. REBHMHEAEN MP BHEIERREYERIAMN “RE”, TRZE
WA EERTRE. B, 88485, M. £WHENERER. £EHAGER)
EREE—EEERE

2. MP {ENERERAABHTREBHRRM—HS, B, KEFEK MP FHHER
MR RERE, ERBAAETHRN, FEEHAMBEARK MP K FRAFTH.
{8 MP ERRFREKFH “45E "

3, AABHAWRARN MP EHEREBERIR AR SHA RN R4
BEER R —EE4 . FEXHE, MP EHERINGIFRTERBR N, MTTEH T KR,

RiE “WaIr” ERXPARE, @FEARBUEVEDENTHIASIMIN S
HEHENTERFEMRA TN MP FHEXNER. Bk, RiE “HBT” 88:
AR BLEN R A MP N+ B RIS, JLH M ILEH A IRIG ZER R B R 2 W
HERZZRET: 305 MP BRI, F/EBEMEIEHE MP M RHKR. BTEEH
FEHEFB SRS EEN MP EEEXMERRE, FILFTIERE, RiE “Hp”
FE 2 LTARZERIRE . (I Webster's Ninth Collegiate Dictionary). 4/, 4 3CAT
FIf, RiE “TB” IREARARGEEH— M EEH B MP HBXRROMGIE, AH]
EFEREEMETFERANMLEY. ZRBHFRERTEL2BEEARE. fl, &
FHR(OA)REE MK RBHER, 7 80% [ 55 % Ll E A A B HiEm iz
kY R EKEE. Fife, RS, “BEFRNEEHEL”, (BRTR: SHMEZF
ShFIbEEY, R.W. Moskowitz, D.S. Howell, V.M. Goldberg 1 H.J. Mankin %%, 11-14 1T
(1992). 1N OA BRBH—AMHANEREREXTHGESZE. ERHERG)E
BRI e 33 AR T B AT T OA MIfER Y, EixfEr R i a
M. Roos, H ZA, "UIREARGHESEEXTA: SEREMMEML, 21 FEHE
ZEAL B AR E" Arthritis Rheum., 41 %, 687-693 W: Roos, H & A,"8I &+ F#IHE
EARSZHEBEENERT L. NAMELOPW" Osteoarthritis Cartilege., # 3,
261-267 T(1995). HEt, WEBEBETLULEN, ATERRERZWATELKY
Mk &, Bk, KAk “TB 7 XEAMEPERXTRIVER.

HRME, BE MP AREHLHTLEM. Hit, SHARTREN MP K7
XX R R R RSN, Fll, XFAARGTFERNEREOBNIASER
FREAATHEBEOBNHIHAR. Fit, CHERTSEZERAR BRI
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St MP LB YRITREER .. RANARFEREMRARAEE, REXYTE
WERMEEREARVAM. Fli0, HFXT(E A ER)F K MP B & B R AN
Ve A AL S Xt T iZ AL BT BB . RIARAFE LIRSS KET R R ERR
MEELEYHE.

Fah, BRI AR MR EHANEYFAER. EFENE AN
B4 A2 B4EB T A5 5 LR MP ) MP IR T X R 1F. HRMER
AFER NSRBI R IST . B, AR EYBEIFIEHERENE IR,
Bk, TS YA LR R PR A A RS R IR MP R A B BB

AE MP MEFIXTHEE MP HIHE R R T ASUSE AR RIEAR . £ P T
B aENRREE. BAHE, BEREAREBNNEFERCHN. SINREE
F No. 4,743,587 4487 Cawston % A, Anal Biochem (1979) 99:340-345 I 5. A 1L,
Knight, C.G. %A, "—FATELR U EREREABNFNELRIF LA
FEBS Letters, 296 ¥, 263-266 71(1992). Weingarten, H.%¢ A\, Biochem Biophy Res
Comm (1984) 139:1184-1187 ik T P FH & R . 2R, 7717 MP RS E
AR R R 2RBULESYNHER T SREEREE ) B3R ATLUR
B BT L T RN T EMUMR. TH2ENSREOBRIIAXALSD
RIS, AR SARRBRASAN—RIIBIHEEYD.

AR BAALAYE TT B F BN B Btk VAT . EATTT LA F ek 2 B 2 U R E R A
RAFEEEA L. REERARNZATTHATHE, RENKSHBRBRATRR
TR RSNFFENAE. BRENEBLHRRAEIRGHRGBEIAEA.

BR, BEFERARESESERE MP IEHEES TFZREWHANRERR.
RARAFENFHRERN. Fl, B MP IFFAEESTER. RANAFEY
LR L B R R AR (G B B AR R ER RS (S B BBk J= ) BR AR ST A1 F /A
FOENEMZ RX)TRE A .

HTFEMERY R MP, FHbERALEY T ARTABT BT . 4SBT A
&, H—BIEE, BERE, TEEE, FURSES—FERt, BEHREE
o SHXLEREFROTERAEFWXVTER@E. BREER. BF, 87T
WHFAMKIE T LR R/ T AR IR .

MP ZERLMERE(MEMmMEELHTE) LEFEER. FARE, LEREAR
KM RGE— B REEFAS) B THRHERNRERZ —&X FHEH R AR
mERRE “Hfl” FENSERN, MP EERTEFEEMIGIE MP FiEA®". B
M, EUTENES, MPIEERNANTTREEAREHETHKARIIE, HES
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AN —FAST, XLE AR R BT TR UK. IO T35 . BBk EFEEEL.
BELRAESY . BEERG . REtkm. BHEREEMTER. LERERBERFENES)
Rk7E .

ERRPE E, FEROERR “EH” $RE MP. 4R, MP HIRATHET K
BRI M A, SFEEERRPHLEE. RIRE T RKFGRIRT . MTHNERE.
XML EAETH A BEREEBFRAAE ZATHILE. Fin, TR MP A
S BT B R E MR ARG, F/EAED BB SRR G LERIB D REE

. B, SREEHEESREOBEEE)TEMNFEHSMXERARRER

(AR EAAMRAE . F B BERAE R R X)W R E MP. FRALEYIXT
FiaF Bk “IE%” RGME RBIBASERE “ W, Filmpats)aR) s A
[t MP MGIFIZER R BBk TR R MR F R R e (R 3 E R ALV E R (B EE DK
HEERMFREFRGERABARIT)FEEFTH.

H4+, MP 5% KiEWESHEARMIANERNFZR, MEBELIERN/RE R
BAME, REHHRBEQAEEAMAELIOREX. AN, EENERERE
RIBOR T, MP T 88 5 I B R BRI/ S 2 AR BRI AN BE A o, B, R
MP JEHERTFFETRYT . TREBH FIEE X LR B SHEE .

MP BN EREBRE X, BFEEMARAKE (CMV): FMEK: HIV ELK

SIRMSEE AIDS.
MP 0 88 51t &t B A 2 OX Bt A B A5 % BRI T 4F Fr B A p), Fi

1 B T 4 A I

BF MP BRI RANE R, it 8 X se BRI i3RI vl BV RIE B, #ildn
FASRBELLEHESD . FIENS TR A SGET SR F R4 MR SN ERR . BEIE S P RO RIRE AL XS
TR

Wi B, ENE#%EA T M &L R =5 1k.

BT MP 5 &R MAMRETFHNTHX, EitixbEEmERRA, B
FLIRAENEHER, BREANGERR. RPRRR. BHEEERR. RERA. &
FH . BMEE XMEBRA . RRBHEXRTIR. R Reiter's LZRG1E.

GG RRESEERN, AENEREME MP RAMRE FEE. EHTRXERS
SEHERT, MP KAV RFRNET 7. BEit, MP MHEFIRTA Fia/r €84
R, XTREESEANESAEEABASER. B, BSRERTRBIE
S8 MP /r SRHERENEL, i MP MIHERGETHREAEXN, S, £EH

RBRT B AEZET.
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Bhh, REARLEREATRERIXIET, JERFAEMBER. X8
% B, TR S IPEEE A TR 2 B R ).

W ANEREY R SRR EH MALRRE P R MP &, 7T MP #iEFaIT. Bl
m, EAME T RIERGREL. 7 hHRA N (anti-vessicant), FEVRTTETRNMER
5. BULERRE EREMM. TE, BAIEIE £ RAGER) MFRBRA.
wtn, ATAKENTTAFRTFRFRERE, BEASIERZHEBE. “BE (W
BRERL). WERL. K. HIV B3 AIDS.

R 0 MP 57T B Fia 7 PR EKIEBRA . BHEMRBEMUALS). WE
HIERE. BRRSIENFREGEY REREASIFENNIRIE). L. BEDIR
BEERK. R, BRE. K& BAR, RFGETRREK.

Nt TR RAERKRT S, MP HH#IA Y REENRIT k. KERR.
PR K BEIE XY R (EIER XY A RE ST R). FEIECR B2 TR SLFE LE AT
BEKAER). REERUGRIEAERE. AEASAR., AREHENRRER)
G IRERERRT RERAER L),

SHFERBF)XT R (BEF X RNERBHEXTR)NET, BREAUEY
B34 B E A E disintegrin) & B EABHEBENLED.

St FUEA R )R B R TR SR PR R A KB IIETT, BERALEY
RSP EI A EsER IV R R &Y.

StFUERR P RAEREENEABERS . ABEEE TR RERHNERER)
BT, B SR Z 8IS R EABNOL S Y. XSSV LRGN,
FAER R SREREALH.

St F A R F) e RO B T AR A& R RIRT, BRENLESRR

S AR LA

V. &Y

EZRPMEAEDESE:

(QZEFRENFTRKALEY: A

(b)Z5¥ L EZ R .

W FEATTIEN, CaFERFAEDTERAFEFNEREOBELNTS
B, TIAEREESE. BXTE. BREHLITR. BRNME, THEAR. 3
BRMNENAFRAA%Z. B, 2xBLAWTRTRTEZAFERIEETRN

BRI -
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2% 5 B 4k & 0BT Rt s R R T YA T BR TR X LB I A A & ) . T FRARAERY
IR H AR, W Remington’s Pharmaceutical Sciences, Mack Publishing Company,
Easton, Pa. BH AR+ A FRIBLE R,

RMALESYH “REFHE” RIETAENMINEEEHREEISY, Bl
MENZHTENSBEABEESATLES O RBIEAGNSE. RBEES
R ER, BRAARAXFAGHN, RESEKAZ/NAKE. EMaA, R
Fi “REEPR” BBETHTHRRER. BENSERE. TRURFTET
EHRHPER. FRNEENE. TANRE. IO EYHRBERENAS
YRR AT REREMRL.

BT EENESY, ZRUNASYTREHE LTEZHRGE. AERANAKE

“Ph¥ P EZHB KT RIEESATHIVEEANWLDY, EEINF—HEIL
FMHANBEGRBEETN. RENSERELDR. EFTARARE “HEN" 215
HAEaymasesTELSYBH. Ak MBI EREEANERTESR
AKBEASYHMMBEER. 4R, ¥ ETESIMNRELAFTEBHEILEN
EREHEYE, FHESSTIRTHY, BENRZIRTHWASY, EENER
WITRIA.

AERZ 2 LT EZNRESRRA SO EPIWFA: BE, Wi, HEEANE
B ERY, NEXERNDRERE: AEREREMEY, WRFEAEREH. L
BEARENFEAEER, BPREBVE; FF, B BRE: BEEEN, mEER
FIREASESEE: BRMRAS; MY, WZEAih. WA, ZARm. AU, EXKWRE
T R, METE. Hm. LEE. HEBNRZ K, BER: AN,
netiR Tween®; EIEH, WM+ iwEmERM: FOF: ARA, KA RE;
FEALH; B EHEK; FBibK, R PR

S5XBUhEYEANG% ETEZHBEEES ERBALEYHAE T MLIE

#.
MBFEUEYRAFEAN, BREMNAE LTEZNBERTHERLK, R

A5 AHAERBEN, X pH AWEL 7.4,
RERATFESBHNH ¥ LTEZHRECHERE. Ef. FEREIRTED.
F3. PR, WEW. RS, HYH. SRS, BT, BERR. BREEMEE.
AAH . HpKMEAEREK REMATBEBILANBGRERN . BRIE.
M. ZEAZHEN. EATEBRIMANASY T, BE LTEZNBEES

HEYEBEEME/LL90%.
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AREAASYRFENFBRIRME. AFEHRKN “RaFBERX” —ARE
H—EBROLEWHEARE RIFET SR L EAS T RETSPEENHL
KZWITE, EEAIANBNERPLEEY. ZTBHAEGYETLH 5-1000 B, EHF
£9 10-500 X . TELFHIZ 10-300 BEREADLED .

FREASYTURESBIMOR. EHEY. RRRYA. 28, 2RABH
SMATEFER . RIBHTENAEANRR, FTHEAXSEBSKNERS LT
SHEA. CNAEEERBERATN. BN, BIAKEY. REEEINSELR.
HA R AEEARERADLEUNHETERNAZEEFEYR. SRAOLEY—
BEFHRAMNEBEUNATFERUANBENROMEYRBELEFIVRE. #EHT
ERAFEHABOBARANAAGYETRIRFFHAR, EIYELLTESSE:
Modern Pharmaceutics, 3 9 f1%5 10 & (Banker & Rhodes %4, 1979); Lieberman %,
Pharmaceutical Dosage Forms: Tablets (1981); F1 Ansel, Introduction to Pharmaceutical
Dosage Forms £ 2 ER(1976).

AEA AR ORAE, SEAF. KE. BRARERASEENR. XE0 R
MESREEXEN, BEZELA 5%. BEL 25-50%HRMULEY. FATLR
ER. B AR, BRE. BRaXFREEER. ANSHEAENRE
. ¥EEF. BEM. HEN. FaA. FEkF. BhR(flow-inducing agent)F1BI
#(melting agent). W& O RFVEGIEKERE. I B2, AIERBERBURI IR
fe P 1 G A B R/ BB T A LA R A S B Bk R e P B EC U RV IR, EEH S
BRIV BRI, P, BOBA. RN, MEF. BUER. EEFIMERF.

EAEIE ORASHEMFE A% ETRZHREREFRBNL FAEFEE
EHHEMGE EAANERESEERERR, WK . KW, HEE. JLENS
FE, WET, miEk. SHRAERE: MERN, DiEh. BERATBERFEAER
(croscarmelose); WY, INBEREEREE. WEASMRANRAR. BHWM(n —HALRE)ATAR
HEMRBSYHFE . A THMER, TWAEEGH, W FD&C Fepl. K
FUFEGRAOBT T W . BN, ATEE. AT R Rk TR R A IR E F RIBhH .
BREERBS—MHREH LRAEERER. SEHESMREB -ARER, WOk, %
AR ERMCUERE, BN FARRMNEHARRRRE, 3 B0 B
RARE Gk

OfRASYTEFEREER. AH. BERE. BETHEXLEHSWHZAFE LA
B2 R AR AU . BERA. B AR AR AA S AELE,
Huh, BB, BZZE. BCRERE. WHERK. X TEFFR, REMEEA
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BEREFHRE. RPEFEEWN. Avicel “RC-591. HFRMEHEBRHA: AN
B ISR ISR LIRS 80, BEMBIEREREXZEFRFBNEFRN.
OB A S B T E& — el 2 F_LAREHRA. FHERFIE B,

ETTR# M, UL pH sREd a4 A x4l & i fT Bk, M
EENAYTE S Bl AR AT R 2 A DA R, BREEAS R R TR RR TR LASE BT
EER. ZREMARBEESFELRIRT)—HRENEROE-_FRIER. XL
BAE_FRZER. XX _FRRRETREAER. ZEAER. Eudragit BKH.
WE AN LA .

ARAMNASYTERBESHEFEAY.

Ak SHAFEELSYNRTHSMEREETH. SRMARME., XEH
SYRELS—FRERKREETN, WREE. LRERHERE, NER, Wk
. SEAER. RPEAEENRREFRAER. LRBRA. HEAR. Mok
. HEF. FHENRERAIBITEEEA.

R PHSYETTANRIE, B, BASYEBERARRENRIRER LKL
A F, BB “IEH” BREAY. HRAAYEERMER. RE. FR, B
Bk, XSS HESYEREREARNBERELHRN 0.1%, BELHRN 1-5%)HK
(&Y. &S5RI BT R i S B 7 B Bk B R & B T BB AR T
¥ E. RIE—REFIRNHTREROLESD S BRBEBRERL . BETEREY
2 FATEZASALR. AAA. ERARMEANE.

V1. 58 FH&:

ERETRETHFRTHARKEHPEASTIEIFAERTENERELARH
EHEENERN S, FERATHRBEREFURENANDLEY . FXHTHB
ARE“SUBRFESFENSBEABSHEHEXNER” BEMUERE Elﬁﬁ%ﬁ@)b
R AR . &R Bk e B T84T BRTRBE LR KA .

ERPHSYERRAHRLEERYE . £ RLHEAREOLEYINERAR
BT AE, Bk HOLRERTERBEXTRF). BH. BB R £
K. BBk, HEA. BT, §T. EEMORES. ZREHXOUEDRTET
ARG Z.

& FAEIRE L AFR U RET AR BRETERESET ZARHEELK
. FERGT T RERGRTFUTXEEE, flaRANREH0OLEY. BT
HIERAE . RO YERNES B RABNACARIBEMBIRERRE S MRET
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ANEREE). WA RN UREMETREANFERLTERE.
BE, HTFRENGEELN 70 AR, 2HEENTHLETLH 5-3000 R
MR AAY, BAER A 5-1000 2R, FEAERIN 10-100 T, NMAEMRE, XEAE
REWRRGTF, TEAMALRET UM LREFERRY.
BB ERBHEY A NRENLATERORBREXTHEH VBB SIS
%, MRAEERPEMMIFCLELRNTN, ATHEMANTEHTLALE.
StFMILEY, EREAREEEELS 70 A7), MEFIBEEL 10-1000 TRZ

8] o
L BOEHBETEEOR. MENBEES 10-1000 R ZE, BAERE 10-

300 B ZI1H.

T ARRAGRESHETROLEY, RARMMEBRATREIET. THRH
BWHROLSYHBERATUTXERE, SlmEkEREE. fFaTaRNERE
AL, FALHASYHNRE@MBENE). #AGHRENAODLEY. FET
i EERURFAEN2E G RERRENMEE.

38 3o S P M [ R 42, 2 % B RSB0 T SRR (R & R R O BB B AR AU B ER A . 1D,
BT EMSRED MRS E NS BEAEL, FMEASHERIARER X
it ERE A B AR CYE AR RN, SRHEAEERPERMIEN. £
Aokt T 15 & R b E— S p ik, LR A 88 S TUM B AR AR iR ek &
%55 N KT AR AR, BE RS EREES ST ER AT AN,
RE TR SREMSESEM. BB LM LR WS T RS,

ST RS, ERABEAZ. Fll, T RITRENAE, TUREDR
RARSENZ LNEHNEERTZERE . N TABENKT, ERAKLEYHT
AR BRSRKER, RTBARREFAREYHRED . ZHE T
K% B B FE (reservoin R RE T HIFIEA . N7 RERRIE, L&Y AR
. WH. HEARKENRRSTRBAGNREAS. ATHTOKRR, e
AT LUERRSH. B, MOBRSEAY R RBEM. BT ERR T RRRER, X
FAEAEENSRE, FMEPHFFENHAEA.

waR, ERRFTEAED, ARFANLESYIYT RIS, RUGHEASS,
WS AIEER T %ENENEEHYERREN.

AEFR— LAY AESREON. EAENEREOMTRS
JEIFI SRS R R AR R, ERHERIALGIENEERERLN YRS
ke LA B X A . Eit, X R BR AT T X SLah Y B 0 4 B A BT X 4
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VIL. HiiERIH& N A:

Bt A RS EN T PR YRR N E R AR ARE B
B2 AR BEE, T LAME M ZE4S A A B AL B (n 28 B el LR R B 4 i) LR/ vE
ME&BREOE. BRETEEAFTEARESN.

&R AT R XSS et AR e TE. B, FREA—F
R 5B AREBROROLEY. XEEBRYTREALTTEREABIRS
Bl

B—KF, ZAEHEESHFLUBENROLEY. ZERALEYSEL—F
&BEABBEN, Fio AR NN A EEFYPHERKTFERER
BEHIAETE.

S, ROUEDTESREEE, ILREERXBUEYERTLARETRE, U
FIZE5XRBUEDERRERERNENYE. REMBBRTERESEPEHN
B. KRG, XEHUET A THRT AR HERETE.

A% BHE YA RN SFTESREYAERERCY, W8 99 5
F3DEE. SFREFFEIENAEY, URACTEN —MREMEREOEERN
BIERAL. XHE, BEERIAMFIFEREE S SR TR E X BRI R0 1h

B, HHEETATARAY¥ERMAED, FEIRERAUEYTHTESERENE.

THEERFIE SRR T A RANLEY. ASWEINA.

VII. #EWRIEE

F&EM 'H M P"CNMR. TEMT. Ri%R/E IR g k&9,

T MG — X PRSP HENEAK(THF), NELWGERB-REK, AL
CHEHESENRREE, FEEER(70-230 B; Aldrich)8k(230-400 H;: Merk) i
TR .75 B 2 T 3 _ L R AR (200-300 H ; Baker) Li#/T# 2 B 2 #1(TLC):

UV B 5% ZE(EOH) EMHEREA.
EXXKATHREE:
MeOH: HE Et,N: =72
EtOAc: ZBRZBEE Et,O: (Z)ZBf
Ph: F& boc: T EIkE
DMF: N,N-— 3 P Btz acac: LBtEZEELL

DME: —BEELi dil: B/

30
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conc. REEH wrt. : XF
DCC: 1,3-=H &R & HOBT: 1- 32 &3 H-=m
Fskid bYW 7o R EASATHRANSHHHEN R EBHALX. BE
B, Blin, ZERPRRIEASFERES O FHARERRXOM R, R, MR, ARTEE
5 #4 VIO FH R, R, I R; HHF.

St 124

Frb2RfE 1 ERTHRIETXATFHLHES 1-24 PHHELHZRLEDH
2 F
a
(o)
0 o=
b
HO
>
&N\, Ry
\_/
10 Ry
= 1
S jt ] R, w R, R,
H H

2 ‘1‘/ b -CH=CH- -H -H
3 Jijﬂm -CH-CH- | _-H H
L

4 /O/W' -CH=CH- -H -N-
ng
o | Bk

31
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5 - OMe | .CH=CH- -N- -H
ST i
’ J:,:(O i R
L
7 /gﬁh -CH=CH- -H -H
%y
8 ﬁ} -CH=CH- -H -H
Yy
9 ,O/O\Ph -CH=CH- -H -H
%y
10 /O/QI -CH=CH- -H -H
¥ o |
T /O/Q\L -CH=CH- H -H
~ 0
12 Q\ 'CH-CH' 'H 'H
VNN
13 ' /O/“' | -CH=CH- -H -H
Y
14 /O/W" -CH=CH- -H -H
lll
i3 CH-CH- | H H
yiey
16 -CH=N- -H -H

32
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17 /@zow CH-N- | H H
1Y

18 /O/O“- -CH=N- H H
Y

19 /O/O“' -O- -H -H
% : _

20 /O/OI ‘-0- -H -H

Y o
21 /g‘ﬁ\ -0- -H -H
5 N\:>

23 /Q/Olh -NMe- -H T -H
%

24 | NN -CH=CH- H H

SEHERY 1
2-{[4-F-(1,1-BEER)-4- 55 )-TABE AL ) - | BE-5- R R -4- R BRI %

a. 2-{[4-F-(1,1- B )-4- B |- BB B ) - B - 5- R R-4- SRR P g A 2-N-
BTEBRE-EE-5-BREK-4- R FHE 1c(382 B, 1.26 ZBE/R, T Tetrahedron Lett.,
1994, 35, 3669 FriR 1) MA 10 EF FEEH, A 0.5 EF SO,Cl &2 . FIFRSYHR.
P4, REBERET. BBEANAESE 0.5 BFA =K 6 A _&F5HETF,
F 2-4-F B F B (306 EIT, 1.13 ZER)GHE, FIBREYEZE T iiH 18
/ANBE, SRIEE INHCI MIZB 2B 9. REARKERFNE, ARKRETR,
TEHER, BIRREHEEK, MNZBRZE: CRPTELR, BEAGREME.

ESI MS:m/z(+8 31 3% ) 455.0(100, M+NH,"), 437.7(20, M+H’).

b. FI4 KOH(250 BT, 4.46 ZRE/R)N 15 ZF FEE: /K(10: DHACEFHEE 1a(110
ER, 0.25 ZER), EEETHRHF 24 PF, BRPHRABIRE. REZYHE, &
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IN HCl fIZBZEZ A4, ALKERENE, ARRETE SEFER. A
ZBMZE: 2802 DPEEREAREY, BREOGRKIFELED.
ESI MS:m/z(#874 38 ) 441.0(100, M+NH,"), 424.0(85, M+H").

L) 2
2-(4-FE B EHEEBR)- RS- FE N4 &

a. 2-(4-FF L EHEBRE)-HE-S- X N4 R PE: WLHEH 12 iR, HERH
SEFRRATE 1c(734 B3R, 2.42 BERR)ETRATEIRBRBEE. LRKYHER
BSIRER L, REACH: ZBZEEE: 1 £ 1: i@ hErEReE, [IEHE
RIRY, ZERDEHEFELL,

ESI MS:m/z(H X} 38 ) 466.9(80, M+NH,"), 449.9(100, M+H").

b. WSZHEE] 1b BTk, PR 2a(308 BT, 0.71 ZEER) KM NARR.
MZBZE: Bk DFELEEEREY, #IAGAERBLEY.

ESI MS:m/z(F1 53132 ) 453.0(100, M+NH,"), 435.9(75, M+H').

Ll 3
2-{[4- B 2E-(1, 1 - B 1 )-4- 3K ) B Bt 2L ) - B - 5- SR i IR 4- R AR ) 61l

a. 2-(4-THRTRBER)- B H-5- KR R-4- R FEE: LR 1a BTk, A 4-BUEEH
BLE(4.05 3, 13.4 BERERAE, HENEEFRNTEE 16(3.38 7, 11.22 BER)
A RAFEF TOEEBE. RAYWHBRRBER L, RAEHCK: Z48(7: 3
F 2. NERELRRK, SHRCERY, ZBRRYEHREFEL.

ESI MS:m/z(1H %1 3R ) 486.9(100, MT+NH,"), 469.8(25, M+H").

b. 2-{[4- FEEE-(1,1- B R)-4- B - BB B ) - B E-5-FE N4 RRFE: BURHE
BABLRE 3a(804 T, 1.71 ZEE/R)M 4- PEEEETIM(391 L, 2.57 BEK), A
15 BT, 2 EFZBA 2 ZEFKF, FI PA(PPh,), A 100 ERKRMLE, FiXRE
SYEFMEE 18 /N, KRBT INHCl MZKZ Bz RAER. ARKERFIE, B
BT, TEFER. BRKVECK: ZRIEQ: DPES R, BIXKOEHE
. |

ESI MS:m/z(#8 % 38 ) 449.9(100, M+NH,"), 466.9(75, M+H").

c. TISZHEB) 1b Pk, 5 RS 3b(286 ZIT, 0.64 ZERE/R)KARRI X AR
MZEZBE: S50 HVPESREERKY, BRaERE.

ESI MS:m/z(F853 38 ) 453.0(100, M+NH,"), 436.0(60, M+H").
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SLHEG] 4
2-{[4- R B-(1, 1 B2 )-4- 25 ) TR B ) - 2 5- (4- G MRAR R I )- LR -4- SRR B
%

a. 2-N-R T EBE-BE-5-(4-BHRER)- R4-RBPE: ¥ 4-BUEE62 %,
28.4 ZEER)IMAKE 8 EFHEZEN 10 EA=Z M 50 ZF+ DMF F, T 60T
24 N, RIEAZBRZERBZESY, ARBBRIMIER 3 K, AEKEE—K,
FREETE, TEHER. ASEFHIELRRSY, B3 421 T 4-HEEG
ORAFE B ).

BEA 2N-BTEBE- -5 R-4-RRPE 4e(1.62 7, 7.14 ZEX,
Tetrahedron Lett., 1994, 35, 3669)H 4-HAZEEM(2.06 7, 7.14 BER)MAE 1.6 &
F+=ZE. Pd(PPh;),(650 BT, 0.56 ZERE/R)FI Cul(240 ZE3, 1.26 ZEME/R)HI DMF
t, ZBEYWTF 60°C T 20 i, REEZBZENRERENZATE. FHl
BRKESERFER, HAikik—%, ARRETR, d@HER, BEKRLEERRY,
BiZBRAYRNBER L, HoR: 2BZE@G: 1 E 1. DEbETRERRE, 7
B3 A 4.

ESI MS:m/z(185¢ 3% FF) 389.1(100, M+H").

b. 2-(4-BAHETEBLE)- B IE-5-(4- M) R-4- SRR P . InSTHED) 1a FTE,
B 4-BUERBIE(1.15 72, 3.80 EER)FTLAER, HEREFRNTE 4a(1.23 X,
3.17 EER)EERATEIRHEEBE. FRAYEMRMERR L, REHACHK:
ZEZEEG: 1 E1: )shEdRERERE, BIRAGEE.

ESI MS:m/z(FI XT38 ) 554.0(100, M+H").

c. 2-{[4-FEE-(1,1- B )-4- - BB ) - B - 5-(4- DA ) R-4-RIR
B WikS4 3b Fiid, A 4-FEEXEEMIR0T 3L, 1.14 BER)KFRERBK
4b(420 FH, 0.76 BEREZRAFELEY. FZRZBHESRFRERE, B3
BREAEE.

ESI MS:m/z(#831 38 5) 535.0(100, M+H").

d. WSEHEF] 1b Bk, HBEFEE 4c(128 225, 0.24 HAE/R)KBERAN NKRE.
MZBZB: FEG0: VFELZEAERLY. BIBBEAE.

ESI MS:m/z(AH%} 38 BE) 543.0(40, M+Na*), 521.0(100, M+H").

L 5
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2-{[4- FEEE-(1, - BESEEE)-4- 2 - B BE AL ) - - 5-(3- AR IR T )- LR -4- SR BR 1 1
%

a. 2-N-BU T BB - 5-(3- B R E)- [R-4- SR B BRI 4a BTIR, #F 3-BAZF
BREEAREY 3-BAERLIEM . ASHRAYRMBIRER E, Hok: ZRZBE(1: 1E0:
DB RER R, B3 -MEEUMEABRRY.

i 4a BTk, BEEBEEEIZH 4e(1.4 35, 6.1 EEER)S 4-BEETHK(1.68 7T,
5.81 BER)ES. FHESRRIERLE, ACK: ZBIEG@: DAL RERR
2, BERARRY.

ESI MS:m/z(FHX} 3R 5E) 389.1(100, M+H"),

b. 2-(4-WUEEBEELE)- B 2-5- -G ) R-4- R L FBE: Kbl 1a Frik,
F 4-BUETEEEE (1,11 32, 3.66 ZEER)BHTALE, KA FRRINT BR 5a(1.58 3¢, 4.07
EERETRFETHEEE. FRAVHESRHERRK L RGHCK: R
ZEs4: 1 E0: DHEBETHRERRE, BRREAE K.

ESI MS:mv/z(+H X} 58 ) 554.8(100, M+H").

c. 2-{[4-FEIE-(1, - B E)-4- K BB ) - | B-5-(3- G AU E ) -4-FRIZ
e WALEY 3b R, fB 4-FEEXEMBR(S B, 1.14 BER)KEHBBE
5b(367 X, 0.66 EEE/R)ETRFBLEY. HERRMERERLE, RiEHTK:
ZEZE(4: 1 ZE 1. DHEBETRERRE, BIBRNBA-RAREEE.

ESI MS:m/z(F %} 38 ) 535.0(100, M+H").

d. RG] 4d Bk, B EES 5c(250 BT, 0.47 ZEER)KBRIITNREK.
RZBMZEE: FE(1: 0Z 4 NEBEERADERETENRRKE, BRFEREE.

ESI MS:m/z(# %38 ) 521.0(100, M+H").

SEHEB 6
2-{[(1,1-4,1"- = 5)-4- K- BB ) - B B-5-FE -4 RERHF &

a. 2-{[(1,1'-4",1"-= ¥ 5)-4-5)-BEBLR ) - HB-5-FER4-RRPER: R
3a(1.0 %, 2.13 ZERE/R)FBLREMBL(633 TP, 3.2 BER)MLEY 3b FrikFE
. BAYWAECE: 2B 1000 ELE R, BIKAAEE.

ESI MS:m/z(4834 3R BF) 513.2(30, M+NH,"), 496.1(25, M+H").

b. WSTHEG 1b BTk, 36 FHE 6a(497 R, 1.0 ZAEER)KMBRIANARE. B
BRAMEZBZE: CEE: DVFESESR, BEREEE.

ESI MS:m/z(#8 X338 ) 505.0(12, M+Na'), 499.0(40, M+NH,"), 482.0(100, M+H").
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SEE 7
2-{[4-EFEE-(1, - B TE)-4- K- BB - - 5- R E -4 SR ER Al &

a. 2-{[#-FHE-(1,1-BHE)-4- 2] HBER)-HE-5s-FE R4 RRTE: R
Bz 3a(1.0 32, 2.13 ZEER)F 4-PREEEFE(S40 B, 3.2 BER)WLEY 3b
BB, BReYEDE: ZRZEEQ: SFTELE R, BIBRGEE.

ESI MS:m/z(#8%1 8 ) 483.0(20, M+NH,"), 466.0(60, M+H"), 279.0(100).

b. tSEHER 1b BTk, 18 FES 7a(665 ER, 1.4 BAER)KARBIHANIRR.
BREMTEZRZE: OFEQ: DPELR, BIHRAEE.

ESI MS:m/z(F851 3B BF) 469.0(30, M+NH,"), 452.0(60, M+H"), 279.0(100).

SEHEf 8

2-{[3' 410 B A E-(1, - BE 3 2)-4- 2 ) BB 2 ) - LB - 5- TR 2 L4 SRR O %

a. 2-{[3',4"TF B 431, 1B 3 )-4- B - R BE 2 ) - B 2 - S- R e [ 4- R R R R -
ERI BT 3a(804 31, 1.72 ZEAE/R)FI 4-T FF M E R EPRL(430 TR, 2.59 =EFE/R)
LAY 3b PR IREE, BIFELAY. HEARRMERR L, ASk: R
ZE(2: 15 1: HEHETIRERRE, BRREAGEK.

ESI MS:m/z(# %4 3R B) 481.0(100, M+NH,"), 464.7(7, M+H").

b. MSCHEB 1b BTk, TR 8a(391 B, 0.84 EE/R)KFENHHENIEER.
BAREYMEZBRZE: CFRQ: DVTESES, BIotiAE.

ESI MS:m/z(1H%} 3R &) 466.9(70, M+NH,"), 449.9(100, M+H").

. S 9
2-{[4-FEE-(1, 1B E)-4- 1) BB - E - 5- B R -4 SRRl F
0, M.D. Vleeschauwer 1 J.Y. Gauthier, Synlett, 1997, 375.

a SEEEEEWR. EEEMMRIAAZBHO=TUEMT, ¥ Mg B
(turnings)(820 ZE3E, 34.2 ZEEE/R)BET THF(60 EF)F . EZBFBETIMA—FM
ik, B IR S A R R IR (S T, 28.5 BAE/R) ) THF (15 ZFH)RMA Mg/,
BEHT, REANEBER, £MRE, BERAYER 3 Mit. EEESYRH
FEEERE, B MR MR = Z.86(5.8 2, 34.20 ZEE/R)KI THF(15 ).
ERSYPMA 10% E GO ER), 28, HZBZEGIBEMERKE. 63K
HENERYWERBRETER, T8, EEERREZEN. £ZRIBCRESYTE
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o REEER BRKACHER~Y. KEPRE.

b, PR [4-FHE-(1,1-BHE)4- 258 BEAFAETRG0 E5, 239
ZZRE/R)AT PA(PPh,),(138 ZE3E, 0.12 ZERK)BESERSHEQ EMD. BXRED
A 2M BERHIG ZEF, 6.0 ZER), REMATERG63 B3, 2.63 BEER). £
SRS YEFIEER. EAHMRMEAWTMAKI0ZER. 28, BLBRIEE
BUKEEX10 BF). SFMNANERYARBRETER. SRRy, REHERE
EEREHN, BREAHR, HZRZEAEREN, FRTEETERE. ZRIE
W BEHRAVEATREELSSL BIFELED.

c. FE[4-FEE-(1,1-BEER)-4-E]- TR ¥ LRFIHE460 B, 1.58 BER)
WARTE S 550 BTN T EIMAEE 0°C, £ 10 84 4 I mCPBA(388
ZW, 1.58 ZAER). RNESYH 10%HARBRS(10 BHERX. 48, FBEMK
BEMG BERREIE. RENETERRBRETE, SEHARERKRE,
AITFERS, ZEREERTT —SRAAH#TH BRI

d ZEBEFRE-W-FEE(QI-BER)4-E]-HE: BRELRTFRERSE
NaOAc(750 B, TB)BETE Ac,0(5 BF)F . BIFHET 140 3 Dif. JEHHE
RBEEEN, RAYEMRELBZEEN0 ). BHAMTRREAMER, 2F,
HHEARBETE. SEEH, REEFERKRE, BICBAEHE, KAEME
mAFTF—%.

e. ZBAE FFE-[4-FEE-(,1-BERE)-4-F)-0: HREEM Od BRE1: 2§
B/ & F(12 )P, AHZE0C. —KIMA MMPP(1.08 72, 1.74 BE/R). RN
BAYT 0CHH 30 8h. ERMBAWFMAKGS BN _HFHG =H), 2=
HHEARABBREMERLR, REARMRETE. 8, REREFERREE
7, BEEE, EZRZECREASDTESRAL, BI0REE.

f [4-FEE-(1, 1 BEE)-4-K)-BEEh. % LAW400 ZFF, 1.09 BER)ERE
%£1: 2 EHEY/THFOO EFH)P. BWEBEANE 0C, HWIMA IM NaOH(1.1 ZFH, 11 %E
BER). BEHBRBREEAN, BRAWKELSFLBRKRE. ZEGHTLURMERAH
FF—#.

g. [4-FE -, 1-BEER)-4-2)- BB : 15 LR WHRR EhHH RIEARE OCZHH
(10 ZFHH. EREEMA IM BBREQ) =7, 1.1 ZER). HEE, FRNER
SYHETF OCTHHE 30 6. ERMEAWTMAKS B 7F, AIERGRR
BT, BETE. REXRBREIFHEN, BEBMBEER, ZHEMLERR A%
aith(3: 1 T/ ZERZEE), BEAHEBRE.
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h, WALEH) 1a BTk, (EREBEE 92 5 S 1c (BB, REWMEHE 1 i,
LAk,

SR 10
2-{[4-Q-FEEZHE)-(1,1-BHE)-4- 5] - BB E ) - B - 5- K - 4- BRI
%
a. [4-(2- FE R ZEE)-(1,1- B E)-4- 2] - BB MBS 9a-g WERKFF
¥ 1-R4-Q-FEEZER)-FHERIERER.
b, LS 1a FHR, HREEE 10e 5FEE 1c 8. RBWETEL 1 ik, &

AL LN A
ESI MS:m/z(#EX} 38 ) 497.0(50, M+NH,"), 479.9(50, M+H").

a1
2- {[4'-(2-N-HL R 5% F F(pyrrolidino)- Z S ZE)-(1, 1- BRH &)-4- B - BB & } - | E-5-
R R-4-FRBRH & i .

a. [#-Q-N-MM5TFE-ZE88E)-(1, 1 BEE)-4-E]-BBE: RELESY %ag B
SBKE, ¥ 1-B-4-Q-N-ILE 5 FE-ZEE)-FH T BT BT~ BB .

b, LAY 1a ik, HEEBEE 11e 5FEE 1c Bi%. RBWEHE 1 g, &
ZMH A

ESI MS:m/z(A8 3138 ) 519.1(100, M+H").

LR 12
2-{[3-Z B E-(1,1-BEE)-4- 2 )- BB - E - 5- R R4 R R &
a. 2-{[3-ZEE-(1,1- B E)-4-2)- BB ) - HE-5- R E R4 FEE: nis
M) 3b BTk, 3 ERI BB 3a(1.0 32, 2.13 BREE/R)A 3-Z M EFEMM (532 R, 32
2 R)HE. BREAYBRMAERK L, ACKR: ZRIEO: 1 £ 4 DRAELR
AR, BIRE-RERRY.

ESI MS:m/z(F8 %] 38 ) 498.0(25), 466.0(100, M-H").
b, MSCHE) 1b BTk, K FEE 12a(526 ER, 1.1 ZER)KERIANAKRE.

BEERAYBRMAERKY, 2B FE(1: 0E 4 DERETRERRE,

BRI ERE.
ESI MS:m/z(HIX 3R ) 467.0(30, M+NH,"), 449.9(35, M+H"), 279.0(100).
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SeHf] 13
2-[4-(4- B HEHR)- TR B EHBE]- B E-5- K H-R-4-REH H &

a. 2-[4-(4- L EL)- Z R AR BE R ) H B -5- B R4 RER P EE: K R A
BEBERE 3a(0.7 3, 1.49 EEER)M 4-ZREFH0.21 5T, 1.79 BERMAE 042
F+=Z.JE. Pd(PPh,),Cl,(26.1 B3, 0.037 ZEE/R)H Cul(15 BT, 0.074 ZEE/R)H 10
ZF DMF . R/5, BEAYT 50CTm#h 18 hit, REEZRZEFMKZEIE.
HHER IN HCl. BRRESKERAMIKE, RBRETHR TBIFER, B4
GREY, BZBAYRMIER L, Aok: ZBZERGE: DEEET RERERE,
BRREEEE.

ESI MS:m/z(A8 X} 3R BF) 475.1(10, M+NH,"), 458.1(100, M+H").

b. MOSCHEG] 1b BTk, S EPES 13a(330 7, 0.72 ZEE/R)KMEARFEAHN KRR .
EZHZE: CRTHEEGRKY, #EoaRE.

ESI MS:m/z(#H%1 38R &) 444.1(100, M+H").

SEHER) 14
2-[4-(4-FEEER)- LI B RHBE]- 8 E-5-F 5 -4+ RBH &

a. 2-[4-(4- FEREFEE) ZREFHBE]-HE-5-FE-R-4- R FHR: K AR
AR EEBERE 3a(0.54 32, 1.15 EEER)A 4-FERFERZH(02 3T, 1.49 BERMAE
0.32 ZF+ = Z K. Pd(PPh,),Cl,(40.4 7%, 0.058 Z=EE/R)F Cul(24 BX, 0.128 =&
/RO 10 ZF DMF F. RS, BEWT sSCTFm# 18 M, REEZRZEANK
ZESE. BYEM IN HCl. BERESUKERMIKEER, MBRETR, dEHE
%, BIREY, BZRAYEKIERLE, AR ZBIEG: 1 £2: DERE
HRERERR:, BEETRTY.

ESI MS:m/z(#8 %} 3R FE) 474.1(100, M+H").

b. WG] 1b B, HFRES 14a(260 7, 0.55 ZAE/R)KARMLIARN FIRR .
EZBER: CRYELEREARRY, BARE~D.

ESI MS:m/z(A %1 38 ) 477.1(66, M+NH,"), 460.1(100, M+H").

SEHER) 15
2-(4-FE R B R EMBE)-BE-5S-BHE LR
a. 2-(4- B EMEEFRBE)- RE-5-F B JURR FER: WsEHER) 1 BTk, F 4-FE
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(B B E(700 BT, 2.5 BEARR)L IS, ¥ ER S B P ERANT B8 1c(500 Z3%, 2.09
BERR)ETRAFEAEB. SRARAYBRMEERL, RERCHK: ZL8(7: 3
Z 2. BB RERRE, SARERRY, ZBRYEBREFEL.

ESI MS:m/z(#E %1 3R ) 465.2(16, M+Na), 448.3(100, M+H").

b. FAAELE32 R, 3.1 BER)K 10 B THF:7K(1: AE F B 15a(0.46
7, 1.04 ZEER), EEETHH 17 /i, HEA IN HCl BALE pH2-3, REH L
MZEEER. HHERLAR. ARBRETR, SEFER. BERKRYELRL
Be: Oki(1: 2)FEL A, BIRBCEFFELESD.

ESI MS:m/z(I X3 38 BF) 451.3(21, M+NH,"), 434.2(100, M+H").

SEHEB 16
2 {[4-FEFEQ, R ) 4- 2] BB - - 5- (02 -3- 2)- [R-4- DR BR RO 1 &%
WSEHEH 9 BT, WER 2-N-#UT SRR JE-5-(HBE-3-2E)- IR-4- 5 AR 77
16a(2n Tetrahedron Lett., 1994, 35, 3669 Frid HI#3)HZ Htr LAY -

LHER 17
2-[4-(4-FEEER) Z B E B E -8 E-5- (b 0E-3-2)-R-4-F BRI Hl &
WMSEHEG 14 Bk, B B 2-N-BU T SR - B E-5- (ke -3-2E)- -4 SRR FF B 16a
BT EY.

SeHE 18
2-{[4'- P EE-(1,1-BEE I )-4- B - BB ) - |- 5- (ML OE - 3- 2 )- [R-4- R BR K il &
WS 1 Bk, HEE 2-N-BUT SR E-J B 5- (U BE-3-3)-1X-4- SRR T B 16a
BT RIFEBLEY.

Ll 19
2-{[4-BEIE-(1,1-BEE R )-4- - BRBE ) - B - 5- (kMg -2- 2E)- [ 4- SRR B 7 2%
WEHE 1 R, BEE 2-N-BT EBRE-EE-5-(FKm-2-25)- R-4- 5 R F 8
16a(3 Tetrahedron Lett., 1994, 35, 3669 FTid #18) ¥R Bir &L &Y.

L% 20
2-{[4'-(2- FEEZEE)-(1,1 B E)-4-F - BREE ) - B E-5- (K- 2- 1) - R-4-4R
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WSS HEF) 10 BT, 4 R 2-N-BUT FUREE- R E-5-(WRIE-2-2)-[R-4- SRR TP i 192

FARBAFBLEY.

SLHE) 21
2-{[4'-(2-N-AHL s 52 7 3- 7. 8 38)-(1, |- B 2E)-4- 2 |- B B 2 ) - R - 5-(BK - 2- ) -
[L-4-JR AR A5 &
SR 11 BTiR, K B 2-N-U T R E - 2-5-(BR Mg -2-25) - [R-4- SRR FF B 19a
AT EY.

LR 22
2-{[4- FEE-(1,1- B HR)-4- K- TREL - 2E-5- (N -2-5)- [R-4- SRR il 2%
M 1 BTk, BER 2-N-RUT SRE- S -5 (B W -2-2)-[R-4- R T BR
22a(1n Tetrahedron Lett., 1994, 35, 3669 TR I8 EBirEHLED .

L) 23
2-{[4-FFEFE-(1,1-BEEE)-4- B )- BB B - B 5 5-(N- P 2k g -2-2)- [N-4- R B
&
WS 1 Bk, BEE 2N T EBE- S E-5-(N- FE g -2-5)- [L-4- 3R
FAES 19a(ill Tetrahedron Lett., 1994, 35, 3669 FriR #118) & bz BIL &) .

SEHER 24
2-(4-E- T EEXK)- BB EE-S-FER-4- R B %
M-S 1a Brid, BREEEFRHT B 1c R, %ITﬁ%mﬁﬁmﬁiﬁﬁ
RGNS 16 iR RN REGE.

SEHERY 25-30
FTHkZERX MK 2 BoR TRET LR 25-30 MERFIBHLEUNER:
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S = R R,
H

25 /O/O“'
' L
26 /ij/om -H -H
y :

27 H QP - H
"0
T 28 Y H H

29 /@/W‘ -H -N- g
'1‘ .
30 O/W- H “NMe,
. L

SRR 25
2-{[5-(4- AL HIE)-IEy-2- 2 - AL AL ) - B -5- AR 2 - IR 4R B Y i &

a. 2-[(5-1MEYS-2-25)-FABL B - B -5-F E R-4- R FEE:  ISTHEd) 1a Brid, H
S-JEBENY-2-E BB E(4.05 7, 134 BERGHEE, WEBEETRNTBE 1c3.38
3, 112 EER)ETRIFEMSHKBE. BERRADRNIERL, RERHC
B, —ZEBK7: 3E2: 3)EBUETRERERE, B3 3.9 RECRRY, ZBERYE
BEREN.
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ESI MS:m/z(#83 3R ) 447.1(100, M*+Na*), 445.2(85, M*+Na"), 430.1(45, M+H"),
428.1(42, M+H").

b. 2-{[5-(4- B B 2E)- Y - 2- 3 - TR B 2K ) - R 2 -5- - [R-4- IR PP BR: R H
FABERE 25a(430 27T, 1.0 EEE/R)M 4-(FERXEEWRRQ30 ZER, 1.5 BESMA 15
BEFHIE. 0.5 EF ZEER 1 ZEFHKF, A Pd(PPh;),(35 3T, 0.03 EEE/R)FIEKIEH(0.21
W, 2 EERMAE. HRSYENER 18 M, REEZBZEMN IN HCl ZEY
. BYLEA#ALEY, HHRETER, SEHER. BRUECK: ZRLEC:
NP ELR, B3 270 ERAKAGREE.

ESI MS:m/z(AHX} 3R ) 473(100, M+NH,*"), 456(75, M+H").

c. WISEHER 1b BTk, 5 FPEE 25b(237 5L, 0.5 TEE/R)KAR AR BIRER
EEREVECBZE: CHRIYES R, B 30ERHF~H.

ESI MS:m/z(#8 X} 32 BF) 459(100, M+NH,"), 442(94, M+H").

STHEG) 26

2-{[5-(4- P E R AR 7 SR IE)- B -2-FE - B } - (2 5- TR - [R-4- R ER ) ] &

a. 2-{[5-(4- B BRI LR IE)-MEMy-2- |- FRBE 2L ) - B 2 -5- K 2 - [0 4-Jh BR TP B
¥ EEHREW B BRRE 25a(0.47 32, 1.1 ZEEE/R)M 4-FEEFELH0.19 7, 1.42
EREOMA S 0.31 BF=ZBE. Pd(PPh,),Cl1,(38.6 3T, 0.055 ZEEE/R)H Cul(21 =
3, 0.11 ZAE/R)M 10 EF+ DMF . KRG, BAWT 55Cin#k 18 hEf, REEL
B Z Rk ZE SR, HHEM IN HCl. BEES/KERMIKEER, AMKRET
1B, SERHER, BILERAY, ZRAVYRKEER LHACK: ZBRLEWE:
DB REERE, 85021 RRKEREE.

ESI MS:m/z(fH51 3R &) 497.1(28, M+NH,"), 480.3(100, M+H").

b. WISCHER 1b ik, % FFEE 25b(110 278, 0.23 ZAE/RKMBEBHHNMIIRE.
Bi#RAYEZBZE: CiRYEL SR, BRI 0ERAERE.

ESI MS:m/z(#A %1 38 ) 483.3(16, M+NH,*), 466.2(100, M+H").

Sl 27
2-{[(4-FERHBER)- M- 2- |- AW 2 ) - W - 5-F B L -4- SRR A iR &

a. 2-{[(4-FETHBERE)-BE Y -2- 2 )- T BB} - B -5-F B -4 R EE P ES: WKHED 1a
B, F 2-{[(4-FTEBLEE)-mEmy -2- 5 )- BB ) /(340 BT, 1.05 EER)AHE, #R
B FE TR 1c(0.276 B, 1.16 ZE/R)E3E bR B R BABtAL .

ESI MS:m/z(A8 X1 3R ) 570(46, M+NH,"), 490(100, M+H".

b. B3 EFFEEM S EFAKFHEASAHG6] B, 1.5 EAE/R)ALE BES 27a(0.15
3, 0.30 ZEE/R), EZRTHEE 17 if. BBAH IN HCl BB{LE pH2-3, RIEH L
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MZEEN. AVEHHKESR, AMBRETER, TEHFER. BERKYUELRL
Fe/Cki(l: )PELESR, BENTE™Y.
ESI MS:m/z(#§3%} 3R ) 493(100, M+NH,"), 476(12, M+H").

5 SEiEf 28
2-{[(5-FFABLE)- B -2- XK )- BB} - B E-5-F R4 R K &
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BREMEZETHRIE 1 DA, REEZRZERNKZESE. FILERAKRERH®
Keeig, ARBETRERE. BRK{UMA 100 Z=F Z &P 40 EF-MET,
AEFEE12 ZF, 101 BERLE. SETHRAEFMBREY IR, FER. #E&
SYMACEDRITIE. BEBEMACK: ZEBZEEQ: 9%, FKMmIKEEk, AR
BT, SEHER. BAVACK: ZBRIER©9: DTG4 K, BRREH
.

d. 2-{[4-FEE-(1,1"BEE)-4-B)- BB E- S 8- X FBEAEC-4-RKR: ZHE
46c-f IR R IRFE, ¥4 ERARLEE 53c(12 3, 32.6 EEER)ETHRFEF =R,

e. 2-{[4-FHEE-(,1"BER)4- B HREE-HE-6-REC AR HEHR
53d(3.14 3%, 6.36 EEER)IA 25 BEAFES, A 19 BAEHBELE. FBRES
WIEZE TR 16 P, REBZRET. R{VYACHK: ZBIZEBT: 3£1: DB
gaik, BEEYIAEERE.

f 2-{[4-FEE-(,1"BER)4-B]- B E-AE-6-Q-FHAE-LEE)-FRED
AR RS T 03 BEA _RREZEREET, BEEE 53¢(419 B 1.04 ZEX)
MAAEA—EERT, AFEEZAEFHESLE. FEBANHE 16 pH, EX.
BAYWEDH: ZBZEG: 1 £ 1: HEigtdk, B a6ERE.

g. W EEHER 53629 2%, 0.06 ZAER)IMA 70 B THF:K(1: 1)F, HEEK
S B, 0.6 BER)NE, ZZETHRAFBENR 1 A, RFE INHCIHNZE
ZEEZ S R. ENEARBRETE, @ AR BERERRNRATLTERRY.

ESI MS:m/z(F %1 38 ) 495.0(100, M+NH,*), 476.0(100, M-H").
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S 54
2-{[4--(1, 1-BE ) -4- 3 ) TABL I ) - B B -6- R EE C4- R R B &
HBILSY 46b-f R IRRIKAE, KRR T HE-2-2E-6-FERED-4- A
Bt 492 HARITBAT IR

SLHE] 55
2-{[4-FE (1, 1-BEE)-4-E - HBE)-BE-6- FREC4- BRI HI &
a. BTE 2BE-6-RERECARER: WHEY 46a Frid, EEH 3-FE-1-
R SR T EGHKH hEREE.
b. - BE2-BEE-6-BEET-4-5: RIE 46b-c FRNIRF, WELEY 55a

BB EEY.
c. 14 46d FFR IS, (FBEY 550 448, H EWBEE 9g tHIE, BEGRYE 46f

ik ()25 R T R BB AR AL

SCiEfl 56
2-{[4- B E-(1, - PR )-4-2)- B - B E-6- KR O -4- R &
a. BT 22LBE6-EHRECA-ER: mib&Y 46a Frid, K 3-FHHE-1-

FER 5T E48K H mERBEE.
b. RIS 46b-f FTRMIR IR, MLEY 56a HIR AT R,

e 57
2-{[4"- L EE-(1,1 - 3k )-4- 2 |- R B ) - B 35 -6-[ 5- (WK -2- )W — k-2 B )R
R -4 BRI Fl %
a. BT 3 2-3R5E-6-[5-(Weil-2-25)-ME — M2 - AR D -4- St Bt ik &4 464
Bk, 18R] 3-[5-(beml-2-25)-08 — M2 2 - BRAR-1- B dr 5 U T B4 K H B BEARE
b. RIBILEY) 46b-f FriRBIRBLIKFE, MEY) 57a HIBREFTRHIER .

SLHE%) 58

2-{[4-FFEE-(1,1- B -4- 3 - B BE ) - - 6-[S-(N-RHL R e 3 )- M2 2K )-
A T-4-SRER I F&

a. T 2-FRBE-6-[S-(N-MLIE KT )-8 — M2 KB 2 -4-p . W EY
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46a Bk, 1B 3-[S-(N-IH M S Eh)- 8 — -2 )-BRAR-1- TSR 5T 47K H i 28
FHE.
HRIEILS ) 46b-f FER IR IRFE, WLEY 58a HIBIFEM =R,

5 L) 59-62
THILSEARE 4 Bor TARE T LR 59-62 MR HIRRL A YIRS

Ry

SR R, R, R, R,
59 -H -H -Ph | -OMe
60 -CH,OCH,Ph -H -H OMe
61 - CH,0CH,Ph -H H -H
62 -H j\ H -OMe

0
10
e 59

R 2-{[4-FEEE-(1,1- B E)-4- 2 - B E ) - B -5 FER-4-ERAHE
a. R 2-(4-BUEBEBE)-SE-5- KR BMPEE: W 3a frd, EEERN 2-
15 N-BHTEBRE-ZRK-5-FER-4-BE(700 T, 2.3 FAE/R, 10 Tetrahedron Lett., 1994,
35,3669 Frik#IB) =R, FAXBAERESE (626 TR, 2.07 BE/R)BEBL, BF 217
=g =R

ESI MS:m/z(AH%$ 3R ) 488.9(100, M+NH,"), 471.9(50, M+H").
b, R 2-{[4- FEE-(1,1-BEEE)-4- B - BB ) - E-5-FE UFR TE: Wi
20 24 3b Bk, 1FEREEIE 592217 R, 0.46 BEER)S 4-PREFEMER05 =
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%, 0.69 BEER)ME, B3 130 FEEYAHREBER K.

ESI MS:m/z(# 53 3R ) 499.0(70, M+NH,"), 452.0(100, M+H").

c. TERMLEE(152 27, 1.14 BRER)ELET, HERHEBE 5943 ER, 046
ERER)VAMRZEMEE S, B 5 . RERBREYRBET, HZRIEBRK, H
IN HCl B =K, Ffhksesk—K, MRETH, TBHERK. HaHLRIE:
EM(l: 0 4: DIMTHEEER AL, B3 24 BRRGMH, HEFEREL.

ESI MS:m/z(#H%} 3R &) 455.0(50, M+NH,"), 438.0(100, M+H").

SCHE 60
2-{[4-FEE-(1,1-BFE)-4-2)- BB R ) - HE-3-F P B A F £ -4 FRAH
&

a. N-# T B335 H 2 B (glycene)-(H-4- K P B T -2- 4 2)FE: 5 N-T Ex
EHERQLY X, 0.125 BER). JAR-4-FFBHE-2-TH-1-8LQ25 ZFt, 0.15 EF)
1 4-— FEEMIEQ.S 5=, 0.013 ER)EBE_ETRT, FOCTHA. RE, m
ATE 30 BF R PR NN-ZIR OR-BUL =TGR, 0.15 ZXR), REPTO
CHE S S4b. RE, FREYT 25CHHE 12 /M8, PGS B ZFF 5, B IN
HCl. BRI, REHKERRNY. AHIERYARRETE, ETHEREN,
BIBE, BRERHBRRKRLE, BnITHERE L BAok: JBRIEO: 1),
RERTH: ZBMZEGS: ). SHFYAS, KETER, BERBLEYHE
.

b, 2-N-B T ESBE- S E-3-FFBATE- R-4-B8: N THF(30 ZF, HEHIZE-20
CMETREG.7 ZF, 10M ETKRF, 37.3 ZBEF)PH NN-ZRAKS2 7,
37.2 BHEE/R)HI1E LDA W(37.3 EEE/R). # THF F# LDA BFHRMA SERNER
60a(5.0 3, 14.9 EERE/R)FIEMLEE(17.9 ZERE/R)HI 100 ZF+ THF(-78 C)BIHH-EI T .
FZESYEEZTELR. FESRSWE 700 XF ZM Z BRI IN HCL Z B 51 AC
HHER 150 ZARBREMNBERERG K). BRBRESHRRARERRULE pHI,
700 ZF ZBMZEEER. ZHZRERARMBETE, EEREEH, BEGEE.

c. 2-N-(4-BERBE)-FEI-FERXFE-R4A-FRTPER: BHRYHE 60b(1.8
B, 5.27 BEER)ISMRTE S4 BFHMY, ERAYTRMA 83 ERA UMK, £=
ETHEEERNEA(HEREGAEE). TREFNRNEY, APEQRX)FER. T
B R NYA SR G0 BN ZEE(T EFEK. MA 4-REHEBER(1.23 5,
4.83 ZAEER), BMERNYER. EERERNER, HZRZERE, A IN HC
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YR, REFRREMENE, BEALKER REARRETE KZRER
. BEARREERLE, Aok, RERCHK: ZBOEE: %K, EEREL
aitk. AHEWAS, TREIAGH.

d. 2-N-{[4-FFEUE-(1,1-BA )42 )- BB B ) - E - 3- F P R T - -4 R R
FfE: BERYR 60c(320 EX, 0.683 EE/R)EMERG B)F, HHKEH(148
Z#)K(0.6 ZF) TR EBSE—BMA SN E - FEEFEMROSTER,
1.03 ZEEER)N HEL0.4 BFD)T, FRAYERIR. ERNYFTMAZE, RK(2x)
FEK(LOME, BILERAMMRETER, ATREEN, SAREEE. HERERM
EERLE, ASE: ZBZBEO: 1). RERCK: ZRZEA: DK, #ETHEK
Baik., S#EWaAS, TRABIGERRNLEYARER.

e. YBEYIR 60d(207 7, 0.42 EEER)BMETFTE: K(10: 1)(5.5 ZH)F,
MAZE AT (424 ZTr, 7.52 BER), REEERTHREZBEVEERNTE.
MAZEZE:, B IN HCI(Ix)FEKOx)ZFEERAHM RN . AIERRKRETE
HARERA. HERRMERK L, AZRZE: okd: 1). RAEERLRLESE
B, FERERCH 4. REHZMZE: FEO: DEESY, &H=9dn, KX
BEEA, BIRELEYIREENESD.

ESI MS:m/z(#HX1 38 ) 486.2(100, M+H").

: L 61
2-[(1,1-BEEE)-4- 5 )- TR B R - R 3- K B F - 4- R &

a. 2-[(1,1-BEEE)-4- 2 B - AR I-EFREA FE- R4 BRTFE: KERY
& 60b(200 ZETE, 0.597 ZEE/R)EMEFR(54 EF)P, EREYPHMA LGB
(830 EF), EZXHETHH, HEHEAEHERNEE. ZRTHNORNY, AP
BOX)ELE. TRORNYH _EFRE BEHA=Z80.7 ZF)RK. MABRE
B4 FREBE(136 EF, 0.537 BEER), HHRNYER. EZRERNEN, AL
BRZ.EsW ki, FE IN HCl ¥k, RIEABRANERIER, BRERBKER, RS
AmBETER, EFREEA. KESRNEERL, Ack. AERCHK: LRZ
EE(8: 2)¥eRE, FEREMCHE baith. &HPW4s, THREIAGH.

b. JF R 61a(40 B3I, 0.086 ZEAE/R)SMLEFEE: K(10: 1)(1.1 BF)F, A
SAALEO0 ZH, 1.6 BER), REESRTHRZBEVWEERNTE. MAL
BEZBE, F INHCI(LOFEK(IMEREBNRNY . BIEARRETR, RER
EUH, BESRMERRLE, BZRZE: OF01: ). RERLKRZENH, #
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RERCH Lotk RIEAZBZE: F8O: DEESY, 434 dn, REREZE

7, BRERELEY.
ESI MS:m/z(H % 3R ) 469. 1(45 M+NH,"), 452.1(100, M+H").

LR 62

MR 2-{[4"- BB, 1B HE)-4- 25 ]-BATE 2L ) - B 2 5-(N- L R 6 T 3 ) IR

4-FE Rl &

a. N -2- NI FEBRZE: BIER-3-RUGRZEMA AT, A
RS s ALER 2 e, BBIFTERE.

b, MTH 2-BE-6-EEC4BER. EESTHERAES 622 MATH
THF &, AHIE-78°C. B 2 YEMTEEER, EREAWHH 20 28, RER
A 1 4B T R H hIERE THF PHER. HHREW 15 2048, REBEX
G, FRBEEZE 1 /M. REVBEDEAERK, REEKNZEBRIELZR
SR, BNERALKEE, ARBETE, SEHEER, SIHEL. BHRNBER
. BtRERRERER, BIEERRRBE. |

c. In{L&Y) 46b-f Bk, KBEAR 62b %‘E’EEJZ*TE%TE‘J@

SEEB 63-68
T2 TR 5 B7 THRIE TR 63-68 MHERFBHALSYRIEH:
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3K HEB
63

-Me

L
L
& '11 /@,om .1‘ ,O ~CHFh
L
L

'CH;CI'I:OMC

-CH,CH,OMe

67 /gm‘h
%

68 /@/Oﬂ' t,l/’\ 3 -CH,CH,0Me '
Y .

SEHER 63
(QR)-{[4'- P E-(1,1-BEH T )-4- |- T BB - E-(3S)- F AL BE-5- R B R-4- R
(R &

a. (4S,1'R)-2,2- ~ B ZE-4-(1"- 5333 B T5- 2R BB S -3 R IR T BR: a3
ZHR(1.73 32, 17 ZERE/R)R) THF(7S BEFEBAHNZE-78°C, MEMALET HE(2.5M,
6.3 =T, 15.7 ZRER). BHIBBEAYWES-20C, #1544 HEAYEFRANE
78°C, RISEBMATE THF(10 ZEFH) S #9(S)-4- FBEEE-2,2- — FE-3-REM e SR R AU T
B3 75, 13.1 ZEER). REMWRSWAZE-20C, B 30 48 BT mMABRMEL
BYR(30 ZF), BREYEK. REEESYENKT, AEFRER. ARE
STRENERY, RERERERM. B9 1 NSk ZRZEBENRRT, &
RERY L tidiib i, B3 2.20 HRTEL AW REMN.

ESI MS:m/z(18*1 38 AF) 332 (100, M+H").

b. (4S,1'R)-2,2- = B 3-4-(1'- R -3 K EL 75 -2 R B ) B e - 3-SR IR AU T AR 7E 0
‘CTFHi# THR(150 ZF)PHIRE 63a(10.04 7, 30.3 BEE/R), REMANFEZRES
FALHN0.6M, 60 ZF, 36.4 BEER). OCTHBAZREY 15 48, REMABARF
$2(4.73 75, 33.3 HAER). EETHEMBRAYIR, REMAEMELEEB(20
EF), BRNEK. HESWEAKF, REA-ZSFRER. ARBRAHTRAN
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WY, RERERESR M. WA 9: 1 4. ZBIEREAERFIRERGEAN,

BREFRTEE L EM.
ESI MS:m/z(#8*1 38 BE) 346(100, M+H").
c. (1S2R)-N-[2- B Z-1-(B P R)-4- FH T 25 8)- B EF RN TR £ZRET

B FR150 ZFFHRELY 63b(9.22 7, 267 EEKK), KEMAKNILNE
Amberlyst 15 (15 7). E& THIEFBIEGHAREY 24 Pof. ETEHYHT, FRE
YEEETIEE. EYE 7 3 0% ZBZEEARERERR L#ITEE. R
BrEYIETEH, CESERBUROBEEE.

ESI MS:m/z(#8 X} & BE) 306(100, M+H").

d. (1S2R)-N-[2- FEE-1-(BFE)-1-HE4-EET-2-5: ZRTHAE NN
ch 8 2 FEOES 63c(5.0 3, 16.4 ZEEE/R), RSN 4N HCI(15 BF). ZBETHHAH
BRASY 14 AE. MABABRRBRIEMEER FRMNEAYERME. B-SPRER
FBREY. ARBRETEENERY, RERERSEKH.

ESI MS:m/z(#H X} 32 ) 206(100, M+H").

e. [QR)- FHIE-1-(BFE)-(19)-(4-BURERBE)-BE4- KR T 2 EZET
PrEege —REEE (30 ZEF)FIK(30 ZBFD)FHEER 63d4(3.30 5, 16.1 EER), K5
ASZREEQG2S B, 322 ZER), BMANBRERBEGI R, 17.7BER). ZERET
BHFARSYIER. B INHCOBERNY, REA-EFHRER. THRENER
¥, RIEEERGERM.

ESI MS:m/z(F %1 38 /§) 472(100, M+H").

f, QR)-(4-BAC KA E)-H&-(3S)- FRE-S-FE 4R THE: £ZETHRHAE
FEFRA(100 ZF) P HIBE 63e(2.0 30, 4.24 ZRER), REEBMAGFHRANIEN, 30 =
Ft, EB). FBESYEZIBTHRE 4 /i, REWMARREERNEX. #HR
&4 30 S5, RRSETE. RAGERHNED T, FHRETHRELTE. ¥
ERRERBRA . AR TED, REMAERFROBEER. BIATY
BEEEFRE, BROPRNESE. KERESY, BERKEHEHE. A 8: 2 fychk:
ZB 7B E R, REREEALE G, BEEYARGE K.

ESI MS:m/z(} X} 3& &) 5000100, M+H").

g. (R)-{[4-FFE (1,1 BEER)-4- B ]-BABLE )-8 E-(3S)- FRE-5-FE N4
ESEIG: 7E PA(PPh,)(35 235, 0.03 ZEE/R)F 200 ERKMMTFET, B REBBA
63f(510 2232, 1.02 FEE/R)F 4-FEEEEWIR(230 Z7w, 1.53 BAER)REFE 10 2
FH3E. 1.5 T 2B 1.5 AR, E 18 . HIREAYHHIZER, BAKT,
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Aos XN, AHEARRETE, JRi%E. HRH9: 1 O JBIE
KRR G, BEFEEYHTEM.

ESI MS:m/z(#H%1 52 &) 480.0(100, M+H").

h. (2R)-{[4'-FFEE-(1,1"-BEEHE)-4- 3] BB )} -2 -(39)- P RE-5-FHE L4
M. A 63g(360 =2, 0.73 ZER)EMIEK: BE: THF(S Bt S=EFf: 5%
TR, REMAZEHEQ R, T8). EERETHEMBRAGYEER. REYH IN
HCl Bk, REA-EREENESY. AVEBYARRETE, RERERSE K
. EAKEZERERRMEHPLC 4itk. B~ haaRRK.

ESI MS:nvz(AB %} 58 ) 464(100, M-H").

LR 64
(QR)-{[4-BRA% - (1,1 - B )-4- 2 - BB & ) - H & -(3S)- F ALE-5-F E -4-
| B

a. (2R)-(4-Fift F AR BER R E)- B E-3S)- FEE-5-FE--4-RERFE:
7€ Pd(PPh,),(43 X, 0.03 ZE/R)M 262 BRIKBMFLET, HIRBBIBE 63f(620
ET, 124 EZERF AR FEEEEMEG10 R, 1.53 BER)MA 10 ZBHAE,
1.5 ZF-ZBEM 1.5 ZFKP, ER 4 piF. FREYAHEZR, BAKF, HZ
RN, BHERAGBRETSR, SWHFgR. HRA9: | Of: ZRIERE
Betidatiit, BRFREDALEM.

ESI MS:m/z(# %4 58 BF) 496.0(35, M+H").

h. (2R)-{[4"-FEIE-(1,1-BEFR)-4- K- BB ) - B E-(35)- FEE-5- K N-4-RR
. % FBE 64a(450 27, 0.91 ZEEE/R)WEARZE/K/F BY/THF(S BF/S BI/S BT,
REMASEAEQ =, T8). ESTETHAFFESYELIER. REYAH IN HC
ik, EYMNBBBRENR. IR ERRK.

ESI MS:m/z(F#5 %1 38 BE) 484.(100, M-H').

LB 65
(2R)-{[4"- FEE-(1,1 B H)-4-H - BB ) -HE-(3S)-FERE-S-FH L4 R
a. (4S,1'R)-2,2- = FAEE-4-(1'-FHE-3-FEEFT-2-HRF)NEMET-3- BT BE: 0C
FHE 4B 63a(7.80 35, 23.5 BAE/R)AY DME(150 EF), REMASALH(1.13 R,
282 ZERE/R). OCHEESY 15 404, REMAFERG.43 7L, 259 ZEKR). E&
THEFABRSYIRE, REMNENEMEBBH0 EHERRE. HREDEA
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Ap, REF-EFREER. ARBRATREGNERY, RERERSERM. ZHH
SALRELL9: 1 Oft: ZBMZEAMRANERERE, BT YATLTEMR.

ESI MS:n/z(# %} 38 %) 422 (100, M+H").

b. (1S,2R)-N-[2- 2 - 1- (B HE)-4-FH T2 i) BEFRENTER: £ZRT
BHER(150 ZFHFHRERLY 652(8.80 3T, 209 EAE/R), REMAKARE
Amberlyst 15 (12 7). ZETHEFBIENBEY 24 0. EFEHFYT, FRE
YEERELSE. FYHE 7: 3 Ok ZBZEEIERAIERR E#ITEE. &
/YA Xend.

ESI MS:m/z(A8%1 58 ) 382(20, M+H").

c. (1S,2R)-N-[2-F & - 1-(B R E)- |- B EA-FRET 25 TR THRAE VT
Ho 2 FEEEY 65b(5.60 71, 14.6 ZEAE/R), MG 4N HC(15 EF). B THHH
BRAY 14 R IMANAFBRREMER, ERNBEYERYE. AZEFHRER
FBREY. ARRETRAEVERY, REEERSEMH.

ESI MS:m/z(#8%} 38 ) 282(100, M+H").

d. [QR)-FEE-1-BFE)-(1S)-@- AR HRBE)-TE4-FHT 2.5k £ER
F B 2E AT (30 EFHFIK(G0 ZF) P HIRERE 65¢(4.0 58, 142 ZEER), R
ASZREQ.88 7, 28.4 BEER), B 4 REHEBEG81 &, 149 EEXR). ¥
FTHEFBRESYIR. A INHCIBBREY, REA_RFRER. THRENZE
B, RS R IRYE AL .

ESI MS:m/z(}8 X} 38 ) 501(100, M-+H").

e. QR)-(4- BN HE B E)-HE-GS)-FAE-5-FH R4 R TFEE: EERBTHHAH
FEFEI(100 ZFH)FHIBE 65d(5.30 7, 10.6 ZER), RBEEMATHHAFEN, 40
27, E). FIEBESYESHRTHE 4 M, RAEMARHERRNER. B
RBEY 30 45, MWRSERE. REERBNEDT, FHRETERELTR.
KIS E RGO . A RETES, RAEMAERTRENZEER. IMAT
SREERFRE, BAYEHESE. KERESY, BRREGHKE. M 8: 2 HCk:
ZEZ BV RA, SHXEAHTRR G, BRI ARAES.

ESI MS:m/z(#8%1 38 &) 545,547(100, M+NH;").

£ (2R)-{[4'- PR EE-(1,1- B R )4 2 |- A L ) - -(3S)- M L -5- W IR -4-J1
B F s 7€ PA(PPh,),(61 BETZ, 0.05 EEE/R)FI 371 BARBRWFLET, HBERBBE
65e(927 =3, 1.75 TEE/R)H 4- FEEERTM(400 B, 2.63 BEMR)MA 25 &=F
. 15 BFZEM 1.5 BFOKF, EIR 4 DAY FREYWANEZER, BAKF,
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A-ERREn. EVEARRETIE, SEFER. S8 9: 1 Of: JZBRLE
RRE gl BEIFEEYATEN.

ESI MS:m/z(AB X} 38 &) 556.0(20, M+H").

g. (QR)-{[4-FEH-(1,1- B H)-4- 5] BB ) -EE-GS)-FHRE-5- KRR -4- 1R
M. ¥ FEE 656360 2R, 1.13 BE/R)IFMAK: FE: THFS EFt: 5EfF: 5%
), REMASEMAEQN R, T8). EZETHRAFBREYIE. REPH IN
HCI B4k, REEONERPIIRHEER. FETYHRBELK.

ESI MS:mv/z(f8%1 38 ) 540.(100, M-H").

Lt 66
(R)-{[4- FE&-(1,1- B ) -4-K)- BB R ) -HE-3S)-Q-FERELEE)-5-FE
[E-4-ERER I ) &
a. (4S,1'R)-2,2- = -4-[1-Q- P ERZEE)-3- K H KT -2- R E]-REML7-3- R R
BTE: k&Y 65a BTk, 8% 63a 5 1-8-2- FEE ZAE, BIIFEFTRRIE.
b. I8 65b-g FTRMR MK, K& 66a HEBIFBHTRIH.

a1 67
(QR)-{[4-FE (1,1 B R)-4- K- BB E ) -2 E-(39)-2- FRELEAE)-5-F &
DL-4-JRER I ] &

a. (1S, 2R)-N-[2-2- P EE ZEH)-1-(0R FH)-1- 8 H-4-EH T -2-5: HIF 65b-c
iR RNIKFF, %8k 66a £ RAREBAT R,

b. [QR)-(2- FEEZEE)-1-(F FE)-(1S)-{[4-FHE-(1, - R EE)-4- B - BB
B EE4-FEET 250 BIE 6sd RS R, Fh 67a STABE 9g 1.

c. WELEY 65¢ FTRNSE, ¥ 67b EHBITBETRIIER.

SCHEH) 68
(2R)-{[4"- (1,1 -BAER)-4- 2 - BB B} - B - (3S)-(2-F & L EE)-5-F5
H PR R-4-REHIH&
a. (4S,1'R)-2,2-= B 3-4-(1- 3233 FFE F 21525 5)-MEM A -3-REA T
Be: WL&Y 63a Fid, (ERBEFEZRE(S)4- FRE-2,2-Z FE-3-MEM AR
T BRREREE.
b. (4S,1'R)-2,2- = I -4-(1-2- FE X Z A H)-3-FEH-2-H i) M se-3- R B
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BT B 1848 63b RN R, #8682 5 1-K-2-FREZLME, BEWRBHIRE
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