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RIERNEMFRBRES MR OEE LSS (XIA) FHEH
MO AR PR, AR eaildn (1) R EA4E (1) BITHILE 5,
STARERITOER. KoM FRBBEBFTLRALFERLE ~4 1 B
FEgd)., EETEREFRAAENOEE—HIESN (P Fat
B . BB RE RGN, REBYRGEANTHTEE LR
0, FEREDATWER, DAEBITHEEGRANE. SAE410C~4
40 CHATREH, ZRBEBFEY 15504~ 3 I HZERALAEZR. A
RRAFALL 15C ~ 430 CiHIT4 15 04b ~ 2 ) B,

X CIA) e T s B a m X [ 347

B R ¥4, 1
RA
N R—x, .
N \ 1.) B
e Re —
o R.—Ya
OH
R?
AN R—x
N Y 2.) &
i Q /RGC -~
—Y
o R, ta
N—R?
1o
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\ a —X
N N X
OH ﬁi (IA)
7.——Y
O Re d
N—R!
Jo

£+ R, R'. R, R'. R°. X. R°. Y. R, a. b, ¢. d#
e X (1) e L;

R* A B4R A

EVAER 1 ~ 3Ly Q RAFRE, #Hldmk R, R.. R,
R, AR AR AFZNE, XFb. bRdHyHNAHE,

Eir g g T @EMApFHTRE ] ~3 (R ~5) Tlk. — 2R
BERE, wREE, FEAARLESD TR RLAR Cdoth 5 k4T
S B, Bl TS a, REZ2TEKE, REFBTER, XK
BARBRFR ELER. wREE, TALEH#TT—F R EIHF P HE)IKL
BT — R T AR R EBRRSAR (kXA ) E3iTE
it —F WAL,

B X L1 38 8T kit @ A#Hl4e DCC HRAEF (dfT
A -BF) FhE#HFESy, KEHEAAXNRR (ZZR'BR'EAX (1)
TR ) 691G RAT IR R, RO F A AE AR M 69 9E R T AR i A RIE A
RERY, EAREIARFRNAEET, T4 - 20 C~ 425 Ci#sT,
HRFHMMEAOBE. ZREASENENOEREFRLEEL, KLT
B, ZRIRN AT, ZRBHRLEF B FRAeRE, RFHZT
BAETHT, LRR R GBETARITYE, RBERE 2 #—F

B X 1.2 3% 3 F &3t 47: & B Comprehensive Organic Synthesis ,
“ Heteroatom Manipulation ” , Barry M. Trost, ed., Volume 6, p736-746
(1991 ) ¥k egFk, MREEX L1 R34t TR e, —fE
v, BEERRKNER SR PRN A LR TREFLETHATR L., %
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BT VA RAEAER. FRGBAIEEE. fE8. AEK. LR, ZAT
BF. TR REAERGME B RAM T, HAEMNGRERL L
ey, REERGEEANFREFTORERWERY, FLEAEH A S HE
W, ARRATHE QL. ZEEF RS 85 A RGE N KT
Ko ZRK. WRASEE. Fsh, TARRESFOE, Hlie=TH
K hafooiE dh 8. .

BB L3 F, BREE L2 9B e iTiE R, B R
KX L3 B Fegtate 0L adn, LSRR EGERF %, FAGHER
LA EAL A, SEMEALA] (fldmdk - BALSS) . BRAUELFF, ke
AR aLtEse - R, BT RESENERN O C - Ci 8, WEA 4w,
LEMBRER. LRUESF, LA EMN R LE. ZREBFEY 500 ~
#5 4000 psi 49 EAETF 25 C~# 150 Ci#HiT. ZABRHLEY
2000 ~ #5 3000 psi A AT, T# 50°C ~ #5100 Ci#47. oA EAA
MET— AR MRS TA 4 124235 (EFH), ATtk
R, HEBEAHNTEL 6~ 104 (BEF) .

B l4A S THERHMETZEX (1) b,

R3

£ R A R _
i
OH

R 4= R* #9 2 LR L.

MRAAR KR Lot T Fog ik, R 14 ZARAGELBARIY B
B, ZRFINATEERE LS h4amedhe, KL FEBRP F %, #)
YRR ZFRBER ( TMSL ), T#AFHEENRENRSRT,
A4 10°C~ 60 C ($£i£2520°C ~ 40 C), TUAMEM L3 5 B /25 6540
SHRERY. FRAGENCHE_ATR. LHE. Z4LE%.

R LS PARAATRE AS 4 B9 R BAME MR E 14 455
WALSMEBRER T T4 20 ~ 100 CRE, EAHiLEREELH, R
B8R EN AT R AN, LA B RS, AR
FHEORE., HEEFRNGENCIER, RAFRBERXCE, AL
RAFAEL 65 CF 47,

23
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BB R LS d B heX (1A) el ERY, ABKkLRS
EITIR AR AR, FEX (1) Lem.
B TR E LS e SREALY T oA R R34 A AT B AR

B 545, A
R3 3
)%/ 1. BAEA R
OH .
A 2. ARo-EREEE w_g};{%m
0
R3
3. E-G
4. BR RA—N G
H CH
R3
5. 3R
] RA—N o]
H
EF ROARERY A
REX (1) $HHE
GAHRE.
BT BIFFHATEE D - SERALREX A, —2XF R E TR,

RowREE, TAHFFEKRLEYRAARRAR D e R#TH
E, Pl TSR, KAEETEKE, REWREEMNELE
B, AARMBERE. wREE, TRERTT—FREZIAHFRAK
fe ot e — AR R AT 2L, do % & A B BAR (oK Afess)
L #ATEA.

B E, HEAEAMRT CHOERERTHAATANEL
FARAP O BB

24



10

15

20

30

R3

OH
RA—N I

H o)

HEAMEGREE. Bl TUAREALRPHEBRAENSE C - C
MARTERELF TARFTRERL, RAEBRFRMNALTLT. #
W BFRAN AR, RFAZUk, ZALBFEERTHES
Flo LB LB PHAT, BARERI XM, REBEAGER TS
e R B R, FER DA ER, ABRITHENRE, F
R B REF T RESE—H o BRAMATRE AL,

BE A2 2% 7m, BL, ERABERN (KLTBEN) ELZE
HEBMNMERERETITETNAN - FA- N -#E- N - ZAHERE
B, ARAEMERTK, AANMRTEALALY 4 ~ 6mol AR
NegKiER, —LZRARERTRE, AIELZ TR S AT,
REFIZEAREEALR R Al FR6RAFRE, SRERMEY
-FRABEANEY, EERALFRFEAAZ) BIAUILGR BN E
RHL. HRABBEEL - S0C~%4- 10C (Hi£%-20C) T4,

EEE A3 ¥, AR A2 PHEHa - ERAZEANSHE X H
-GHB (EFPGHRE) TERATFHEENLBYRAELE, FHa- K
RS, KA RESZRFHABEY o - AERLSHGE
8. E B BB EALY - 30°C ~ 50 CTFH#AT. EHGABRE LMY,
REpRAGEMNSTHITHREZERLY, FELREMASHIER, AE
BAAFHORL, REHBBTATRAGA D EARGHAmA, L
FREERKTR. ZRETHEEENEIE.

EEFE AL &, AAFRARContd—F EHRE A3 FHFL
St BB A MATER, FRAEN a - RERLSY. HldedE L A3
b H F LS SR B A T IRAEN PHATEE. FAGERA QIEM
SALsh. MEMLAE, WMENE, EAA—FTHEREREMAR (2 - FAR
LEA) 425, HMAHZEIRANZMEAN. FRAHORSGENCLIERT
ERF AR m ArkvA/K, ERGEBERT RN, RELHAMGE
FlF AT R R, FER DA SHER, UBBTHEHR
., R BBELAL - 10C~-410C (K% 0C) BT,
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B AS®, ¥AERE A4 PHFHa - REXISTE B
AR E Chot) — B F FHITRE, FRIBEHFEAYD (CAT
FTRE P ISE) . Blhe, TAMERAZa - KELLESY S AT/ T
BERAOMAREN (wlB) PHITRE, ZALBFELY 0T~ &R
R ABRETHAT, ZRAERFAEETRZRTHAT.

RMARTXOAL SR HEALBR EHHEL PR A - O - R
& - S - R*#X 1A Lo,

OH
RA—-N I
E

# ¥ R A R g2 LR L.

PRk AL A R £ T4 8 Vederas ¥ # J. Am. Chem. Soc.,107 ,
7105 ~ 7109 ( 1985 ) A&k ey R B X#t T4 &, AL RZREXTH#
Tk#AT Bk, REARZRPOLAMEZRM. —FTEAERE-A
BB ( DMAD ) R — A ERA - ##8E ( DEAD ) TR FHiEEAN
v, 2% - 80C~ 0CRE, HFEARE - AB. R LB F AR
mWE kv, T#-80C~- 50 C#iF. KB, AEGEBRNKGHANE
F-S- R (EFRUHENE L) BFABIKRITH. ZAWAEFLESY
R HAMBERES ER (AN RENT) REA K. R EEBFE
ERFHEHREHNP, FTHOCT~440 CRhAEHKAR (wR) P&HAT
BUEF R AR I8, it £k,

79, P R A - S-F £ 64 X 1A 144 T v A Photaki (J. Am. Chem,
Soc., 85, 1123(1963))#= Sasaki, N. A.% ( Tetrahedron Letters, 28,
6069(1987))Ffr ik 8 F ik AT 4 &, Blde, Z EALES Tl B L4537 64
AR (BEATRPFAALIEY) EFEHEBAToFRLER®
( DMAP ) FoBiFe A (dokid) AAT, TIERTFHEEN (=K
i) A S, ARABEGFRBEBKRE, REETERBELSLALY
- S - FAGASERRGAABEFRLE., HZAREFILEGY R FiETAR
Beg BB S vl BT R 6 R AR R A . FRIRAR AP T L R A AR AR AR K
B ) S AT 3] 9 L AR AP 69 55 AR B BB P L.
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BEEREETEF, RBABRMAENFT LATR G, RIZEAZT]
ANCFRPRIR mhF, AMEHLEEAINRE, EREH T HLEGE
i, MABKBEHTUAERAREAERY LA TFRER G —
RO BERBAERYEABTRY. BAARKARC 55, TR
) 64 4% 4P 2 ) B e L 3 S AR R LB

Yok BT, ARG RAHH R, EHFHEELSA MY EAL
BAFR AL 89238 4. TR FMART AN ENE BT hBE ol LAtk ey
A, BRIFFINERRSYNB LS B EBARTEIZ, A TUER
BAGET, BLENRABALETE LR RBL AR KA O doth — P
BRANEESRBET. XTH AW EFmMEL Jacques 5 #f i1
(Enantiomers, Racemates, and Resolutions, John Wiley & Sons 1981 ) .

AMEZIARE, ATFTERAPFEANSD T LA RTHE S, B
HETVA R AR PR E 6 R A &SRR KRG RAY., BE
Mg dE AT MR Ao AR M L E AR X H R A TP MR se, Ak
AFARQBEFELAREE, EEGRTTAERE GBS FHREF
2B,

Blde, dod ERTE, HH S FMAERFTETTXILESHE T oELK
F 34T BRAC B,

HoN

27
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E 8]

*
R4

./,_Al o _ ]
A )
A\)\Bl)l\oﬁ , A * Bl/U\OH p
o .
Bl/u\OH

‘/\ al
0
Az * , 2 N
R4

Blde, AERZEHR T, A TFEAZBRANA 4 NAFAE (2 MERX
stk fe 2 AR AR FBKR) , WwREANEBRREADREZEAST BN
k, MABILE BEELFZAX 1bWmes 4 MEstek (RRETEZAR
KA GFMER) . KB, REBEULRE, REFHGEFFEEBXT
VA BAR KRBT R F kA B, ABRB ARG FLARA
8., ERETHLS B AR E B, Aoy A4k AT siR
TUNMKTFRET 6% (HLERKRTRFT I8 %) hZTHTHE.

B, BRRMEBRGIZFHETUARTSE, REwAh LAE, &
A NB G Bl At AT R R . BRERR R 4D o B Fr R AR T AR AT 5
B 125 —statmik ORXARK ), REBEEIANTBAELTFE,
BIEFRTRET S % (RAERTRFT 90 %kt =F) 95K
B 4.

Bl 4o, STV EEAFREF R BB SR XEAT 45 8. #lde,
it 2 A IR 8 2 RALA AT BRI AR, TTAREI AT B A - O - ed%
BE Y, RERFLHTRMENEBRA LY., —F kU, BBAR
KA C ot 7 ik, BARRAEMGFER, 5B 2R ETRLED
HRRF B AT X, KB TR RBIFENG T 5 AHEZIMRX R
SRR T B,

e, ST VAR 2 EBUR 6 Z IRAL A4 R R T Bk B TR BT T AR e
DMAP A A T#HATEF, FEBE CEKE - RReGEFRALEGM. REA
HEAL-Z o R8s (5] 4 fEB& PS - 800, Pseudomonas fluorescens ,Fluka)
F £ @ E MR 4e Triton® X - 100 A& TF, £%+5&(PH6 - 8, Lk
pH 7)# 4% R R T B2 Bt 47 A b 53K #R, #3] RR - ZRBK 6 & 314
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Ay, iditly Sseib A AT IRER, T ABIL A TR F,

A S.S AR - BUX 8 IR T A R A ARARIR S dm ) 5
ki ATARRE, R EM SS REBRNM LRSS, FHIN TAEMK
&% SAM Il (Pseudomonas fluorescens, Fluka)& £ F, 72K 4 % KL
ot Xtk LH A TEBSR B, 1$2 RR LERER - BUX ) & 3R
f oM Fa S.S FRAEUR 6 2 IRAL S 69 R A, HRIE T VAR AT AL
E sty 7 EHCMNHB.

devd BB, TS R EAS M ENR, EREERAA (FFEA
HEERE), RERAERRE Y (BEX(AVLEOHEFEFFE) K
5, 434 EedEsteeik ( X (DLE4) .

Btk she) R a3 e st 2R F X (1) WEHTAA
FHB AN EER B LB SFETRA, AFREMNHBRIKREY
3.

EABAK PSP AEAREHRAONEHE S haty, 3TTF
BHEFERINGTANRERAF KRB F LA R 3B F LAY —RF &
f’&yji@é\ﬁic

KEPBFrERAnEAFLETX (1) e E5FERERD
FHEBRBAOREE., BEWREMETLZEMNY, S T8immHE, A
B4 CEERE, M TFHmm i, ApldokRE, Z@FEY 1 D~
10 £ AGER P, FTR@EdERET AT E2RTH8.

TRE&EF xR —TFFEETRLAVGAEKAS. AmpzPa, T
KEHRPATA T HEaE, RERAALPGEEH, BLARWMR
Fi Ry ST %t A KRR G PR

£ TR &ALp P, KiERE, #HELRE BF8ERE.
WRRR E. ik BT R &R bk RS RE. LESN. &
WpMMEEREEENSANEEH “mp” . “NMR” . “EIMS” .|
« MS(FD)” . “MS(FAB)”. “IR”., “UV”. “Analysis”, “HPLC”
Fa “ TLC™ . dodbh, £osbkigs| B e R RBMAERARF A G, FREN
B3| o4 P A R KA.

AR EPRATEEE: “s” AEE “d” AR “dd”
AR EE, “t7AHZEMN, “q” AwWE¥, ‘m”AHSEH, “dm”
AR EEM, “brs” . “brd” . “brt” Fo “brm” 534K L%,
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FoEM R EMAT S ES. ] AFAMEH) A EEGIBEFE
. MaAE B AL, F N NMR 2382 384710690 69 5 B e 2B

NMR 2 #& Briker Corp. 270 MHz 4L 2 /£ General Electric QE-300
300 MHz L L £ 65, ALFABUIEET (W FREEITH AR, VA
ppm 3 #4%) . MS(FD)& & Varian - MAT 731 &40 E B 2 A HOK o
R SR fTe9. EIMS & £ Consolidated Electrodynamics Corporation
# CEC 21 - 110 4L Em = ¢5, MS(FAB)A &2 £ VG ZAB - 3 4L Lt
#7459, IR ;% /& Perkin-Elmer 281 L Lt #7¢9. UV Z & Cary 118 4L ki
745, TLC 24 E. Merck Bt L#T89. B S RERE.

e

N- (FREZEEL) b -%nik-L-RAR

A (Z)-2-FH-4-%pFFHL- 54H)- i A

70.6g(602mmol)N - ZBH & #8. 100g(892mmol)2 - K= - F&k
(Aldrich). 142.3ml(154g, 1.51mol)Z &F#= 36.6g(446mmol) Z. B 44 44 3% A
M Faas Eaoikey 1 ek, BEGEERASMAHETR, REET
kPR, FFEK WEZEKRRET 250ml AKkF, REEF KRB
it ik, FRAKRE. TEABEKRERET T, #F2 65g ArEiLse
4 (56 %),

B. (Z)-2-CZ@8AE-3- (2-Eplk) - k&

$% 65g FE 34| 1A AR A4 42 240ml K P 6475 & A= 620ml & BR e
WEAY 4 DR, FRGR RSN EZEIFARERSE, FREK. Z
Bk BiE T 100ml K Fe 250ml FEE & (k@R K5 BRER) ,
RIGAKRITIE, BREAFHIBTARER, ARKBTIEKES
&, RAKEREFERET TR, 32 55z b, b Rit—
¥ WAL BR ST B A

C. (S)-2-zaik-3- (Fun-2-4%) A&k

AT, % 1.76g 81,5 - RF_H)eE 1 —B4hF 800ml ¥R &

MmAN392g (+) - 23 -4k- B FARE- 23 -2H£%- 14 - (=
XA Th, FEFHGEARN. MFHRSMAERRTHHEY 20 4
., FEIBF, 152g(720mmol)E 364 1B J 47444 F 2500ml B+ 4
SALEEFT20psi AAEA THRIZELN 20 04, REERATHEALE
BT AT GBI R, PTEFG R LR T 50 CH 20psi AAEHT
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Bopm#y 16 o, BB ReEMEBETRE, BAKEEK, ZEHEMAAL
100g 2% 84769 700ml KA, FHGRAYZaE TR, AREE,
KRS B FRN_EZ3 55, KEA SN L st#L, /A 1000ml
ZRTRESE, ANNERZRBMN TR, SEfoRks, 17 2]45 & B 4K,
% E AR 900ml #h LR ESE 4, 15 5] 109¢ BT & 64 AR (71
% ) . ,

DN-FREZEA-B-%Enit-L-%"48

9.03g(42.4mmol) £ 1C /7L 447 42 100m] 5N 38 b o555
AR 2 B, BT R R A A E 0 C, HAeA 100ml 3.6M &
BAPE R WAL, B AS T A 150ml KBS, MBS e A
6.0ml(42.4mmol)¥F & X R0 —VEIiE %, LA TLC ( 42/7/7/9, .8 2
BILHIKITE) E AP LER BAKETRE, ¥R ERAYESE,
KGR 100ml TEkmgk, B B2 458, KERA SN SHEILE
PH<2, FRAZRFRER, K5 EMBMTR, SEMBERYE, 23
10.85g #RARAL &4,
FE 84 9%

[alp (CDCl;) = 37.2° (at 22°C).
H NMR (300 MHz, CDCl3): & 7.37 (m, 5H);

7.18 (d, J=4Hz, 1H); 6.95 (m, 1H); 6.83 (m, 1H);
5.35 (d, J=8Hz, 1H); 5.15 (s, 2H); 4.7 (m, 1H) ;
M 3.4 (m, 2H).

%345 2

N- (FRAHK) B-%%4%-DL - HA#

) 3.0g(16.9mmol) B - &% - DL - &L B 75ml K Fe 60ml =
REbT &) Bt o4 F m A 5.6g(40.6mmol) £ K 5 B 49, 2 A 2.85ml
( 20mmol ) FEEAR. FIFeRAOMEbERIES 1 ]t LRAEEE
WQRITIG, LB LB/ LB THEIK ) e B R PR B AR L TR, 4
B REGMRYGE., TG B2 55, KEA 75ml LBk, RE R
I50ml —RFRER. HEGROMERERBETA SN B HLE
pH=20 . B—EF 4 &, H B 258 41 (Nay,SO, ) F 12, TR AR 4,
78] 5058 IR EALA4h (98 % ) .
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IH NMR (300 MHz, CDCl3): & 7.37 (m, SH);
7.18 (d, J=4Hz, 1H); 6.95 (m, 1H); 6.83 (m, 1H);
5.35 (4, J=8Hz, 1H); 5.15 (s, 2H); 4.7 (m, 1H);
M 3.4 (m, 2H).

‘ 31 3

N -#&TH-N&- (3aR,7aS ) - E%3[3,2-c]#7% - (6S)- ¥ &L
s |

AN-FREZEE-B-%E9X%-L-RAH-RTHE

w42 (0 C )Y 8.06g(26.4mmol) 364 1D 47 ZR L 44 F= 120ml
WA KA IRE M T AN 4.23ml N - TR Dok KB 4208 M hm A 4.04m]
FTARATFTIRE, 2915 246 FmA 3.74ml /T . #2368 E R
eMBEZTR, REY 2, KEREREEZIZAYN. HRAME
FTLBRTET, AAK, INLZBERAMfB B AMERER. &
TG ARG BB TR, FERRE, B35 —hKkY. Eakip A
100ml # TAeE e dy, H3 bk, LERWAXE FEIL, KETFE,
7% 925¢ B4k ( 97 % ) .
1H NMR (300 MHz, CDCli): ©& 7.37 (s, 5H);

7.2 (4, J=4Hz, 1H); 6.95 (44, J=4Hz,8Hz, 1H);

6.87 (d, J=4Hz, 1H); 5.52 (m, 2H); 5.12 (s, 2H);

4.27 (m, 1H); 3.27 (m, 2H), A 1.23 (s, SH).

BIN-®TE-5-FEREHKE- (4567)- w4 - E95[3,2]
MLeE - (6S) - FELE

® 500mg(1.39mmol) L34 3A DAFALAHE 12ml 1,12 - =&
LB R TN 2ml Z R L8, MEMA2ml —FERATE, H35 60
B R BaWEiisy 15 540, S TLC % E 4R EEALEZRE, A
Rt e M BIN 3.5 B ER AT 69 30m] K A= 40ml — R TR R T, A
W BHATH &, ANEZRBMTER, SEFRERE, 25—k
. %R A R R EAT(SIO s LA 3 % LB LB R Tk )
#AL, #53|35Tmg B & et (69 % ) .
1H NMR (300 MHz, dg DMSO): & 7.35 (m, 7H); 6.83 (m, 1H);

5.15 (m, 2H); 4.98 (m, 1H); 4.35 (m, 2H);

32
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3.10 (m, 2H); A 1.10 (s, SH).
MS: m/e 372 (M*)

C.N-#&TH-5-FaEHFL - A - (3aR,7aS) - K= [3.2-]
wher - (6S) - FELEK
4% 10.5¢ ( 28.2mmol ) F3&4 3B AR S M A= 105g 5 %48 -
% ZF 1100ml w & kvdf= 525ml CE P HmAGEEALETEN, 254
B R RA4n T 80 C A4 E (3000 psi) T & 24 B, ¥R EiRA4
Adp, GERRAEALA], KEMALR R 20 % FEL) RAFERRE. 15 HA
WIS, FREKRSG, FI3ALHKY. ZERDBERE_RATF
Bob, FR MR BT ( SIOy; A A 2 % FEH_AFTRER (&K
DA, EBLAIA 12 LB TIRER (42 % FE)) ik, FEHME
IR XA (28d)) , ARV ZHREFMEK. ZREEHA 1.5ml
WEE/20ml Z&/120ml LIRS R EL q, FEHLEw, HERHITE, A
ATk, FBETFE, 332540 mXFMAK (24 %) .
1 NMR (300 MHz, CDCl;): & 7.37 (s, 5H);
6.0 M 5.5 (br.s, 1H); 5.18 (br.s, 2H);
4.22 (m, 2H); 3.40 (m, 1H); 2.87 (m, 3H);
2.48 (m, 1H); 2.15 (m, 2H); 1.70 (m, 1H);

1.15 (br.s, 9H).
MS: m/e 377 (M- +1).

D. N -#&T& - A& - (3aR,7aS) - £ 5[3,2-c]H" - (6S) - ¥ &t
e _

% 2.41g(6.4mmol) &34 3C P ArAAESH T 12ml 11 TH/=K
WizE ke RSP e 19ml Z PR, 4 10 245, BhRA
0.94ml = WA st lr, MG 10 4B kA 048ml =9 R aksk k. B
BHREMR B30 54, SATLC (5% LBMUBH A FTIER)
¥ EHEEEAEZRE, RERAS4WA 30ml 28, 40ml Kf= 6ml
IN RS R, FAG_E#ITHE, AMNER 15ml 0.IN 5%
ik, BFHKER S AR AANERAY Z pHS . MATFER
¥ A 200ml — R PR ERMENAY, REZLSYBHBM TR T
AR E RS, 3 1.3g RS (84 %) .
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1H NMR .(300 MHz, CDCl;): & 6.43 (s, 1H); 3.22 (m, 2H);
2.95 (m, 4H); 2.17 (m, 3H); 2.0 (m, 1H);

1.55 (m, 2H); H 1.32 (s, 9H).
[oplsss (EEOH) = -179.1° (at 22°C).

(= )“‘N AT - N&-(3a
- Bk

E A biemB i 3A - D Brideg sk, B L 2 AR e44H
& KA AAILe.
L 345 5

N-BTHE-N&-5PR-#Z%-4-%%-35-N (FaEZ
) &K - THA]- (3aR,7aS) - % F[3,2-c]wt - (6S) - F B

¥ 145mg(0.487mmol)1S - [(1'S - N - (F&aIEHEE) &4 - 2 -
¥ LA A T Ao 118mg(0.487mmol) 5k 564 4 AR A4  3ml TER
PRI E 65 C, FR B 20 e, FrERAMBEERYE, 13
B — 4 5. H R ARG EH(2000 BOK A SEBLAA 1 % PEG ARG E
)AL, B AEstekik, /3% 98mg AR LA (36 % ) .

,1

:H NMR (300 MHz, CDCl;): & 7.25 (m, 10H); 6.05 (m, 1H);
5.13 (m, 1H); 5.02 (s, 2H); 3.97 (m, 1H);
3.80 (m, 1H); 3.37 (m, 1H); 3.22 (m, 2H);
2.95 (m, 4K); 2.70 (m, 2H); 2.58 (m, 1H);
2.43 (m, 1H); 2.32 (m, 1H); 2.10 (m, 3H);
1.90 (m, 1H); # 1.30 (s, 9H).

MS: m/e 540 (M+).

B9, ME RS T T B E 109mg % — etk (41 % )
536145 6
N-&TH-N&-52R-#&-4-%%-35S-8%k-TH]-
(3aR,7aS) - "Ew%r 3 [3,2-c]HbrT - (6S) - FhELE
K Ed B8 stk 3D ATk 695 %k, A 85mg(0.158mmol) 34 5 4%
A4, 101 pl (7lmmol)= W i ahair £ 11 LH/—AFHRRAR
e R &S e AR A, 35 6Amg G EBK (£FH) .
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1H NMR (300 MHZ, CDCl;): & 7.28 (m, S5H); 6.38 (s, 1H);
3.75 (m, 1H); 3.32 (m, 2H); 3.12 (m, 1lH);
2.93 (m, 2H); 2.78 (m, 2H); 2.58 (m, 3H);
2.38 (m, 1H); 2.12 (m, SH); 1.83 (m, 2H);
M 1.35 (s, 9H).

S

Sk et 7

N-#THh-AK-52R-#%-4-%#k-3R- N (2HL
#FA) BE - THA]- (3aR,7aS) - EwH#[3,2-c]wZ - (6S) - FaLE:

¥ 1.45g(44mo)1S - [(I'R- N - (FREZEL) &£ - - (£
FA) TRAIFRE KA 1.07g(4.4mmol) E 564 3D /42881044 & 30ml
LEFOHERMAZE 65C, FREH 60 I ot, 135|640 28 ER
TR — KR, FRFRD ARG EN (4000 BEM, HBA H
1%?%%:%?%@%)%%,ﬁﬁL&ﬁﬁ%ﬁﬁ%%%O%%é
W et #3] 326mg AT MRAR, LI BAREREG LN
( 2000 #KAR; BAA 1 % FEEH —EFHRER) 4k, 33 7 94
228mg Hr B bt
% 2.03g ( 80.5%)
1H NMR (300 MHz, CDCl;): & 7.30 (m, 10H); 5.80 (m, 2H);

5.08 (AB, 2H); 3.95 (m, 2H); 3.42 (m, 2H);

3.17 (m, 3H); 2.90 (m, 2H); 2.67 (m, 1H);

2.58 (m, 1lH); 2.48 (m, 1H); 2.35 (m, 2H);

1.98 (m, 4H); Ml 1.30 (s, 9H).

£ 3645 8

N-#®THE-ANS-52R-#4-4-%mk-3R-84-TA)
- (3aR,7aS) - =3 [3,2-c]H% - (6S) - F &L

FA LB R4 3D Frikes ik, A 1.8g ( 3.15mmol ) L34 7
ARG, 2 0ml 2 F RS A 20ml 1 1 ZH/Z R TERAR T
WS R & AT E AT RIS, 3F) 118 e Bk (86 % ) .

1H NMR (300 MHz, CDCl;): & 7.38 (m, 2H); 7.28 (m, 2K);
7.20 (m, 1H); 6.23 (s, 2H); 3.65 (s, 1H);

3.28 (m, 3H); 2.90 (m, 4H); 2.70 (m, 2H);
2.58 (m, 1H); 2.43 (m, 1H); 2.34 (m, 1H);
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2.05 (m, 4H); 1.80 (m, 3H); and 1.32 (s, SH).
IR (CHCl,): 3430; 3005; 2973; 1670; 1514; 1456; 1366;

and 1090 cm-1.
MS: m/e 437 (M+).

=45 9

A (2) - AKX -2 -FARE- 3 - @ E £y 35208 T k2L 5% 5 B

% 1.75¢ ( 11.97mmol ) (=) - X - 2 - FR/E- 3 - 2% -
WAES e 12ml THEERT AN S50ml Z LB, MEMmA 46lg
( 18.0mmol ) NN - — 3B L i AR BAEBE., FTER B RAMTER
R 6 B, REMRERE, F3—A4eH. ZRAYBERT LR
BT, RAAEEMN ( 60gSi0,; BLAA 40 % LELEH TR R ) &
BEMENESY., BREMENGHGILEGHF, FRERSE, 53—
Kip, ZibKpBEBTURLET, F2GERAEFREBEAMNERE
A, ZFBMATIE, TR, RERERS, 55 1.75g &4k (51
% ) .

1H NMR (300 MEHz, CDCl;): & 5.42 (m, 1H); 3.24 (m, 1H);
3.02 (m, 2H); 2.84 (s, 4H); 2.52 (m, 1H);
2.02 (m, 2€); M 1.0 (m, 6H).

BN-&THX-N&-5S2R-%#£#-3R-N(2R-%&/L-mw
SFB- 3R -EAEBEE) A% - 4 - Fmt - -THA]- (3aR,7aS) -
w3 [3,2-c]MLmE - (6S) - FELEK

Fa

N-8TEA-AN&-5RR-ZX-3R-N(2S-3FL-umw
FEL- 3S - REAAEL) A% -4 - FKHmA-) TH]- (3aR,7a8) -
%3 [3,2-c]LR - (6S) - FBEE

iw) 40mg(0.0915mmol) £ 364 8 ARS8 Iml — R FIE & F e
A 26 ul ( 0.184mmol ) =Tk, MEmA 27mg ( 0.092mmol ) 5 3.4
A PR G, FTFHREREMTERREY 30 547, RERE
REET, HE—REMW. ZAAMBEBT_ATR¥, BEN (&%
BLA A 50 % LBR LB TR ) 4ib, 23| A4,

2 24mg

i

"

})ﬁu Juily
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1H NMR (300 MHz, CDCl;): & 7.30 (m, S5H); 5.88 (s, 1lH);
5. 44 (d, J=8Hz, 1H); 5.37 (s, 1H); 3.88 (m, 2H);
3.35 (m, 2H); 3.18 (m, 3H); 2.90 (m, 4H);
5.65 (m, 2H); 2.55 (m, 1H); 2.35 (m, 3H);
1.95 (m, S5H); 1.35 (s, 9H); # 0.95 (m, 6H).

-

F2: 23mg
1H NMR (300 MHz, CDCl;): & 7.30 (m, S5H); 5.84 (s, 1H);
' 5.60 (4, J=8Hz, 1H); 5.37 (m, 1H); 3.94 (m, 1H);
3.86 (m, 1H); 3.35 (m, 2H); 3.20 (m, 3H);
2.90 (m, 4H); 2.65 (m, 2H); 2.53 (m, 1H);
2.35 (m, 3H); 1.98 (m, SH); 1.35 (s, 9H);
1  0.98 (m, 6H).

%364 10

A (2) - RX- 11 -8 -2 -FRE- 3 - BEESIRAR
I fie 3 % BA B

G A3 (0°C) 44 1.63g(5.68mmol) % e A I 4FAL A4ke-4 T 50ml
— A W e E R T e 2.36g(11.64mmol)85 % & - 2T KT R
(MCPBA)., ¥#5 4R B RbMREER, R %2 e, G R 30ml
— A WEAE. 23 6ReMmE SOml aF R EMEREHT, BaE
BT oE. AILEZAEM TR, SEFKERSE, [ 163gadl
FoKRA (90 % ), TR EIKM Rt —F HALEP T AL

1H NMR (300 MHz, CDCl;): & 5.52 (m, 1H}; 3.24 (m, 2H);

2.82 (s, 4H); 2.78 (m, 1lH); 2.60 (m, 1H);
2.35 (m, 1H); 2.18 (m, 1H); 1.22 (4, J=6Hz, 3H):

F 1.02 (4, J=6Hz, 3H).

BN -&THh-A&-S2R-££-3R-N (1)I'-=£- 2R
CREA-wmEER- YR - AEAEE) A4 - 4 - FEA-) TA)
- (3aR,7aS) - &% 3 [3,2-c]wk? - (6S) - F Buhz

Fa
N -&THE-N&-52R-££-3R-N (1I"- =% - 2’S
- FAL-wmEEMR- IS - RAAEE) AE- 4 - FRE- )/\TELE] -
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- (3aR.7aS) - "% F[3,2-c]ukrz - (6S) - ¥ BLik

Ak Fizmgsess) 9B Frikeym ik, A 102mg(0.233mmol) & #1458
s A4, 67 ul ( 0.48mmol ) = Tk Ae 77mg(0.24mmol) % 3&4] 10A
SRS T 2ml R TR T R R & AR E . FELARR
547,
P~ 52mg
1E NMR (300 MHz, CDCl;): & 7.30 (m, SH); 5.82 (s, 1lH);

5.67 (d, J=8Hz, 1H); 5.48 (m, 1H); 3.88 (m, 2H);

3.35 (m, 2H); 3.18 (m, 3H); 2.90 (m, 2H);

2.65 (m, 3H); 2.55 (m, 1H); 2.40 (m, 1H);

2.10 (m, 8H); 1.37 (s, 9H); 1.20 (4, J=6Hz, 3H);
H 0.95 (&, J=6Hz, 3H).

F2: Slmg

1 NMR (300 MHz, CDCl;): & 7.30 (m, 5H);
5.85 (4, J=8Hz, 1H); 5.78 (s, 1H); 5.50 (m, 1H);
3.94 (m, 1H); 3.86 (m, 1H); 3.35 (m, 2H);
3.20 (m, 3H); 2.90 (m, 2H); 2.67 (m, 3H);
2.55 (m, 1H); 2.40 (m, 1H); 2.25 (m, 3E);
2.0 (m, SH); 1.36 (s, 9H); 1.22 (4, J=6Hz, 3H);
# 1.0 (&, J=6Hz, 3H).

3] 11

A (%) - 3 - w AsEwyE 20 BE I AR AR B BS

% 0.91g(8.58mmol) ( + ) - #&H& - wEE%e) 10ml KB R
%A 3.6ml = LA, MG A 3.3g(12.9mmol)N,N" - = 3734 Bt I B AR B
. BAMAERSHT 23 CREY 18 K, RERBERS, 123
B, EEAMBERT LB UEMARRRAMNERGRER
b R = EHRITH B, HAER i EKER %, ZRRATHR
Sk REBERSG, BF—mRY, ZaRHRER T HELTTE
.
MS(FD): 245,

B. () -3- (1,1 - =8 - &Ew kAL KKK

A K b sk 10A Bk 695 &, A 0.88g(3.59mmol) ka4 11A
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AR ER AL A4 Ao 2.4¢(7.54mmol)55 % MCPBA ¢ 5ml — R FILE R4 &
FrE e AR A, 135 12ml k. ZRM B BT (R
FhH LB TE) Wik, 33 028g e EEMk (28%) .,
MS(FD): 278 ( 100 ) .
CN-BTHA-AN&A-52R-£2£-3R-N()I'- & -wW&
- 3R -AALAHEA) AL -4 - XA -) - TH]- (3aR,7aS) -
£y 5 [3,2-c]HE - (6S) - W Btk
Fo
N-8TE-A&-5RR-Z#£-3R-N ([)I’- & -wW4&
- 3S - ERALEBA) BE- 4 - FE-) - TH]- (3aR,7aS) -
s w3 [3.2-c]HL7E - (6S) - FBLAE
1 30mg(0.068mmol) 5 364 8 AR LA A= 17ml = L 1ml =
W4k Ae A 17mg(0.0622mmol) 5364 11B A7 44 F 1ml — £
Wik et o, HEGRERASMREEY 3 D, RERERSE, F
B —Eod., ERAMBEREEN (BN 35%FTEN A FRER)
WAL, 1FEARARALEY.
Fe 11 mg27%)

W

W%

1H NMR (300 MHz, CDCl;): & 7.20-7.43 (m, 5H);

6.17 (d, J=8Hz, 1H); 5.78 (br.s, 1H); 5.39 (m, 1H);
4.05 (m, 1H); 3.92 (m, 1H); 1.82-3.43 (m, 22H);
M 1.38 (s, 9H).

MS(FD): 600 (100).

F¥: 6mg(15%)

1H NMR (300 MHz, CDCl;): & 7.18-7.42 (m, SH);
6.14 (d, J=8Hz, 1H); 5.80 (br.s, 1H);
5.40 (br.s, 1H); 3.90-4.08 (m, 2H):
3.30-3.42 (m, 3H); 3.03-3.28 (m, 5H);
2.83-3.00 (m, 3H); 2.22-2.70 (m, 7H);
1.80-2.20 (m, 4H); #H11.38 (s, 9H).

MS (FAB) for CpyHgoN;O0sS;:

H+H 4 600.2236;
sem{E:  600.2234
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L5 12

N-BTE-AN&-5RR-2X-3R-N((L'I’'-—&-w&a%
- 3R -APEAERE) 8- 4 - FHK - THR]- (3aR,7aS) - &5t
[3.2-c]mbre - (6S) - F LAk

| -

N-&THE-AN&-S5S2R-#Z£-3R-N (1I'- & -m&a%
- 3S - AWAHER) RA- 4 - XA - THA]- (3aR,7aS) - E=r 3t
[3.2-c]#k?2 - (6S) - F BEA

f1#2p(0 C )4y 46mg(0.105mmol) 5k 364] 8 AL S4. 19mg
( 0.105mmol ) ( £) - 3 - W&EERHIL T HF 14mg(0.105mmol)#
B ¥ =wkkA4 ( HOBT - H,0 ) F 1.5ml W& kvlieh 5k & mA
22mg(0.105mmol) SR T HK ALk ( DCC ) . RERAMBREER
FR Y 30 ek, HR TLC A E R PR EARETRE, RERe4
A 2ml ZE S, K@ R ETE HERGERBERS,
REZRBEEN (BERKAG 3 - 4 % PEG A FTRER) 41,
12%) 50mg @ & A KK (79 %), FRKKS SR AREA MRS
4.

1H NMR (300 MHz, CDCl;): & 7.18-7.50 (m, 6H);
5.76 (br.s, 1H); 4.33 (m, 1H); 4.10 (m, 1H):;

1.80-3.50 (m, 25H); #M: 1.36 (s, 9H).
MS(FD): 598, 497 (100).

LESH CaxHaaN3OsSs:

#E4E: C,56.25;H,7.25; N, 7.03;

s C, 5598 H,7.19; N, 6.90 ,

£ 3] 13

A (2) AR -2 - FE - 3 - mExvHIE080 T b2 5 6L B

R bR Rk OA Frikeg ik, A 1.6g(15.7mmol)2(R,S) - ¥k
- 3 - #E - vhegs kRS, 6.7ml(48mmol) = Z A= 6.4g
( 25mmol ) NN’ - — 3% 24 Bt T A BKEEE T 16ml TR F 69 i8R 4 & 97 5
o, #E—BeW. ZERRMEBEREEN ( Si0y; #HERBAA 10 ~
20 % LERE) R T RIE R ) Mk, F5 D AREALS Y.
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2 110mg

IH NMR (300 MHz, CDCl;): 6 5.22 (m, 1H); 4.10 (m, 1H):
3.95 (m, 1H); 3.80 (m, 1H); 2.82 (s, 4H);
2.38 (m, 1H); 2.20 (m, 1H); M 1.35 (4, J=7Hz, 3H).

E: 90mg RXFHARLEsBEE Rk, ZAESEGLFIa5LH 0
52, HEMXFHERGEFRE -, RS R X FHERLF 4L
gL FALA 0 4.9,

B. N-®THEA-AN&-5(2R-%Z#3%-3R-N (2R- ¥ -
WEES - 3R - RAAFER) &RA - 4 -FAEA)- THA) - (3R,
7aS ) - €% [ 32-c) e~ ( 6s) - FEAk

| e
N-BTE-A&-5(2R-Z2X-3R-N (2°S-¥4-
mEaED - 3°S - ARAHEA) AA- 4 KA )- THA) - (3R,
7aS ) - "Ew3F ( 32-c) g - ( 6s) - WEkhk

% 36mg ( 0.15mmol ) 5364 13A ( &4 110mg FH4K) D A7A
AT R FIegRbs4FmA 58mg ( 0.13mmol ) Ea4 8 FAAIL
o4, MEMAN4A2 v 1 =0k, HEHMRERGMBEEL 2D, HA
BEENBERAREERA LT, BREVRERYSE, F3 - &R4F
M., HRAYEEBRT AT, RERAZSEN (HRBLAA 30 % T
BR LB 6y TRIA R ) didk, FER I AREALS .

2 17mg

1H NMR (300 MHz, CDCl;): & 7.40

(m, 2H); 7.30 (m, 2H);
.20 (m, 1H); 5.80 (s, 1H); 5.60 (br.m, 1H);
.15 (m, 1H); 3.95 {(m, 4H); 3.75 (m, 1H);
.40 (m, 2H); 3.20 (m, 2H); 3.12 (br.s, 1H);
.90 (m, 2H); 2.65 (m, 2H); 2.50 (m, 1H);
.30 (m, 3H); 2.00 (m, 5H); 1.36 (s, SH);

M 1.20 (m, 3H).

NN Wou;m 3

J* % 26mg

41
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s NMR (300 MHz, CDCly): & 7.40 (m, 2H); 7.30 (m, 2H);
7.20 (m, 1H); 5.80 (s, 1H); 5.75 (br.m, 1H);
5.15 (m, 1H); 3.90 (m, 4H); 3.75 (m, 1H);
3.40 (m, 2H); 3.20 (m, 2H); 3.08 (br.s, 1H);
5.90 (m, 2H); 2.65 (m, 2H); 2.60 (m, 1H);
5 50 (m, 1H); 2.30 (m, 3H); 2.00 (m, SH);
1.35 (s, 9H); M 2.25 (m, 3H).

A. "B g B AR ES

& 15.0g ( 86.6mmol ) *£%f% B A= 20.8g ( 113mmol ) & #& T
200ml v S,k vih 4 R — K mA 18.3g ( 953mmol ) ZR Lk, K
BRAm T EREAREY 2 I, SRBARATE. AR FIER
sk, KRR A TRk AFMANER TEAHZ, KA 50ml0.1N
B G40, SOml IN &8s 474 S0ml HoKkokik, ZABRMATIHR Sk A
EBERS, B EMaEBER. ZEAKET I0ml A TEY, MELE
F 400ml BT F. FHHGERLETR, RBAE0T , B 90
S4bi33| 21.6g REATRI (73 %) .
1H NMR (300 MHz, CDCl;): & 7.73 (t, J=7.5Hz, 1H);

7.86 (t, J=7.9Hz, 1lE); 7.85 (4, J=8.2Hz, 1H);
8.29-8.42 (m, 3H).

IR (CHCl,): 3035, 2997, 1763, 1522, 1285, 1068, 998,
842 cm-1l.

TE 5 CisHeNOFs:

HE A C,56.65.H,1.78 N, 4.13

Lamia: C,56.66;H,1.77;N,4.12,

B. 25 - N (sok- 2 -AFA)ARE-3-K-3-AX- A%

17.9¢ ( 51.2mmol ) 5% 364 14A MARALAL &4, 6.99g ( 46.6mmol )
L - F 4B - K&, 157g ( 186mmol ) BB A4MAE 265ml Kie
219ml — R P RO T ERTAZAKFIR. R EREMBRER
Btk B, R ER 2N B AMBILE pH3 . KERA 3.1
EA5/FRERARER 3 K, &K 60ml. 4369 HHAE R 50ml 4a4
KiEk bk, ZHBMTER LB RERERSE, £33 - RERK,
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% B AR 500ml TEk A 250ml # IR A AR LI ERRGELZAD, RS T
80 CAEH T TR B, 35 1061g (79 %) HEH 4.
(ol p+16.54° ( DMSO ) .

1H NMR (300 MHz, DMSO-Dg): & 2.68 (44, J=16.0,4.9Hz, 1H),
2.81 (44, J=16.0,5.7Hz, 1H), 4.74-4.81 (m, 1H),
6.96 (s, 1H), 7.70.(t, J=7.5Hz, 1lH),
7.85 (t, J=7.5Hz, 1H), 8.05-8.15 (m, 3H),
8.56 (d, J=8.5Hz, 1H), 9.12 (4, J=8.6Hz, 1H),
12.8 (s, 1H).
TR (KBr): 3385, 3367, 3216, 1171, 1662, 1523, 1499, 1427,
780, 592 cm-l.
MS(FD) : m/e 288(M-), 288(100).

T FE 5 ClaHisN3Oy

i+ E {E: C,65853;H,4.56;N, 14.63

=m{E: C,58.80;H,4.57; N, 14.56,

C. N-RTH-ANL-5C02R-£X-3R-FHAFTHE-4-
RA-S-F-65- (2-R-2-RA)CA-6-f%-7-&-
7 -vhok-2-%) - FA) - (3aR,7aS ) - Ew5F ( 32-C ) vz -
( 6S) - ¥BLhk

% 50mg ( 0.114mmol )£ 34 8 47444, 35mg ( 0.123mmol )
L3645 14B QAR e A 17mg ( 0.123mmol ) HOBT - H,0 ¥4
02ml —F X FELA 6 2ml w9 S, 69 5% P Am A 24mg ( 0.120mmol )
DCC. BEMRAERSHTERTALEY 16 DB, KETERRER
%, 3R ABEREARY. ZORKDAZGEN (1000 A, HBLA
H5% FEHZAFTRER) L, 55 62mg AE S H(TS %) .

e 15

A. 2-N (Z8&) 84&-4-Fashk- T8

% 300mg ( 1.57mmol ) N - (Z#&3¥X) - D - ¥FRAHK T 2ml ¥
BEAg iRk T e AT A B 8474 A ( oxone®) F2ml Kb ehinik, 336
B ELRA IR 16 b at, KGR S0ml —H Fhife 6ml KHZ. &
WM EHATH B, ANER 20 % FREBH A TRER LK. F65H6
AMEIHSBRERE ZF, HF35 150mgaE&BH (43 %) .
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B. N-®THE-AN&-5(2R-£24-3R-¥XAAFE- 4 -
RI-5-4-6R-N- (Zm#t) £44- 8- Fast-F4) -
( 3aR,7aS ) -v£wrf [ 32-c) wkve - ( 6S) - P

A A L3564 14B Brk ¢9 % %, B 60mg ( 0.137mmol ) 564 8
RS, 33mg ( 0.148mmol ) £ 15A D ARFELA W F 20mg
( 0.148mmol ) HOBT - H,O A& 29mg ( 0.142mmol ) DCC F4-0.2ml
ZWRPELEY 2ml WAk PRER LS. ARREEEN
( 1000 #E k4, #EBLAA 8 % FELM) LM LEIER) 41L, 733 59mg
B & 6 N AR AL o).

k] 16

N-#®TH-NE&-5C2R-2%-3S -KFH-4-K%-5
R -6S- N (RTEEHE) BA-7-F-2 - L2885 21)
- (3aR,7aS ) -"£o-FF (32-c ) wkrg - (6S) - FELak

A LB R 12 rides 7k, A 6lmg ( 0.15mmol ) F3e4] 6
A4, 58mg ( 0.153mmol ) 2S - N ( ZEE) - 3 - K-
2 - A#BA A, 2lmg ( 0.53mmol ) HOBT - H,0 #= 3lmg
( 0.15mmol ) DCC Fw & kvh P4 &5 65 AR A 4, 155 - 5%
A, ZEAD ARG EN (2000 MK BEA A 4% FEH_F TR
k) v, 53| 87Tmg AT E &g AR S Y (75 % ) .

H NMR (300 MHz, CDCl;): & 8.45 (s, 1H); 7.98 (m, 2H);

7.83 (m, 2H); 7.83 (m, 1H); 7.70 (m, 2H);

7.22 (m, SH); 6.68 (m, 1H); 6.15 (s, 1H);

5.72 (4, J=8BHz, 1H); 4.45 (m, 1E); 4.20 (m, 1H);
3.95 (m, 1H); 3.72 (m, 1H); 3.45 (m, 1H);

3.25 (m, 3H); 2.93 (m, 4H); 2.70 (m, 2H);

2.55 (m, 1H); 2.38 (m, 2H); 2.07 {(m, 2H);

1.90 (m, 2H); 1.40 (s, 9H); # 1.30 (s, 9H).

FEHep] 17
A. N-®Th-A&-5(2R-£Z£-3S-XFL-4-§2%
- S-R-6S-&E-T-F-2 - Kmsk- kX) - (3aR,7aS)
-kt (32-c ) k% - ( 6S ) - FlLhk
AR BB RS 19A FriEes 5k, B 85mg ( 0.111mmol ) %4
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) 16 D AR S 4o 2ml Z R L8 T 2ml — & T P4 & & 6 A4
&4, #$3 92mg B4R, ZEHRKRZu—F LT 5 A,

B. N-®RTHA-NS&-50(2R-#Z£-3S-5WHh-4-§2%
-5 -FR-6S-N (F#ett) 8- 7-%-2 -A#88E - 524)
- ( 3aR,7aS ) - &= 3F ( 32-c I wkeg - ( 6S) - FEE

BEAR LR L] 19B Friked %, A 74mg ( 0.111mmol ) £
#] 17A PARAALSH. 18 u I N - TADokd 112 p | DRABIER
( 100 p | FHEBAT Iml & FRY) ToRFRFHEHE 47
AL, 155 - Beth. ZEAMAZEEN ( 1000 #E4K; A
A2 % FERG) RAF IR ) Mk, 133 24mg AT E 64 ARRAL A4,

1H NMR (300 MHz, CDCl;): O 8.55 (s, 1H); 8.07 (m, 2H);

7.98 (4, J=6Hz, 1H); 7.85 (d, J=6Hz, 1H);

7.72 (m, 2H); 7.40 (4, J=8Hz, 1H); 7.15 (m, S5H);
7.00 (m, 1H); 6.08 (s, 1H); 5.98 (m, 1H):

4.60 (m, 1H); 4.35 (m, 1H); 3.95 (m, 1H);

3.40 (m, 1H); 3.25 (m, 3H); 3.25 (m, 3H);

2.98 (m, 4H); 2.95 (s, 3H); 2.72 (m, 2H);

2.42 (m, 3H); 2.08 (m, 4H); # . 1.35 (s, 9H).

C. N-®THEA-N&-5C(2R-£F£-3S-%5F%-4- g2
- 5-FA-6S-N(ZRPASZE)ERL-7-8-2 - A=sa- 5
BKJ - (3aR,7aS ) -E%3f (32-c) - (6S) - Tk

M RFEH] 1TB 6 B RAEH F 4 B B AT S 64 AL A4,

1H NMR (300 MHz, CDCl;): © 8.50 (s, 1H); 8.05 (m, 2H);

7.98 (4, J=6Hz, 1H); 7.82 (d, J=6Hz, 1H);

7.72 (m, 2H); 7.55 (d, J=8Hz, 1H); 7.15 (m, SH);
6.95 (m, 1H); 5.95 (m, 1H); 4.98 (m, 1H);

4.35 (m, 1H); 3.98 (m, 1H); 3.30 (m, 3H);

3.17 (m, 1H); 2.95 (m, 4H); 2.70 (m, 2H);

2.45 (m, 3H); 2.05 (m, 4H); F 1.33 (s, 9H).

E 15 18
N-BTE-NA&-5 (2R -%A-3S-%5FH-4-8%-5

“HR - 6S - N (RTAREEE) &4 - 7 -FaAX#8E - &4 -
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( 3aR.7as ) -w£w3 ( 32-CJ seg - ( 6S) - ¥Htk

R A Fim Esas 16 Frikegs ik, A émg ( 0.15mmol ) %34 6
WAL A4. 053g ( 0.15mmol ) 28 - N (RTAEEE) &4 - 3
- st f - E#stE A, 2lmg ( 0.15mmol ) HOBT - H,O # 3Img
( 0.15mmol ) DCC F 2ml w9 & kb & 4l &7 Ml o4, HEAD, &
5 R E&EM (2000 HRAR HERBRAA 3 ~ 4 % WE /TR
k) HhiAk, 3% 90mg FrEALL M (82 %) .
1H NMR (300 MHz, CDCl;): & 7.80 (m, 2H); 6.77 (m, 1H);

6.08 (s, 1H); 5.68 (d, J=BHz, 1H);

4.42 (m, 1H); 4.20 (m, 1H); 3.92 (m, 1H);

3.45 (m, 2H); 3.25 (m, 3H); 2.93 (m, 4H);
2.70 {(m, 2H); 2.55 (m, 1H); 2.38 (m, 2H);
2 1
il

.08 (m, 2H); 1.93 (m, 2H); 1.44 (s, SH);
1.35 (s, SH).

£ 345 19

A. N-BTH-ANEG-5C2R-#%-3S-%K%Hh-4-8%&
- 5-H-6S-f&-7-NAFERSE- KA - (3aR7aS) - &
W [ 32-c) - (6S) - ¥EEAk

% 90mg ( 0.123mmol ) FE4&4] 18 #RALE% T 2ml — K F I egiE
ZPmA2ml ZH B, K30 045, REREGHA 15ml —f Fix
#E RhfRi SMEREE SHRBATER. &, RBERERE,
125 - kA, LRI ERE P EER. ERBEBRE_ATFTR / T
BRART, MEMADK. $EANRAMWBAERELZT, F24aé
B, ZEHRRZH—F LT EA.

B. N-®TH£-AN&8-5(2R-%%-3S-FKFE-4-5&8%
-5 -F-6S - N (F#sE) &85- 7 - FREHBE - BE) -
( 3aR,7aS ) -"&w3F ( 32-c) wee - (6S) - ¥FELk

@k (0C) ¢ 78mg ( 0.123mmol ) FE3eH] 19A RS H
F221 w1 ( 0.123mmol ) N - A" Lok F 2ml — R TR ER T A
126 u 1 ( 0.111mmol ) PaEBLEE®Z ( 100 u | FABET Iml =& F
k)., XK# 10545, BRERSHBERS, 53 0.1ml k4R, %
B TCL Ale R T A RA B, R ERAMWAZEGEN ( 1000 K
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Mo, RBLAIA 2 % WELeY RAFIE R ) #hik, 733 20mg AP E &5 AR AL A
.

1H NMR (300 MHz, CDCl;): & 7.95 (m, 2H);
.42 (&, J=8Hz, 1H); 7.20 (m, 8H); 6.05 (m, 1H);
.95 (s, 1H); 4.50 (m, 1H); 4.35 (m, 1lH):;
.92 (m, 1H); 3.38 (m, 1H); 3.23 (m, 3H);
.98 (m, 3H); 2.95 (s, 3H); 2.70 (m, 3H);
.55 (m, 1H); 2.30 (m, 3H); 2.05 (m, 3H);

. 1.35 (s, 9H).

MS: m/e 713(M*).

NN W9

C. N-RTE-A&-5(2R-#Z£-3S-%XF4-4-5%
-5-&A-6S-N (ZRFEEKE) 8EA- 7 - FRFEHBEL - A
- ( 3aR,7aS ) -g£wpH (32-c ) wk"g - ( 6S) - FEhk

I SEFe5] 19B Pk 69 R IRA4 P o B & AR AR A4,

1§ NMR (300 MHz, CDCli): & 7.90 (m, 2H);
7.55 (d, J=8Ez, 1H); 7.22 (m, 8H); 5.78 (5, 1E);
4.80 (m, 1H); 4.38 (m, 1H); 3.95 (m, 1H);
3.30 (m, 3H); 3.10 (m, 2H); 2.95 (m, 3H);
2.70 (m, 3H); 2.50 (m, 1H); 2.37 (m, 2H);
2.20 (m, 1H); 2.03 (m, 3H); M 1.35 (s, 9oH).
MS: m/e 731 (M+).
53647 20
AN—%xT;EE—/\x— 5 (2R-£#23%-3R-XAAFE-4- %
-5 -F-6S- N(RTELABE AL - 7 - FRESBEL - FL)

- ( 3aR, 7aS ) gy (32-c) ke~ (6S) - ¥Ekhk

A K BB e 16 Prid ég 7y %, F 80mg(0.183mmol) 5364 8 4%
MAA4. 64mg(0.183mmol)2S - N (| TAEER) AL-3-2T5 - %
BEL A M AL, 25mg(0.183mmol)HOBT - H,0 #= 38mg(0.183mmol)DCC
F 2.5ml w & kvl P A S AR LAY, FEMAS, EWREREEN (H
FRBA A3 - 4% PEAKFThiEk) 4, 5% 130mg § & 8K
Kk (93 %),
MS(FD): 768, 666 ( 100 ) .

47



10

15

20

& Ae ] 21

AN-BRTE-ANE-502R-ZL-3R-XBAFE-4- &
Z-5-R-6S-8EK-7-x-F7FEHBL-EL) - ( 3aR,7aS)
-3t (32-c ) " - ( 6S) - FELE:

AR Ed Fae) 19A Friked &, M 0.13g(0.169mmol) 5 545 20 47
M AH A Iml Z R BT Iml P F 40 6 57 % 69 AR AL &40,
74%] 100mg B &, ZBEARRZid#—F siLBp T4k A .

BN-®THEX-N&-5(2R-Z2X-3R-¥(BAFL- 4 - &
-5 -2-65-N (ZBE) 8E-7 -NREHBE - ERL) -
( 3aR,7aS ) -"EwH# (32-c) g - (6S) - FEK

AR Edzgss] 19B Ak eg 5%, A 0.10g(0.150mmol) 364 21A
PR ES. 44 Ul TEA 12 U TEBRRT Iml —fFRTHERE
B AR A, Mo Bk EM ( SiOy; BBLAA 2 % TR R T
Wik ) @ik, H£R 44mg @& ER (40 % ) .

1H NMR (300 MHz, CDCl3): & 7.92-7.97 (m, 2H);
.64 (d, J=8Hz, 1H); 7.30-7.40 (m, 2H);
.10-7.30 (m, 5H); 6.92 (4, J=7Hz, 1H);
.89 (br.s, 1H); 4.97 (m, 1H);
.05-4.25 (m, 2H); 3.59-3.70 (m, 2H);
.18-3.30 (m, 4H); 2.80-3.00 (m, 2H);
.50-2.75 (m, 2H); 2.22-2.50 (m, 3H);
1.96 (m, 3H); 1.78-2.10 (s, 5H);
M- 1.33 (s, SH). '
MS(FD): 709, 608.

| ST VST SN 5 S RN

53 48) 22

N-BRTHA-AK-5(2R-£#£-3S-FEFH-4-K&-5
- EH - 6S - N(ZEA)RK- 7 - sF A FEABA - &L )- ( 3aR.7aS)
- o3 [ 3,2-c) e - (6S) - PR

K Ede &) 19B Brikegs5 &, A 75mg(0.118mmol) £ 464] 19A
DARAEAL A4, 21 ul ( 0.118mmol ) = Z 4= 8.4 ul ( 0.118mmol )
LEEAT 2ml — R PR P H &M E 6 AR Y, 53 7T0mg £ & 3%
BRDR. TR RREEEMN (BERBLAA 2.5 - 5 % FEH L8 LB
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Bk ) AL, FRE| 64mg & & KK, %A KK A HPLC (Rl # 4
30 % Ak &9 W BRIE R ) it —F HAL, BT E AR AL S (S E>O6 % ),
MS(FD): 676 .
%34 23

( 54645 19C 84 % — A4 & 3% )
- O N-RTE-AN&-50(2R-£%-3S-%XFHh-4-§&-5
“A - 6S - N (ZRFEEL) &4 - 7 - FREHEL- R -
( 3aR,7aS ) - w3 ( 32-c) T - ( 6S) - FELk:

73mg(0.115mmol) K 3€4] 19A /I FRAALS-H F= 22 pl ( 0.172mmol )
S - ZAZ AR LEE ( CFCOSCH,CH; ) F 2ml ZEE P4k F5
mTREY A8 . BREEEMEERAPREAKRLE TR, HFrE
MR R IR YE, #53] 100mg A & I IK 4 Fo 40mg AL 5 64 B ( 64 19A
eetn) . BRRKWAZEGEN (BERBLAAS - 7 % PEEH L8 L8
i) AL, F3) 28mg AT E e9ARAML A, AR LB EE FEE ek
Bl 48 S - LA ZRAR LHBS R, 93] 5 94 20mg B & eh 47
e,
Bolk #: 48mg .

£ 36.145) 24

AN-BTE-ANE-5 (2R -HX-3S-%$FRh-4-§2%-
5-R-6S-N(RTAAZEE) AA-7-5%- 8 - Aa@me - 5
AJ) - (3aR,7aS ) - "Ew3F (32-c) ez - ( 6S) - Fabpk

RA LB RS 12 R F %, A 290mg0.72mmol) 2564 6 47
AL, 274mg(0.72mmol)2S - N (RTAZERL) &% - 3 - B9k
-8-AABLA R, 98mg(0.72mmol)HOBT - H,0 #= 149mg(0.72mmol )
DCC T Tml w 55kvh T4 & 51 % 6 D AR 64, 1RFEA5 6 B KK
M. %R KRR REEM R A 2.5 % PEEH LER LB & ) 4L,
142] 380mg & & W IR,
R 75 %
TLFE TF M Ci9Hs3N504S,

HHEE: C,60.99; H, 6.96:N.9.12

S C,60.75; H, 6.96: N, 8.95 .

BN-®&THEA-NK-5(2R-4£%-3S-FFH-4- §L-
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5-F-6S-N(ZRPAZER) &RA- 7 -kok- 8 - Edth- &
£ - (3aR,7aS ) - &% (32-c) W@ - (6S) - FEuhkk

AR L3 skl 19A Bk e 5k, & 44 76mg(0.099mmol) 5 3&
5] 24A I ARFRAL S A 2ml ZRTHET Iml KPR PR E, £33 —5%
Ll EHAME 4ES - CAZRAKRLERET 2ml LEYE L, £
R B REAEAR LB EHEG 23 AN ERE, FHAL. D
FREGEN CERBLAA 2 % PEG R FRER) i, 55 46mg
SRR LR

- =45 25

N-BRTHE-AN&-5(2R-#Z£-3S-FFL-4-K%-5
-H.-6S- N (ZEHE) fRE- 7 -2ak- 8 - A#HsE - 2R -
( 3aR,7aS ) - w€w3F ([ 32-c ) wkve - ( 6S) - FELAk

AR L3 pg Eae 19A Arid 695 &, & 4% 100mg(0.13mmol) 5 36
] 24A D AFAALSHF 1.5ml Z R BT 15ml ZRKFKFPRE, £3
—H A, AEREAVBERE 1Sml ZRAFKRT, F5 20 pl
( 0.143mmol ) Z ZHEA B, MEmA 102 pul ( 0.143mmol ) ZELA.
BRGR B RASMAREEB LR 19B g5 ERE, 1§32 80mg
WIHREIK, ZWRRZREN (RBAA 3 % PEA_KFRER)
ik, 1£3 52mg G &8 KKk,

EE 5 Ci6HarNsOgS; :

#H & C,6091.H, 667,N,9.87

s C,60.85;H, 637, N, 9.60,

53] 26

N-8BTHE-AN&-5(2R-ZH-3S-%£F4-4-K£&-5
- .- 6S - N (¥asik) 85 - 7 -Bok- 8 - Kadk - BX) -
( 3aR,7aS ) -"£w3f ([ 32-c) Wk - ( 6S ) - FELE:

AR B4 Laede] 25 AR 69 ik, A 44 Slmg ( 0.066mmol ) 5
o 24A D AFARAL S Iml R LET Iml —EFRFEEEEHE
HARAAIL S, HI—R4MY. ZRAYHERT Iml —{FRP, #F
5 184 pl ( 0.132mmol )= T kA 5.6 ul ( 0.072mmol ) ¥ B R B &,
HE ML, ZHFERZREGEMN CERBRMA L 0.1 % A& 3 % FEHY
ZRAFRIER) L, 3 18mg g & KK,
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5345 27
AN-#RTHE-ANA-5(2R-£2X-3S-FFHE-4-8%-
5-8,-6S- N(BRTARAZFAIRE-7-%-2 - E#HBE- BE)
- ( 3aR,7aS ) -w&wm3f ( 32-c) wkrg - ( 6S) - Ptk
E A bigm e 12 Frid a5k, A 220mg(0.72mmol) £ 34 6 4R
HAL44p. 274mg(0.72mmol)2S - N (RTALHEE) &E - 3 - % -
2 - AEmtA A, 98mg(0.72mmol)HOBT - H,O #F» 149mg(0.72mmol )
DCC F 7ml vy &=k P # &0 & 64 Do, FEHAS. ZWAA
BEEMN (RBLAIA 25% FE ¢ — R FLER) 44, 73] 390mg &K
KA.
FE 70.7%.
MS(FD): 768
TE 5 CaoHsaN4O5S;
i E {4 C,62.64,H,7.10; N, 7.30
sl C,62.86;H,7.18; N, 7.36 ,
BN-®TH-ANG-5(2R-Z%-3S-%2F%-4-58%-
5-F-6S- N(ZRFAEEIRL-7-F-2-Emétik- 21D
- ( 3aR,7aS ) - &Ewp3f [ 32-c) - ( 6S) - PELkK
BAR b8 k) 24B TR F R8I &M E e D RANRSY, &
%, ¥ 154mg(0.2mmol) £ 3645 27A AR AL A4 A= 3ml = § T8 T 3ml
—EAFBETRE, B —HAeM. ZEAMBERT 2ml THEF, Hi
A32 ul (025mmol ) S - ZAZFARTEEE. FFHREREESYA
TLC WM. £ 12 /B S, mABIE3ES - LAZFHRRTEE, F
IR EREW., YSREARETAE, 4 BEMAS, AEGEN (RK
FAH2% PEG _AFRER) 4k, 535 9%mg g & W BEKEIK,
S 3.45] 28
N-#8THER-AN&-5(2R-82X-3S-FFK-4-8%-5
-F-6S-N (®RTAAEK) &A-7-%-2 - Emsik- BX)
- ( 3aR,7aS ) - &% (3,2-c) ez - ( 6S) - FELE
R K BBt 25 MR ER & E AR ALEY. B A,
115mg(0.15mmol) £ 34 24A AR S 4F Iml ZH BT Iml — K
Friw B R, {38 —B4M. ZAAVWHREBRT Iml —KFKRF, F5
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117 ul € 0.165mmol ) ZBEHAE 23 ul ( 0.165mmol ) = LhEALET A
R, 2 kR4, R A6 EA (RA, RBLAAG 3 % FE
—A PRk Ak, 733 66mg & &8 KR,
7L’§‘ TD%— o4 CarHusN4OeS;

HEAE: C,62.69; H, 6.82;N,7.90

s {E: C,62.68 H, 691;N, 7.98.

5 3645 29
N-®TE-A&-5C(2R-#%-3R-FHEEAFTE- 4 - K&
5 -%H-65S-N (ZRFTEEL) 81 - 7 - FRAEHBRE - KX

- (3aR.7aS ) -"E=ms3t [ 32-c)wke- (68) - Pk

A A LB 23 ke FiE, A 0.140mg(0.210mmol) 3% 34
A P HFHAL A WA 70 ul S - ZAZ AR CERET Iml —KF P
B &P E W RS Y, BERS, RHRREREN (MM A 2
% WEL M) — A PG R ) AL, 1F3 65mg AR,
FE 4l
1§ NMR (300 MHz, CDCl;): © 8.20 (4, J=8Hz, 1H);

2.95 (m, 3H); 7.30 (m, 7H); 5.62 (m, 1H);

4.90 (m, 1H); 4.25 (m, 2H); 3.75 (m, 2H);

3.30 (m, 4H); 2.90 (m, 2H); 2.42 (m, 6H);

2.0 (m, 4H); Al 1.35 (s, S9H).

349 30
AN-BTHE-A&-5(2R-24-3R-FAAFE-4-
-5 -FH-65S-N(RTREAZEL))AL-7-F- 2 - EsmAk -

/%}EU - (3aR,7aS ) -"Ew5f (32-cI wke- (6S) - FHuk

A A b#mEiks 12 Frikegs ik, A 120mg(0.275mmol) 74 8
KSR A%, 104mg(0.275mmol)2S - N (RTAEAEL) KA -3 - &%
- AEELE HEL. 37mg(0.275mmol)HOBT - H,0 #= 57mg(0.275mmol )
DCC Fv9 &=k P4 &0 5 69 D AR A4, FEAS. ZWRAEZES
B (RBLAIA 2 % FEG ZRFRER) %4k, 72| 160mg DAL
o,
=& TT %

Yg:h
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1§ NMR (300 MHz, CDCl;): & 8.5 (s, 1H); 7.95 (m, 4H);

7.65 (m, 2H); 7.25 (m, SH):; 5.87 (m, 2H);
4.55 (m, 1H); 4.15 (m, 1H); 4.02 (m, 1H);
3.72 (m, 2H); 3.25 (m, 6H); 2.85 (m, 2H);
2.60 (m, 2H); 2.43 (m, 1H); 2.32 (m, 2H);
1.95 (m, 4H); 1.40 (s, SH); #1 1.32 (s, 9H).

B.N —q*.x'r;k-,\ﬁ— SC2R-£A-3R-EHEFL- 4 - &
- 5-FA-6S-N((=ZRFEABR)AEL-7-K-2 - Lastn-
&%J—(aﬂjﬁ)—%wﬂﬂ3zcj%k—(68)—W%&
154mg(0.2mmol) 5 se 4] 27A P AFARL A4 Fe 3ml = R LB 4G RA4
Fiml ZRFRTRELY 30 04, RERERYSE, #HIHAE H=ZRT
BE, HeBEME Iml —KFHEFH5 17.9ml(0.16mmol)N - & 3 =g
B R, MG A 12.6 ul ( 0.16mmol ) F#EBL £ (100 pnl PSS F 1ml
ZAFRFHEEER) . BREARETRE, »BHAEGHIE,
FRZESEN (RBAA 2 % FEH R FTIER) 4k, 53 116mg
AR,
& 90 %
1H NMR (300 MHz, CDCl,): & 8.50 (s, 1H); 8.15 (m, 1K);
7.95 (m, 4H); 7.65 (m, 2H); 7.30 (m, 5H);
5.63 (m, 1H); 4.93 (m, 1H); 4.22 (m, 2H);
3.80 (m, 2H); 3.22 (m, 4H); 2.90 (m, 2H);

2.50 (m, 7H); 1.95 (m, 4H); # 1.35 (s, SH).
MS(FD): m/e 796 (M+ +1).

£ 3e4 31

A (2 YRXAFe(2)RKN, 2-FX-3-2L-wiEy

@142p (-78°C) ¢4 1.5g(12.9mmol)2 - ¥4 - wS7E% - 3 - BAF
25ml W Sk eg sk P E A 16.8ml  IM S4L=F% T A4 ( DIBAL ) ¢
FHEER. MEGREREMEHY 3054, BE0C, RERAHRHES
—/30 %, WIZREWTERMAmA S0ml  IN HEERE, BFIGR
BiReBER UBHEE. BRe_BEHITHE, HIER LR % E4M
Kisik, K. SRk, Z2RBETR KRBRERS, 83 10gLé
wmRD (67 % ) . ZEmKI KB —F LB 5 A,
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B.(z RXA(2 )R, 2-FHA-3-waEnsTat AL maEs

ARAT, @42 (0°C) ¢ 0.70g(5.93mmol) £ 345 31A 47840
&4 T Sml Rk Sk vl egim & F amA 1.79¢(8.90mmol) st 25 £ X & £ F
B BE, MJEHMmANY 2mg 4 - —F R/AM(DMAP), %K EmA 1.0ml
( 8.90mmol ) 2,6 - —FEWZ. FHEFHRERESMERH 46 5ml
SoxvmfE, TOCKHARE 1054, BTERRE 3 N, R 55
SimidiE (LB LB %) F3 % lg Bk, BRERZEER
W1FE| 23g R E R, IR A ZE EA ( 4000 KA EBLA A
1 % LBR LBE 6 — R P& ) 4dl, FERAMES: 1.6g02:1 IR,
R AX)F90mg4 1 1 AKX, RX), ZRAMWAZE—F 4P EATFE
#4) 31C &,

C(xymXFe(£)RA, 1,1 - —H-2-FH-3-wEEts
AR A mBE

AR E#HB RS 10A FFEGF %, A 0.7532.65mmol ) 52 3451
31B - B i ehitsdhd= 1.7g ( 54 ) MCPBA F 5Sml — £ ¥ Fegins
ME &P T 6 ATARAL S, 133 0.88g AL, X R B kit BEA (B
A1 ] TRLEFIRIK) 4k, B35y,

LE 5 # C1aHisNOSS ¢

HEAE: C 4571;H,4.16; N, 4.44

L 4a:  C, 4550, H,4.26;N,4.71,
g (RXFMAE) 0 0.21g025 %)
H NMR (300 MHz, CDCl;): & 8.24 (4, J=7Hz, 2H);

7.37 (4, J=7Hz, 2H); 5.04 (q, J=5Hz, 1H) ;
3.35 (m, 2H); 3.20 (m, 1H), 2.59 (m, 1H);

2..41 {m, 1H); 1.45 (4, J=7Hz, 3H).

Fz ORXFMAEK) : 0328 & EHR3E8 %).

H NMR (300 MHz, CDC1;/CD:CN): & 8.15 (d, J=7Hz, 2H);
7.28 (d, J=7Hz, 2H); 5.38 (m, 1H);
3.22 (m, 1H); 3.08 (m, 2H); 2.39 (m, 2H);
1.22 (4, J=7Hz, 3H).

DN-BRTE-AN&-5-2R-£2%-3R-N (I'I'’- =&, -
PR -FEA-wAFH- IR -AEAHEL) AL - 4 - £md) - TA)
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- (3aR,7aS) - "EwH#[3,2-c]wkre - ( 6S ) - FEihk
Fa _
N-BTE-A&-5-RR-2L-3R-N(I'I"- =& -
S - PR -mEAEHK - IS - RAABEL) RAE- 4 - KAL) - TH]
- (3aR,7aS) - "Ew% 5 [3,2-c]re - ( 6S ) - Flrhk
A K EinpR 53k 9B Fridég 5 %, A 0.10g(0.23mmol) k4] 8 4%
HiAs4. 64 ul ( 0.46mmol ) = Tl 72mg(0.23mmol) 5364 31C
Fo B E k(2 AKX — D ARALESH T 3ml & F I F 4 & ARAAL
A4, 133 d\ﬁ%@%é%éﬁ%ﬂé’m 5% 12 e EAr (1000 Sk Ak well
FA3% FEAG_ATRER) 4k, FH24445.
TUE 5 CagHaaN3O6S3
it HAE: C,54.79;H, 7.06; N, 6.84
sm4E:  C,54.75;H,7.07;, N, 6.60 .
B A
F%: 30mg
MS (FD): 613.
1H NMR (300 MHz, CDCl;): & 7.40 (4, J=8Hz, 2H);
7.26 (m, 2H); 7.18 (t, J=7Hz, 1H);
6.00 (d, J=10Hz, 1H); 5.88 (br.s, 1H);
5.43 (g, J=5Hz, 1H); 3.93 (m, 2H);
3.35 (m, 2H); 3.30-3.05 (m, 5H), 2.88 (m, 2H);
2.61 (m, 2H); 2.45 (m, 1H); 2.33 (m, 4H);
2.15-1.80 (m, S5H); 1.32 (s, 9H);
1.26 (d, J=8Hz, 3H).

4813 B
~2: 30mg
MS (FD): 613.
iH NMR (300 MHz, CDCl;): & 7.40 (&, J=8Hz, 2H);
7.26 (m, 2H); 7.18 (t, J=7Hz, 1H);
6.20 (&, J=10Hz, 1H); 5.90 (br.s, 1H);

5.42 (g, J=5Hz, 1H); 4.00-3.84 (m, 2H);
3.40-3.08 (m, 6H), 2.88 (m, 3H);

55



10

15

20

25

2.60 (m, 2H); 2.46 (m, 1H); 2.33 (m, 4H);
2.17-1.80 (m, 5H); 1.32 (s, SH)
1.30 (4, J=8Hz, 3H).
B %3 d 32
AEMX(2)FRA(2), 2-F&-3-F£E-wE%ED
A HPLC (4R4:, Rainin Dynamax CN, - Waters 4000 L3t 47) M
0.68g W Eae 31A FE IR X/ R REHF 5 & T E R X R AL

A, S % LB SICEREVKEE S (40ml/5)
F&: 030g R & mky ORX) |
1H NMR (300 MHz, CDCl;): 5 4.20 (g, J=3Hz, 1H);

3.46 {(m, 1H); 3.03 (m, 1H); 2.90 (m, 1H);
2.17 (m, 1H); 1.83 (m, 1H); 1.88 (s, 1lH);

1.32 (4, J=7Hz, 3H).
2 0.16g L& HKRSH (RKX)

1H NMR (300 MHz, CDCl;): & 3.99 (g, J=4Hz, 1H):;
3.17 (m, 2H); 2.85 (m, 2H); 1.98 (m, 1H);
1.198 (4, J=7Hz, 3H).

5345 33
W WAX, 2-FHh-3-2X-9iEy
A (£VRK, 2-F#h-3-LBETLE-©EEy
% 0.56g(4.75mmol)AA L3 32 7 B ERGIAX, (£)- 2 - ¥ -
3 -4 -wEEw T 3.8ml e ehiE & F A 12mg(0.095mmol)DMAP
#2 3.1ml(33.2mmol) L& BF. HA MR LEREMW TERRELR. SRE
AAEZRE, RERGHA LBFRHE BROZERITHFE, A
MEAR KA K, IN BEgf Kokt REE TR SRR ERSE, F
éwwg%ﬁéﬁk%,m@%%ﬁ%i%ﬁ%%%ﬂﬁl:lL%%é%
k) Ak, #13] 0.64g L EHIRY.
FE: 84 %
1H NMR (300 MHz, CDCl,): & 5.39 (m, 1H); 3.62 (m, 1H);
3.05 (m, 1H); 2.%1 (m, 1H); 2.23 (m, 1H);
2.10 (m, 1H) + 5 2.10 (s, 3H);
1.23 (&, J=7Hz, 3H).

56



10

15

25

30

B. AX, 2R - ¥4 - 3R - £4 - waE%

¥4 0.64g FHA] 33A D ARAALAY.  0.05m] Trition®X - 100
( Fluka )#= Ak Pseudomonas fluorescens(Fluka)## % #9 5mg f§8& PS - 800
RS E38C, FREY 1818, RER LR LBAHF,
R E#RTHE, KERCBEIR2 K, #K100ml. 4 3F6HM
FyZRBSETR LERPRBRERYSE, F3 054g LEHRW., ZdRY
A HPLC (4R#t, Rainin Dynamax CN, -F Waters 4000 L# 17, it
FIH 30 % TE TIRIER, 45ml/4y) 4k, 3 0.18g FFE &5 M A7AR
eth, HREHKD.

C.aX, 2S - W3- 35S - ZEE-waEy

M3l 33B AT 89 FLR R A 4 B B MRS,
FE: 024g R &R,

% F45) 34

N-®RTE-AN&-5-2R-#&£-3R-N (I")I’-=—&- 2R
- WA -mAFAR- S - RAEEE) &4 - 4 - FXHA) - TH]-
(3aR,7aS) - "% H[3,2-c]Hg - ( 6S ) - FELhk

Fo

N-BRTHE-N&-5-2R-24L£-3R-N(1I'I’-=&-2S
- WA -wWARRAR - R - RARAEKE) REA- 4 - FTHA) - TH]-
(3aR,7aS) - & w5 [3.2-c]e e - ( 6S ) - FELAk

AR b g 9B Arik ek, A 119mg(0.271mmol) 5364 8
AR A4, 75 pl ( 0.542mmol ) = Z = 90mg(0.286mmol ) Ak 5= 5 4
31C #4986 (=) LA DHANASY T 3ml —E F5+ 4 & 4L
A4, FEARARAALS GG, Mo A AG EM (2000 KA, B
FA2 % FEMY I FRER) 4, 73240485,
81y A
FE: 64mg & & ik
1H NMR (CDCl3): & 7.38 (4, J=7Hz, 2H);

7.29 (4, J=7Hz, 2H); 7.20 (m, 1H);
6.14 (4, J=9Hz, 1H); 5.80 (br.s, 1H);

4.92 (q, J=5Hz, 1H); 4.00 (m, 2H);
3.40 (4, J=6Hz, 2H); 3.30-3.02 (m, 5H);
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2.90 (m, 3H); 2.60 (m, 2H); 2.43 (m, 2H) ;
2.33-1.84 (m, 7H); 1.38 (d, 3H)
'1.38 (s, SH).

L E 2 CagHasN3O6Sa:

HH 4 C,54.79, H, 7.06; N, 6.85

L {E:  C,54.53;H,697, N, 6.56.
4815 B
FE: 65mg @& E K

1H NMR (CDCliy): & 7.39 (d, J=7Hz, 2H);
7.28 (d, J=7Hz, 2H); 7.20 (m; 1H);

.19 (4, J=%Hz, 1H); 5.78 (br.s, 1lH);
.90 (g, J=5Hz, 1H); 4.05 (m, 1H); 3.95 (m, 1H);
.41 (m, 2H); 3.30-3.02 (m, 5H); 2.90 (m, 3H);
.60 (m, 2H); 2.42 (m, 2H); 2.30 {(m, 2H);
.20-1.82 (m, 5H); 1.40 (d, J=7Hz, 3H);
.35 (s, 9H).

H NN W o o

5365 35

A (£YAX, 2-F&-3-24- w98EY

G2 (278 CT) #5., 1.16g(10mmol)2 - ¥ - @ &£ - 3 - &8
F Sml @ kv 695 % T A 10ml 1M = - 4% T X a0 £4L 47 (K-Selectride)
Wvg Srkvdiik. AR ERAMRFEY 1, RE0T, RER
BB —A30 540, EZRAH FERMEMA Sml 2N RAMAMKER, &
EmA 4ml it 8ALE., BHYRERGMBREZTR, REY 30 54,
BIALEET, KEMmA S0ml N/10 BARFERA. BRGZEHRTHFE,
AHER LRk, BREBETR TERERSE, 72 084g L E M
KA. ZmR R E—F SRR T A,
FE 67 %,
1H NMR (300 MHz, CDCl;): & 4.20 (g, J=3Hz, 1H);

3.46 (m, 1H); 3.03 (m, 1H); 2.90 (m, 1H);

2.17 (m, 1H); 1.93 (m, 1H); 1.88 (s, 1H);
1.32 (4, J=7Hz, 3H).
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3615 36

HRIRX (), 2-Fih-3-2%-w98%Es

A AKX, 2R - ¥ - 3R - LEAE - W AES

%) 0.69g(5.85mmol) A L3 32 4 B eg(£ R, 2 - FH-3-#
% - wErES A 1.6ml(17.5mmol) 2 & 8 B T 10ml & & 69 % 44 &
#r A 50mg A Pseudomonas fluorescens (Fluka)#% 3| 69 i B8 SAM - 11, 7§
R RRAMTERTHHE 4 X, SREEAKXLETRE, ¥R RS
WS R R s, REZWRELE, TRGERFTRERYSE, 53 0.8g %
F & k. Zaik4 A HPLC (484, Rainin Dynamax CN §F Waters
4000 Lt AT, RBLA A 30 % TEEEGRICE R, 45ml/g4p) 4idk, F3)
0.44g T & ik,
FER 94 %,
1H NMR (300 MHz, CDCli): & 5.39 (m, 1H); 3.62 (m, 1H);

3.05 (m, 1H); 2.81 (m, 1H); 2.23 (m, 1H);

2.10 (m, 1H) overlapping 2.10 (s, 3H);
1.23 (4, J=7Hz, 3H).

B. X, 2S-F&-3S - -waEy
I 48] 36A & B R 4 B R RAL A
a2 O.25g£@itb4k¢‘rho
1H NMR (300 MHz, CDCli): & 4.20 (g, J=3Hz, 1H);
3.46 (m, 1H); 3.03 (m, 1E); 2.90 (m, 1H);

2.17 (m, 1H); 1.893 (m, 1H); 1.88 (s, 1lH);
1.32 (4, J=7Hz, 3H).

%361 37
A AR, 2S - FH - 3S - w@ A K334 B I A 2 Bk L BY
A A BB e OA Bk eg 5 &k, A 0.29g(2.5mmol) 5 #45) 36B /|
AR S 1.02ml(7.4mmol) = Z f& #= 0.94g(3.7mmol) NN’ - = 35 24 Bt
T R B BB T Sml TR F 41 & A7 E 6y MRS, 138 0.72g %A%
emdRdm (51 %),
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1H NMR (300 MEz, CDCli;): & 5.23 (g, J=4Hz, 1H);
3.62 (m, 1H); 3.05 (m, 1H); 2.88 (m, 1H);
2.80 (s, 4H); 2.40 (m, 1H); 2.13 (m, 1H);
1.30 (4, J=7Hz, 3H).

B.AA - 1,1l -Z&-2S-FA-3S -wREDHEABKRE
P 3K B B2 B

E K i s 10A Prid e %k, A 0.64g(2.5mmol)E 4] 37A
AR A, 1.6g(5.07mmol)MCPBA 4] & B & é5 /R4, 15548
. ZHLBT2 | LRALUE/ZAFTRREGARTHE, KREiiE, F3
0.32g B & BEHK, ZEKRRZLEEPTIEA.
A 44 %, '
1H NMR (300 MHz, CDCl;): O 5.47 (g, J=4Hz, 1H);

3.38-3.20 (m, 3H); 2.82 (s, 4H); 2.62-2.39 (m, 2H);
1.39 (4, J=7Hz, 3H).

CN-BTHE-N&-52R-%4-3R-N (1I"I’-=—8&- 2°S
-WHR-wARA- S - RREAEKE) AA- 4 -FXHK) - TA]-
(3aR,7aS) - “E%rH[3.2-c] - ( 6S) - FELk

BAR LA BB e 9B Ak 697 &, A 0.48g(1. 1mmol) 364 8 474
A4, 0.32g(1.1mmol) £ 34 37B I A7R#LE4 4 F 0.32ml(2.31mmol)
ZCTET 4ml Z A FRF 4 & E e I ARA A, 53 0.8g4H e G
EER, ZERAZEEN (4000 AN, HBLAA 3 % FEH KT
Wik ) i, 3% 0.50g & & Bk,
xR T4 %,

MS (FD): 613.
H NMR (300 MHz, CDCly): & 7.40 (4, 5=8Hz, 2H) ;

7.26 (m, 2H); 7.18 (t, J=7Hz, 1H);
6.20 (4, J=10Hz, 1H); 5.90 (br.s, 1H):
5.42 (q, J=5Hz, 1H); 4.00-3.84 (m, 2H) ;
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3.40-3.08 (m, 6H), 2.88 (m, 3H);
2.60 (m, 2H); 2.46 (m, 1H); 2.33 (m, 4H) ;
2.17-1.80 (m, SH); 1.32 (s, 9H)
1.30 (4, J=8Hz, 3H).
DN-#&Th-A&-52R-£4£-3R-N (I I'-=8&-2S
- WAk -waEM- S - AAAEA) RE- 4 -FKRE) - TR
(3aR,7aS) - “E%-H[3.2-c]Hg - ( 65) - R AR
€ 0.50¢(0.81mmol) 4] 37C AR ALEH T Sml = R F hey e
My % 4% 1% H Am A 53ml(0.81mmol) F Ak Bk . 4% B 49 B RIS R E K
%, 12%)058g v & Bk (100 %) .
7 E 5 CayHagN3OyS,
i+ E 44 C,49.06;H, 6.67.N, 592
s {a:  C,48.84;H,6.53;N,598.
% 4] 38
A RX, 2R - Wi - 3R - w A KRB B Ak R K BB
R A B3I Lk 9A FrkedF &, A 0.30g(2.5mmol) % e 4] 33B
¥ S A4, 1.06g(7.62mmol) = T A= 0.98g(3.8mmol) NN - = 3% 348
T p BosE B Bs T Sml B P & AT F eh ARAAL e, FE] 0.70g RAR
Gk (51 %), ZbkHREH—F WA T LA,
B. WX, - 1,1 - —#.- 2R - ¥4 - 3R - W R R RABRL BRI
BR Bg
A OA B8 et 10A FridedF ik, A 0.66g(2.6mmol) k4] 38A
WAL A, 1.64g(5.22mmol)MCPBA # & F7 & &5 ) ar AL 64, 453
WS, TR EHEREZRTRT, KBRS IEi 58 AR ER T
&, ZHEATHR TRFAEMETREET, F2 066gaE&Bi, %
Btk R ik — 3 4EALBp T & A
FR 44 %,
TE 5 CioHiNO5S
HEAE: C,41.24;H,4.50; N, 4.81
L {E:  C,41.94;H, 4.30; N, 4.66.
CN-BTHE-AL-SRR-#2%-3R-N(1"I"-=&- 2R
- WA -waEHR- IR -AAAER) A - 4 - FRE) - TH]-
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(3aR.,7aS) - &5 [3,2-c]erE - ( 6S ) - FELk
(#14 31D, 5 A®F—Fik)

AR L3R R0 OB Frikeg ik, B 0.44g(1.0mmol)E 5645 8 6447
AMAL A4, 0.32g(1.1mmol) &34 38B 47 1L 44 F= 0.28ml(2.0mmol)
ZLETIM /A FRFHENE G D FALESY, 55 08z a469
EER, ZERA Beik BT (AR, RBLA A 35% PEH R PR )
Ak, %% 0.39g &4 & Bk,

FAE 64 %,

DN-®THE-A&-52R-£%£-3R-N (1','-=4&- 2R
- FRA-wAEHR- PR -ARAZL) AE- 4 - FmL) - TA]-
(3aR,7aS) - "&F[3.2-c]mrd - ( 6S ) - FELA Faias i

1% 0.39g(0.81mmol) £ 34 38C AR S Fo Sml — R FI P LB
Mo 41 pl ( 1.0mmol ) Faxag. 320 RGMBERSE, 125/
F ey ARARAL A (100 % )

T E 5 M CagHasN3OoS, :

#E1E: C,49.06;H, 6.67; N, 5.92

s 4E:  C,49.15; H, 6.50; N, 5.68 .

534 39

WX, 2-FAA-3 -2 -wi%Ey

A (2R, 2-FhRk- 3 - LEE - wmEEy

6] 7.65g(52.3mmol PR X, (£)- 2 - FREA- 3 - 2L - mE g
A= 50ml ko Am A 1.25¢ DMAP #o 38ml Z 84 BF. 135|69 B 5ot F
TR 2 D, SREARETRE, RERAYA 200ml ZEts
KA, TR ZEHRITHE, AMERAAK, 0.IN R fottfosh i
SANER LK, ZHRBATIR, 3E, RERERSE, BIEEHEY.
TR AR B CRBLA Y 4 % LB LB TEER) 41k, /25
7.05g W& &bk,

FE 84 %,

B. iX, 2R - %##&% - 3R - £4 - w&Ew

) 3.0g k4] 39A #RAAL A4 T 48ml 0.05M B8k 3 42 # & (pH7) 84
AP e 0.24ml Triton®X-lOO(Fluka)7Fa/>k Pseudomonas fluorescens
(Fluka)# 249 0.12g A58& ( SAM 11 ) . #F 3 ¢4 R A Wmik E 37
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- 39 CHAEER., REREREMA S0ml LEAESE, B Ei#

o ®, KBERCRER2 A, HRA0m. S AR ZRBAT

B, ik, RBRAERS, BEAR. THRAEEN GEE HER

Bl 2 - 10 % LER LB A DI iE ik ) 4k, 753 1.01g Ar & eg 474

o,

[a)p, = +10.04 (CECl; c=O‘.736).

1H NMR (300 MHz, CDCl3): 5 4.35 (m, 1H); 2.°85 (m,
2.20 (m, 2H); 2.15 (d, J=8Hz, 1H); 1.88 (m, 2H):
1.04 (4, J=8Ez, 3H); # 0.99 (4, J=8Hz, 3H).

3H);

C. WAX, 28 - F@ik- 3S - LEAs - wEED

I EFe45) 39B BT 64 BB RS T 4 B AR AL A,
FF: 1382 (46 %) .

%3645 40

A JAX, 2R - @& - 3R - WA RSB T b 2 K BB

AR i Lt 9A Tk eg ik, A 600mg(4.Immol) 5k 3€4] 39B
AR A4, 1.71ml(12.3mmol) = Z A= 1.58mg(6.15mmol)N,N” - —
RIBEL AR BE T LR PH S EGDFANEY, FEHHAR, %
MR EN ( 50g SiOq; #ERBLA A 30 - 50 % LE LB TIE
&) AL, 132] 1.0g T E ey AR A (85 %) .

JH NMR (300 MHz, CDCly): & 5.42 (m, 1H); 3.24 (m, 1H);
3.02 (m, 2H); 2.84 (s, 4H); 2.52 (m, 1lH);
2.02 (m, 2H); # 1.0 (m, 6H).

B. iX, 1,1 -—%-2R-FAL-3R-waAENSEMBHRITRE
B B B
AR LR L] 9A BTk &9 &, A 1.0g(3.48mmol) 5% 3&4] 40A /)
AL A4 Fo 1.83g(7.1mmol)85 % 18 - AT X F & ( MCPBA ) F 50ml
ZR TR PR &G G AR S Y, 52 11g (100 % ) B E 6 AR
HACE Y, ZACA M R B8 —F dALB TR AL
1H NMR (300 MHz, CDCli): & 5.52 (m, 1H); 3.24 (m, 2H);
2.82 (s, 4H); 2.78 (m, 1H); 2.60 (m, 1H);
2.35 (m, 1H); 2.18 (m, 1H); 1.22 (d, J=6Hz, 3H);
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M 1.02 (d, J=6Hz, 3H).

C.N-#®THk-AN&-52R-#%-3R-N(I')I'-=—&- 2R
- FRA-wmARHR - IR - AAARKE) AL - 4 - FXHREA) - TH]
- (3aR,7aS) - "% 5 [3.2-c]wtE - ( 6S) - FHAE

(%) & L0 10B (43 S2mg ¥4 ) 95 —F &)

A K b Ees 9B PRy k, A 100mg(0.230mmol) 5k 764 8
FEL A4, 66 ul ( 0.473mmol )= Z k&= 77mg(0.24mmol) 5 3645 40B
SRS ST 1.5ml Z R PR P HEDARANLESY, FEHAR, D
JE R R & EA (1000 # kAR B RBLA A 70 - 80 % LB LB ¢ T
ik ) ik, MERBREEM (1000 ks, HEXRBA AL S % FE
875 - 90 % LERLES ) IR R ) Sk,

FE 81 %, |
1y NMR (300 MHz, CDCly): & 7.30 (m, 5E); 5.82 (s, 1H);
5.67 (4, J=8Hz, 1H); 5.48 (m, 1H); 3.88 (m, 2H);
3.35 (m, 2H); 3.18 (m, 3HK):; 2.90 (m, 2H);
2.65 (m, 3H); 2.55 {m, 1H); 2.40 (m, 1lH);
2.10 (m, 8H); 1.37 (s, 9H); 1.20 (4, J=6Hz, 3H):
Fl 0.95 (4, J=6Hz, 3H).

DN-®TE-ANS-52R-£24L£-3R-N(I"I’- =&- 2R
-FmE-wAEMR- PR -BRAREE) REA- 4 - FRE) - TH]
- (3aR,7aS) - "Eep - [3.2-c]m e - ( 6S ) - FELAE FAKRE

% 850mg(1.33mmol) 5345 40C AR S Fe 12ml2 1 1 Z A Fix
| LR Rk PR H A 85.8 nul ( 1.33mmol ) F#E., HFFHHR
FRAMBIE RS, B —BeY. ZRAMEREBRTLEALIR P
FBERSE (3K). HMEFGEKRE LR —RBTHEFRELE, FREKR
4%, 135 965mg AT F o AREAL S ( 99.5%)

B ERFEHEATLEY.

N-&T#H-AN&-5SP2R-2&L-3R-N(1I'I'-=%- 2R -
FRA-mEAEMA- R - KRAERL) &4 - 4 -FxX) - THA]-
(3aR,7aS) - "% F([3.2-c]rE - ( 6S ) - ¥ELE;

N-&THA-AN&-5RR-£4£-3R-N (1I,)I'’- =& - 2°S -
FRAE-WEFRHR- 3’S - AERAEE) RE- 4 -FE) - TH]-
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(3aR,7aS) - E % F[3,2-c]mre - ( 6S) - FBLE;

N-®TE-AN&-5SPR-Z£-3R-N(I''-=&-2-¥
£ -wa k- 3R - £EA&LEA) &AA- 4 - FHRE) - TH]-
(3aR,7aS) - "% #[3.2-c] - ( 65 ) - FBLE;

N-BTHE-A&H-SRR-#Z£-3R-N(1',I'- Z&- 2 -
B -waEMR- S - ARLEHA) AL - 4 - FKHEL) - TH]-
(3aR,7aS) - “E%r 3 [3.2-c]" - ( 6S) - FHELAL;

N-&ThE-AN&-52R-#Z%-3R-N (I'I'-Z&-w&X
- PR -AFE#ZEL) &L - 4 - FxHmE) - THA]-(3aR,728) - %%
#[3,2-c]Hrg - ( 6S) - FELE:

N-RTE-AN&-5RPR-ZX-3R-N (I I'-Z&-W&AX
- S - AWAEAE) B4 - 4 - KBmE) - TH]- (3aR,7aS) - &%
F[3,2-c]mbre - ( 6S) - FELE;

N-&THE-AN&-52R-##-3R-FHAFTE-4-8%&-5
- H. - 6S- N ZRZEEORL -7 - sHAFEHBE - BA] - (3aR,7aS)
- wEwy[3.2-c]m - ( 6S) - FELEE.

4oyl ERPE, RAAILS T R Toe4 HIV R 8, HIVEaisR
ERERS T AFERA XM, AXPYERT ELEHFXHEG HIV
Bk, AT RO ERLARATGHEAKBFIMRAA LT
X (1) oA ABFLERAL. ARV H — LT RRET K
B AIDS W5 ik, BAF X OARLEZLEAATGARIKAFHBAAR
HATHX (1) o RABFLEERNNE, ARPHYXL—K#ETE
2 4pd HIV 54695 %, %5 k0464 HIV AL emie. *F HIV &4
B REEN I K AFWBRAALMNETAX (1) LEDRLHF
i Ry,

XE R R RE “HRAANBT LG drs HIV Z QBT AR5
BaFafinX (1) e HE. KXAFZEHRAY HV &9
BEdp | AT ARG ER (REE) . HK, FIBFTX
AR R R L RS ARF R B EZRFOFIHE LA
RE, CONRAGILSY. BHER. FEFTAREARETGEN
FBAMEL., TRGERANZ (RAMERSAFME) A 0.0Imgkg &
¥~ S50mg KA MAH LS ke hE, WA ERXNZT KA

65
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0.05mg/kg ~ 20mg/kg, #EA & FHFH 0.1mgkeg~10mg/ke .

AEPILE W TAZ SR RS, k. LW, 28 KT.
Hhk. MLA A2 R, RIFAEE T Z a0 ¥ AR L AL A4 ELd) mF .
B, KA E—F_FELSAHN, ZHMOERFZAMNEX (1)
bR EHF EERGENARSF LER GBI, HEH A

EFERAFRAER SHMNEZY 0.1%999%., “HFEEA
B EBIHR, HEARBEANSHAN PO ECRESZTEARSY, FH
SEBXEARLETN.

AERH AN TUARC T L A L5 57 GRTHE. £
HE&ERKLPALSY P, BERA LRSS EEKRE, XARKLETHE,
ROFETUAZIKRE., PHE KPS THNGHREKA., SHKER
YA #HERE, CTARZER. FERIAREKDR, ZHRENEHA L
R EAR. BB R BN, B, ZASHTAHAF. DHA
WA, /A, DB EA. AEA. BN, RERM. LA BZEA. #
PR EERA (M H B R SRR SRR A 0 A
A A4 B E) 10 % E-FH RS R F A R I Fo B BAL R AR A
LB EHERA. LB OROHAF.

T s RABIIGEA T MK, BibdefTAE Rl AL
EE. RiE CHAHERST 2K (1) AW BAEHFEERNGE,

) # 1
R o - LY %
¥ (mg BEKRE)

H R RS 250
I 1R # 200
B RS B4R 10
h % A 460mg
1 7 2
A AR 250
CETE 400
R R 10
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15

HBEEHAEEF. ¥EL2E

AR BR 5

= 665mg
H EER SRS, FESREHR E 665mg 69 1 .
%] 7 3
# &S A T RS0 LERE RN
¥
A AR 0.25
¥ 83 25.75
et f'J 22 (/A=A FH) 74.00
Bz | 100.00
&

A A myE TERA, RAH MBI KA H 22 F,
xkzﬁm&%#ﬁmiéﬁﬁﬁ%%

B, RBEEZRELEX LR,

7.

'g")ﬂi é’]?i?%/&*z}#]

A~%-30 C,

% 5 4
BT kB &4 K 4 60mg AR5 8 A A
¥ ( mg/ k)

H LA 60
A 45
CELEIS 35
ROHabgbeEm (A 10 % KiEik) 4
T IR 45
% RS 4 4 | 0.5
A 1
HE 150

FRERS, AP ALEELTLB IS THALSHRES. 28R
LRI KIEREREGHNNRE, REERSHiATLEE 145
HHOFATSOCTFRFABILE I8 F/H. BFEFLATLEE 60

AAEEF KRR A, $5 4% E 150mg ¢4 B 7).
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# RS
3T kR &4 80mg A R4 6 A £ .
z ( mgFKk£)

A AR 80mg
//U}n . 59mg

ag ¢F éfi% _ 59mg
&Ha B 4% 2mg
A% 200mg

BABZRS. H4hE. ZhFRRBRESERES, AL LE 45 FHFE
ANAEP R KT, &% 200mg .,

| F) 6
BT k4 &4 225mg A B o 64,
AR 225mg
b, e B Iy B - S 2000mg
B | 2225mg

FRAR BT LE 6055, ARETRAARDLE G HIB ARG
fofo s B MBS P, RABRAMEANFE 22TV AHNBA P 1
#2,

A 7

BT &4 &% Sml A 24 50mg A 2R 4569 R B &R A,

g % 50mg
BP RS % EM 50mg
Ed 1.25ml
T BE R 0.10ml
% A ¥F
& A iy
ALK m B E 5ml

AR, BITEBAS FHFERFRAEEMFBERE, 1573
AV, AFRER. FHARNRECH AR AKHS, FEBKBT
HeN. REMRAZFTHKERE KR,
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20

%) 7 8
BT ok H &R B .

AR 100mg
£k 1,000ml

b RS 6 E R BB KR E A Iml/ 54 ey R BT &AL

sl ERriE, X (1) Abb4hTREA HIV ZaBwal Al il
AT R T ik 2 AREHATIEA (1) BdplikE, (2) RRF
rf 3 FhiX By, T @R X 2 R EE.

5T A AR RS Hirs HIV E GBS, HATKAHIV - 1
B o Badp s AKX, ZiRI AN T BOH £ 4 35 ( EPA) 0526009 F
eAEmAUE, HRKBERDFFHASE, ERAZRE, TN
b &6 % ALA T T HIV & & B e 30414 AL

Taid | BET 2R HIr4 50 % HIV - 1 ZaBERE
( ICso ). * F K EALT 0.16ngml 85Xt b4, ZXBE RN 6.
B, RETEMRKRETHET>HHE (B IC ( 0.16 ) RFEH
£ 0.16ng/ml 3k & FApH| 74 % %8557 ) .

%1
X (1) iethagFps a Ek
% KRXE ICx
L 35 5 in ng/mL
9B-24 mg #fdo 1Cs3(0.16)
9B-23 mg #du 1.6
10B-52 mg # oo 0.27
10B-51 mg #% &% 0.61

11C-11 mg # & 0.91
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£ 1 (%)
X (1) st dn sl Ei

%341 5 RARKE 105
11C-6 mg #-F& ' "ITfl““‘
.12 | 0.44" (n=2)
13B-17 mg #dn 1.54
13B-26 mg #do ICy (0.16)
14C 0.15
158 8.7
178 ICg (0.16)
17C ICs6(0.16)
198 0.16
19C ICes (0.16)
21B 1.3
22 0.89
23 0.85
- 24B 0.09
25 0.17
26 0.29
27B
28 1.89
29 8.44
30B 1.56
31D-Fraction A 0.10
31D-Fraction B 0.13
34-Fraction 2 4.47
‘34—Fraction B 16.8
37C N.T.
37D 0.22
38D ~ 4.47
40D . N.T.

N.T. RiKE
* ki eyt E R A
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oh, KR A LS4 vl Weislow , O. S.[J. of National
Cancer Institute, 81(8), p 577 — 586 ( April. 19, 1989 ) 157 A 5 &
e AR AT IR, AR BERFEFHELLEL,

FRI AR T A A P HIV & % ¢ fm i A8 ot T 40 R AL iX B 1L
S B ETRE . R RENVEA REIF IR, L Ip4] 90
% i% B A PT 5 e iIX e LAtk B, Rt HIV B e LB R# R mie &
#AT1Z R 5.

AR, X AR T XA (23 -RX[2 - FARA- 4 -5
B-S-s%A]- 5 -[GRAL)EA]- 2H - m S84y ) RHR
BHER., EREGEAGAET, WA XTTRY, ERXRBTARE
ik (f£450nm ) TR M E 6 XTT 9. HAERETHREXTT
R ERIER, BHEESRTHNERTERKETGT X, LRLEHIH
90 % A EFHGRAE (ICyw) FIFTTEEL2,
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Tk

9B-24 mg Hen

9B-23 mg Hew

10B-52 mg 5o

10B-51 mg #¥5w

11C-11 mg ¥sa

11c-6 mgH
12

13B-17 mg #se

13B-26 mg &
14C
158
178
17C
198
19C
21B
22
23
24B
25
26
27B
28
29
30B
31D- 2B 4y

&2
R EER

in nmol/L

78
604
S
77
26
29
96
880
90
28
7630
78" (n=2)
31° (n=3)
233
527 (n=4)
78
296

81.8
279
225

21.8
754
203

30.3
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L) LY W

% 36,451 5

1D - 4447 B

4
4

-#y5 A
- 4114 B
37C
37D
38D
40D

i 2 (%)

IR EEE
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ICyo

in nmol/L

31.4

45.2

32.1
N.T.
1.8
7.1
7.1
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