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1. TG RHAE LTEZR -

( R12 )P R12 ) R12
AR
A Z / Ro ER z \ Rg
R,
R, Ria R, Ry R, Ry
He
UM CH OEYS:

Z H-C(R,) (Ry), -CH-N(R,) (Ry), C(Ry) [(CHp)nR,], CH-C(Rs) (Rg) (CH)nR,,
C[(CH,)nR,]-[CH(R;) (Rg)1, CL(Ry)][CH[(CHynR,] (Ry)]:

Ry H, (CH)nOH, (CHy)nNH,, (CH,)nNRj, Ry, (CH,)nORy,, (CH,)nSRy; B(CHp)n
i

Ry 7 (CH,) nCOH, (CHp)nSO;H, (CH,)nPO;H,, (CHp)nNO,, CH(SCH;};, FERBLHE:
B R, Ry ZE—HEMAK
=0, =® -=<::)

R, 39 H, NHC(O)R;, NHC(S)R;, NHSO,R;, C(O)NHR;, SONHR;, CH,S(0)Rs, Bk
CH,S0,Rs;

R, MR, & B H, (CH)nC(O)Rg, (CHp)nCORyp (CH;)mORyo, CH(ORyp) CH(Ryo)m,
CONRm C(ONORR, (CHYONRm, CHRm  (CH)n(Rpm,
CH,CH(OR,) CH,0Ry,  CH(ORy)) CH(ORy) CH;ORyp,  CHyORyg,  CH(ORyq) CH;NER,
CH,CH(OR,o) CH,NHRy,,  CH{OR,o) CH(OR,p) CH,NHR;p, ~ C(=NRy)N(R;p)m,  NHRy,

NHC (=NR,o) N (R,)m, (CH,) m-X-W-Y, CH,CH(X-W-Y) CH,OR,,, CH(X-W-Y)CH (ORq) CH;ORy,
1



10

15

20

®
lllll

CH(X-W-Y) CH, (OR,), CH(OR,,) CH(X-W-Y)CH,0R,, , CH(OR,o)CH,(X-W-Y), CH,CH(X-
W-Y) CH,NHR,, CH(X-¥-Y) CH(OR,o) CH,NHR s, CH(X-W-Y)CH, (NHR,;), CH(OR;o) CH (X~
¥-Y) CH,NHR,q B CH (NHR,,) CH, (X-¥-Y) ;
#HAR, RFR PEL—NIFEH;

R, 3 H, (CH)nOH, (CH)nOR,, (CH)nOC(O)R,;, (CH,)nNHC(NR;)NHR,,,
(CH,) nNRgR,;, (CH,) nNH,, (CH,) nC (=NH) (NH,), (CH,) nNHC (=NR,,) NH,,
(CHy) nNHC (=NR;)NH,, (CH,)nCN, (CH,)nN;, C(=NH)NH,, C(NR,)NH, % C(NR,,)NH,;

Rs b H, {RGIRE, isE, SEDAMRE, FE, RANERCF;

R, 5 H, (CH)nOH, (CH)nCN, (CH,)nNH, =R (CH,)nNO,;

RoX H, &GSt REBRBE SRR, W5RE, ChnFEE,

(CH)n RARFEEE, BUm K2 . BAR, EWVEERRNBRAKMAIR, iKY
F TR TOREE

Ry BIEERE, SERE, (CHn BEE SOR, COR, F(O)0R,,

Ry ® Ry % H, (CH)nOH, (CH)nNH, (CH)nNR,R,, (CH)nOR;, (CH,)nF,
(CH,)nOC(O)Ry;, (CH,) nNHC (0) R,, B X-W-Y;

m A 18%2;

n ko0 - 4;

pAHO EIL;

X %0, S, CHENH;

W 3 1-100 AR TR R ERE, EaEEma S BAKKN/HRIETF,
A ERRETFRRET: X

Y 4 H, OH, SH, NH,, CH=0, CH=CH,, CO,H, CONHNH, ERiXi:KinE feHim

—F R
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2. MRFIEK 1 sk &), RPRRERERSS 1 M EHSIRET
R iREAE 2 M EH 8 MRET.
3. HER 1 R ey, KPR EERELS 1M EL 3 KET

5 FREETRERS 2AEHINMRET.

4. RAER | Fridib&Y, RPiRmEEa R, 28, HE. 7R
. RTE, FRENACE: HEELAEEIEERRNTEE, BARHHF
RER LEF -8 AIMRET, #EH 1-6 MRIEFH 1 AE 2 MrZRl/sREK
s TiRE%E LmE. 1-REE. 2-BE-2-WNRERFRLEGE.

10 5. mBAER 1 Friditb&Y, KPR A% 8 UTREERNEE: &%
M. ARK. M. HR. 5K, E08. IXRR. #R. ZMR. LK. K
BE. RER. FX oK. EAK. 48, FRR. FHR. 8. £¥R.
AR, ZE-2-H8. =R ZBAIEHR.

6. IREXK 1 FrRsb&Y), HPrRiRihsekt.

15 7. TR~ UED

He
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Ry %5 H, (CH)nC(O)Ry, (CHp)nCORy,  (CHp)mORy,,  CH(ORo) CH(Ryo)m,
CO)N(R)m,  C(O)N(OR,g)R,p,  (CH)nN(R,)m, CHQR,)m,  (CH)n(R;p)m,
CH,CH(OR,o) CH,0Ry,  CH(OR,) CH(OR,()CH,0R,s,  CH,OR,,  CH(OR;q) CH,NHR,,
CH,CH(OR,) CH;NHR,p, ~ CH(OR,) CH(ORyo) CHNHR,p,  C(=NR;))N(R;p)m,  NHRy,,
NHC (=NR;g) N (Ryo)m, (CHp) m~X-W-Y, CH,CH(X-W-Y)CH;OR,o, CH (X~W-Y) CH(OR;o) CH,0Ry,,
CH(X-W-Y) CH, (OR,,), CH(OR,o) CH(X-W-Y) CH,0R,o, CH(OR,z)CH, (X-W-Y), CH,CH(X-¥-
Y) CH,NHR,, CH(X-W-Y) CH(OR,,) CH,NHR,, CH(X-W-Y)CH,(NHR,;), CH(OR,q)CH{X-W-
Y) CHNHR, , ¥ CH(NHR,o) CH, (X-W-Y) ;

Ry & H, (CH)nOH, (CH;)nOC(O)R,, (CH,)nOR,;, (CH,)nNHC(NR,)NHR,,,
(CH,) nNR, (R, (CH,) nNH,, (CH,) nC (=NH) (NH,), (CH,) nNHC (=NR,,) NH,,
(CHp) nNHC (=NR;)NH,, (CH;)nCN, (CH,)nN,;, C(=NH)NH,, C(NR,)NH,, 8% C(NR,,) NH,;

Ry 4 (CH)nCOH, (CH,)nSO;H, (CH,)nPOH, (CH,)nNO, CH(SCH;),,
=0, ® —(:} » FEREH L

& Ry, 8% H (CH)nCOH, (CH,)nSOH, (CH,)nPO,H,, (CH,)nNO,,

=0, ® =), HESELS, HEES—A R, H

CH(SCH,) 5,

R, H, (CH)nOH, (CH)nCN, (CH,)nNH,, K (CH,)nNO,;

Rio & H, fRFke, REWhiE, Tikpedk, Fhed, (CH)n FE, (CHyn
BAAHE, Yok 2 HHA R, BRI EERSENRMAR, EEEHETEA
JCIRIF,

Ry A, ZHEE, (CH)m5E, SOR,, C(0)R, B C(0)ORy;

m*¥ 1 82;

nko0 - 4;
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W A 1-100 MEFRSEAMARE, TTSMANKETR. SAERT,
A& FETRBET |

Y 35 H, OH, SH, NH,, CH=0, CH=CH,, CO,H, CONHNH,, B{iX4k& 3% feHa
—RRPER.

&mﬁﬂ§i7ﬁﬁmmﬁw.ﬁ*ﬁﬁﬁﬁﬁ%ﬂﬁl¢§%8¢ﬁﬁ?{
iR EETRERS 2 M EH8IMRET. |

9. WAFIER 7 Frid &9, HPREERESE 1 MEL 3 MKRETF:
IR EEES 2 MEHINMRET.

10. AXFER 7 Fridii&d, KhfdmEEaFE. 8. RE.
RE. RTHE,. XREAFCE;, FEELEERERRENANSERE: BAKN
REER ESH -8 MHRIRT, HAF 1-6 MRETH 1 8K 2 MREN/SiRE
B A ZME. -RGE. 2-PE-2-WEENAFLMEE.

11. WRFER 7 FTRALEY, eyt amT SHElPEENHE
WA E AR HiFl2, 3, 4, 5 6, 7, 8, 9, 10, 11, 12, 13,14, 15, 16,
17, 18, 19, 20, 21, 22, 23, 24, 25, 26, 27, 28, 29, 30, 31, 32, 33, 34, 35,
36, 37, 39, 40, 41, 42, 43, 44, 45, 46, 47, 48, 49, 50, 51, 52, 53, 54, 55,
56, 57, 58, 59, 60, 61, 62, 63, 64, 65, 66, 67, 68, 69, 70, 71, 72, 73, 74,
75, 76, 77, 78, 79, 80, 81, 82, 83, 84, 85, 86, 87, 88, 89, 90, 91, 92, 93,
94, 95, 96, 97, 98, 99, 100, 101, 102, 103, 104, 105, 106, 107, 108, 109,
110, 111, 112, 113, 114, 115, 116, 117, 118, 119, 120, 121, 122, 123, 124,
125, 126, 127, 128, 129, 130, 131, 132, 133, 134, 135, 136, 137, 138, 139,
140, 141, 142, 143, 144, 145, 146, 147, 148, 149, 150, 151, 152, 153, 154,

155, 156, 157, 158, 159, 160, 161, 162, 163, 164, 165, 166, 167, 168, 169,

5
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170, 171, 172, 173, 174, 175, 176, 177, 178, 179, 180, 181, 182, 183, 184,
185, 186, 187, 188, 189, 190, 191, 192, 193, 194, 195, 196, 197, 198, 199,
200, 201, 202, 203, 204, 205, 206, 207, 208 fl209.

12, WAUHER 1 FANAAWRAEE ETESNG, FALEYEE
seHEf 58, 79, 150, 152, 153, 155, 156, 168, 169, 170, 171, 172, 173, 189,
190, 199, 200, 201, 202, 209 Fr&ERIZERiFLSYAF A,

13. MARFAER 1| FIRNHEWEAGE ETEZNE, RLSYh
(15,25,3R, 4R, I’ S) ()3-(1’ -ZBtEE-2’ -Z%) THE4-EE-2-ZEFRR
-1-REE I ER.

14, WAFER 1 FIRNKEDRREE ETRZNE, FRUEDA
(15,25, 3R, 4R, 1° S)-(-)3-(1’ -ZBEE-2" -FE) RE-4-TE-2-BE-HI
F-1-RER AR

15. WBFER 1 FIRAMAEYERREE EWEZNE, FRtEDH
(1S,2S3R4R,1’ S)-(-)3- (1-ZBR&E-2-Z8) TEA4HE-2-BE-FRR-1-RR
ZBa.

16. MBFESR 1| IANLADERREE ETEZNE, FRULEYH
(1R, 2R, 35, 45, 1’ R)-(+)3-(1' -ZBEEE-2' -Z2%) TH-4+-TE-2-BE-IF IR
~1-REE LB

17. WAFER | FRNUKEYRRA%LTEZNE, FRAEYR
(1S2S,3R,4R,1’ S}-(-)3-(1-ZBEE-2-Z %) THE4-HE-2-BH-FRR-1-R
.

18. WMAFER 1| FIRMUESYREGE LEZNE, FRESUA
(1R2R,38,4S,1’ R)-(+)-3-(1-ZBAEE-2-Z %) TH4-HE-2-BE-Ffx-1-R

6
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19. WARFER | FANAANREESE FTREMR, FELEWY
(18,2S,3R,4R,1’ S)}-(-)3-(I'-ZBiEE-2-ZH) TEA[(EETRE)-FE] &&-2-
FH-EUR-1- R R B .

20. WARAER 1 TRKNUEYMERGE LERZNE, FRkEPAh
(15,25,3R,4R, 1’ S)-(-)3-(I'-ZBtEE-2'-Z2%) T§—4—[(N~$§E§EEE
H)-FH#] HE-2-BE-HUR-1-RERIM.

21. WMBFEK 1 iR YRR GE ETEZNE, rRiEeYA
(3R, 4R, 1’ S)-(-) 3-(U'-ZBEE-2-Z8) TEA-EEHXRR-1-H-1-RKP
A&,

22. WMBHER | FRNUESHERGELTEZNE, FTREEUH
(3R, 4R,1’ S)-(-) 3-(1-ZBAREE-2-Z8) TE-4-BEFE-1-46-1- 088

23. WARHMER | FIRNLEYRAG¥ ETEZNS, FRkEwh
(3R,4R,1’ S)-(-) 3-(1-ZBEX-2-7.58) TE4- ( (FRETEE) F&) EE-F
R-1-45-1- 528 .

2. MAHEKR | FTRPUEYERGELTEZNE, FRedHh
(15,28,3R4R,1” S)(-) (1-ZBERE-2-Z8) T4 ( (EBTEER) FE) &
H-2-F2H I USE-1- R .

25, MMFER | FFRNAEYERRGELTERZOER, TARLEHH
(1S,2S,3R,4R,1° S)-(-) 3-(1-ZBEEE-2- 2. %) TH-4-[(N-FREEE T EH)-FH)
RE-2-BE- I LR-1- R .

26. MAMAER | IRHUEDRRAGZFLTEZNE, FRLEDH
(18,28,3R,4R,1’ S)-(-) 3-(1-ZBEEE-2-NE) RE-4- ( (AELEEE) FE) &

7
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H-2-FREHUNE-1- R

27. WARRER 1 TRMUEYERGF ETTEZNE, FIRUEDXH
(IR,3RAR,1’ S)-(-) 3-(I-ZEBiEE-2-Z8) TE-4-FEF L5 1-RBTE.

28. MMFER | IRMAUEGYRRAZLTEZNE, rRLEYA
(IR, 3R, 4R, 1’ §)-(-) 3-(I'-ZBEE-2 -Z%) TE4-FEFF-1-BRRT
8

29. WINFER | FIRMUEYERA% EFTEZNE, FRUEEYA
(IR, 3R, 4R, 1’ S)-(-) 3-(U'-ZBMEE-2' -WE) RE-I--HEFRE-1-RKL
8.

30. MAMAER | IRAMLEYERRAGELEZNE, IRLEWH
(IR, 3R, 4R, 1’ §)-(-) 3-(I'-ZBEH-2' -28) TE-4+-TEHRR-1-REK.

31. WMFIER | FFRAEYRABEEWEZNE, REdH
(1R, 3R, 4R, 1’ S)-(-) 3-(I'-ZBEEE-2 -Z%) THE-4- (HETHE) FE)
BEFR-1-RBE LB

32. WHAER | IRMUEYERRAZ LTEZNE, FRLEEDH
(IR, 3R, 4R, 1’ S)-(-) 3-('-ZBEHE-2' -28) THEA4- (-FEEELEHE)
) MERRLE-1-RRLER.

33. WRFAER | FIAMHUEDMERAG¥ ETERNE, FRLSHA
(IR, 3R, 4R, 1’ S)-(-) 3-(I'~-ZME -2 -Z%) T4 (FELTEE) FH)
REN R 1-RK.

4. WAFIER | FREMAAMBERLY ETRENH, FALEYY
(IR, 3R, 4R, I’ S)-(-) 3-(I'-ZEt&EE-2' -TE) RE4- (HELREE) FHE)
S UE-1- R .
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35. MBFER | FFROKEYERRAR EMEZNE, FRLSDH
(IR, 3R, 4R, 1’ S)-(-) 3-(I'-ZBtEE-2' -7) TH4 (-PFERETEE)
B FEAFLR-1-RE.

36, WIRFIER | TANLAWERRAG¥ LTEZNE, FRLEdh
(15,25, 3R, 4R, 1’ S)-(-) 3-(' -ZREE-2 -HHE) RE-4-EH-2-FBEHF
~1-HRR. |

37. WRNAER | MRAMLEYERBEE ETEZNE, TRUEESYA
(IR, 2R, 35,4S,1° R)~(+) 3-(I'-ZBtEE-2’ -NHE) RE-A-FE2-FEH U
-1-R¥.

38. MMAER 1| FRNLAVEREAE LATRZNE, FRLaWH
(IR, 2R, 35,45, 1’ R)-(+) 3-(1'-ZBiE#E-2' -2#) THE4- (AEEFHE) H
#) FE2-BEAUR-1-BR.

39. MMFIER | FrRMLEGYRAAE EWEZNE, rRikehHN
(IR, 2R, 35,4S,1° R)-(+) 3-(U'-ZBiRE-2' -WE) RE-4- (HELES H
) €E-2-RBEAFE-1-RE.

40. AR ER | Frid SRR A% LT Z 00, gk &4955 (1R, 3R,
4R, 1’ S)-(-) 3-(I'-ZEeEE-2 -FHE) RE-4-EEFUr-1-RR.

41, WBFER | FROLEDEREAE ETEZNE, FRUEEWH
15,35,4S,1° R -(+)-3-(1'-ZBEE-2' -28) TE-4-FEFRbE-1-AR.

42, MBAFER | FRMLEYRAAE EMEZNG, RPN
(1S,3S,4S,1° R -(H)-3-(1'-ZBEE-2'-28) TH-4+ (AEVER) FE)
FEF - 1- KRR

43. WALFER 1 RS RIGE LA EZHE, FdiaPn

9
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(15,35,45, ' R-()-3-(I' ~ZBEE2 - Q-4 ((RETEE) FH)
BETF R 1.

1. FIFMHABRERSHRBNALY, A8, K% LTEENRERN
SRR S A REA R RIRAER | 2.

15, MHABHERSERBN T, MEEETARENTSR, WELE
EU BT AH I LT R RSB 2 SRR AR AR
R 1 LAVNAEY. |

16, BT RBREBRITE, RETETRENTSE MALEENS
ELTHE ETERNRATNSRERE RS KRR R ROAER | 44
.

10
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W i P

FA 1 4 22 SRR B 4 51 00 B R AR AR MR RIBL &0

ARG

KRB EAENSERENHANGRRATRENFRBLEYE
HFEW. ATHAN. BrRReEnE. AEALEBRENaRRLewn
HYEEY, REFAFRLEMNTE. ARBEHRATHSARVANE
R ERACER DA RV ER A 40 £ 40 B0 37 B o () AR 944

REHE R |

RENBIEANE, ARBDEAL. ELSWILHWR S HKMBERE
wiEER., —BRERE, TERMEY, BESHNTE.

FRAE B RNAS AR, KERBEERERNT. 84K BRSR
B—ATERSEN. S SUBAENEREANRRNEAROBET.
R AR RS AR, MR HA) R B S EmRE M. 5
EREEAYCEERE, REREANSA-SEHDERE.

RERELAHAIAREME A 1 NA EREREES, AKX
HAREHE. B, SRASRTENRRAGERERARTAER. B
HHTFRAERTREFRLTHAMNBENREN. 2RHY RENHH
BRI NA B EERARFELEY.

HAh, RERTEVMEHRES N BREXHAS N HEYBHLEAR/
RELHYMEERES, SEELNE. mARRRR R E. Mk
B . Arthrobacter sialophilas MR TR E, WEIMEBRE. RITHER
$FBE. FRARS. BERERLARE. ARVMILSDHETXEE
Wy i B

e, NA LLPDA KBUE BRY A0 T 240 4 A% 0 D B 40 & B K X B o
RWEFHEREE, TEDEGKR SEEEYENES. BRE N FL
PR . AR LR SRR RIATE R Y A o - RNBM. BRI
BEBETHEN, ERE5 EEMAREE. VA BEEEEHR M HA 246,

f#FABEBR N
-1-
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MREH, MFREHMBFRERTS, HBAEHLIRTHEES
frREEARIE, Fin, LEHE A THARR B WEIIBEREAXBHES
HWATHEREERNETRE. DEFFRERNSS 30%, ELNERERRS
RIEFI. W4, BETHE A F B #HIEREBN=AZHEH. RES
HNERBEVEERCABHEHAECYE. B TEEWERNFNFACAN
FE A HZERTRTEESURERRERFGTH, B, ETHEEAR
BEN=A-HEHTTRTERR A F/8 B HEERTFBOARKSEN
RERE I

— Bk, FEGHBRBUBIBEANE NA HER. HEHHEERT
BEANLSYTEIAERSRER/R—EREUR AN K. FRUAKE
— S HNBREAXRFHLEWRTH/RERREBRNTIE.

DM EROALY (I 2-KE-2, -ZRE-N-ZBHEER (DANA)
BHATAY) T iksh %) HA; BR, XEBAEWESNRTELER (Palese &
Schulman, fL22TRH A EIPMRNmE MY, % 1 4% (J.S. Oxford 43¥), CRC
Press, 1977; % 189-205 7).

Von Itzstein L#R T HERAREMNNTRATR « --HERRNACHK

U B EAEY
RS R5
R4 A £ R4 A
R AR R | g
R¥ R¥
R2 R2
(a) (b)
Hoep:

AZER (@FHO0, CEHS, #X bB)FAHN B C

R'% CO,H, POH,, NO,, SOH, SOH, PYM:F-, CH,CHO, CHO 3K CH(CHO),;

R? % H, ORS, F, Cl, Br, CN, NHR®, SR® 2% CH,X, i X b NHR® =K
ORS;

R® F1RY % H, CN, NHRS, SRS, = NOR®, OR®, AUZ, NR%;

R* % NHR®, SRS, OR®, CO,RS, NO,, C(RS),, CH,CO,R®, CH,NO, &Y CH,NHR®;

22-



10

15

20

25

RS 4 CH,YR®, CHYRSCH,YR® & CHYRSCHYR®CH, YR®;
REGH, BtE:, ¥, HRAERFGE:
Y#O0, S, NH, 8 H.

Cdksh, ZEEF No. 5, 453, 533 RAFEEMEYAEARBREN
SZE TR A, £2EER No. 5,602,277 PAF T HEZEMAR . Yanamoto
S ‘WHSERTHAANIEFHNERARABENER" —X
(Tertrahedron Letters, Vol. 33, No. 39, pp. 5791-5794, 1992) #iik
THHEERETBATNIEENSFHFERR T4, Gilead sciences, Inc.
[ W096/26933 iR T Al gtk h LB R EFBINHIF B ATHULEY .

ER, REXME—BRELRAMF RNFRETED .

410k 3%
EERAH—NTHBRTAMTU GRS F LTEZNE.
(Rulp Rez Rz
b
Z/ Z Ry r4 \ R,
o /
R, Ris R, Ris R, Ria
H
U4 CH, 0EES;

Z H-C(Ry) (Ry), —CH-N(R,) (Ry)» C(Ry) [(CHy)nR,], CH-C(R;) (Rg) (CHp) nR,,

C[(CH,)nR,]-[CH(R;) (Rg) 1, CL(Ry)][CHL(CH,)nR,](Rg)]:

R, % H, (CH)nOH, (CH,)nNH,, (CH,)nNRy Ry, (CH)nOR;;, (CH,)nSR; B%
(CH))n % |

Ry 7 (CH,;)nCOH, (CHy)nSO;H, (CH,)nPO;H,, (CH,)nNO,, CH(SCH,),, X FE8
8,

2R, Ry E—ERAE

=C)l EZ "(::)

R, 3% H, NHC(O)R;, NHC(S)Rs, NHSO.Rs» C(O)NHR;, SONHR;, CH,S(O)R;,

ﬁ CH2802R5 H
-3
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R, M1 Ry & B X H, (CH)nC(O)R,, (CHyY)nCORy,, (CHY)mORy, »
CH(OR,,) CH(R;p)m, C(O)N(R,g)m, C(O)N(OR;0)Ryo» (CH)nN(Ry)m, CH(Ryo)m,
(CH)n(R,p)m , CH,CH(OR,) CH;0R, » CH(OR,) CH(OR,() CH,0R;q » CH,ORy,
CH(OR,,)CH,NHR,, »  CH,CH(OR,0)CH,NHR,, ,  CH(OR,,) CH(OR,) CH,NHR,,
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n 0 -4;

phOEL1;

X %0, S, CH,BX NH;
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W R 4- /IR R-2-4% 1-8 (1, 3.5, 21. Tmmol, F Depuy %§. J. Org. Chem.
99, 3503, 1964 M7 i:t4i48) M DMF (5ml) ¥, iRt 5 oréh. HRNEEY
F 0CHEPE 30 44, FZBMZE QM) HE. RMEAYWAK (2X20m) fEH
K (2X20ml) ¥eifk, FHE (MgSO,), k. WBMELTKRSE, #—MRRE. AR
EAE A (AL, 10-15% 2B RORER) B, 82 1.95(71%)4LEY
2, A—MRY.

' NMR (CDCly): & 2.35 (dd, J = 18.6 A 2.4 Hz, 1 H), 2.77 (dd,
J=18.6 1 6.6 Hz, 1 H), 4.67 (dd, J=4.9 F 2.6 Hz, 1 H), 6.35 (dd,
J=56f 1.5Hz, 1 H), 7.54 (dd, J = 5.5 f 2.4 Hz, 1 H).

SEHEp] 2 (£) 3B8-[1'-ZBEE-U -W(ZEBERKE) | FHE-40-BR
FR-1-8 (3, HE L |
CO,Et
—CO,Et
QO

N,

AcHN—"]

FESTF, HZEBERER M _-Z8 (.25 g, 5. Tmnol) K Z B (10nl) &
o B\ R 1 & R 4 (0. 03g, 1. 4mmol) . EB TR RNBMBAZELE
LBHRR. BRNBESWANE-40TC, Ritka® 2(0.7g 5. Tumol) M Z
B (5ml) 48 R NIB AT -40°CHEH 30 Akk, A=8.Z8 (0. 1ml, 1. 4mmol)
wx, EEBRERN, BIEALY 3, y—HEEE. BHEEETIRT
B, kb, TERMEZKRSE, UFANEANZEB/CHRTERITH, B3
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1.2¢(63%) &% 3, H—BHBHEE, BA121-1227TC,

'H NMR (CDCly): & 1.26 (t, J = 7. 2 Hz, 3 H), 1.29 (¢, J=7.2 Hz,
3H), 2.05 (s, 3 H), 2.27 (m, 2 H), 2.54 (dd, J = 18 F 8 Hz, 1 H),
2.78 (dd, J =18 A1 8 Hz, 1 H), 3.26 (m, 1 H), 4.30 (m, 4 H), 4.38 (m,
1H), 6.78 (br s, 1 H); IR (KBr): 3331, 2981, 2107, 1744, 1605, 1525
cm s mS (ES"): 341.2 (100%, M+1).

RN WEME  (CLHgNO): C» 49.41; H, 5.92; N, 16.46
S U 4 - C, 49.47; H, 5.95; N, 16.48

SHH 3 (+£) 3B-[1-ZBEE-I -N(ZEEERE) IFE-4a-RTH
EPREERR-1-8 0@, REL)

CO.Et

ACHN CO,Et

NHBoc

iS4 3(0.5g, 1.5mmol). —HKEE —&UTBE(0.39g, 1/77mmol) A1 10
9%Pd/C(0. 14g) ZE Z B Z. /4 (25m]) F RS M T 45psi TAM | DR EEHE
W, ERESKRGE, BIHAESY 4. NZB/CIRPEL R, 83 0.285(45
%)hE&Y 4, A—BBEEE, BR135-136TC.

'H NMR (CDC1,): 8 1.27 (m, 6 H), 1.45 (s, 9H), 2.10 (s, 3H), 2.33
(m, 2 H, 2.75 (m, 2 H), 3.25 (m, 1H), 4.14 (m, 1 H), 4.28 (m, 4 H),
4.83 (s, 1 H), 6.98 (s, 1H); IR (KBr) 3365, 2980, 1739, 1689, 1519,
1394, 1275 cm ~'; mS (CI -): 413 (10%, M-1).

jﬁ?ﬁﬁ: "F‘-ﬁﬁ (C19H30N208): C, 55- 06; H, 7. 30: N! 6. 76
SEPIAE C, 54.63; H, 7.17; N, 6.74

THB 4 () 2-{3B-[1-ZBEE-1 -N(ZEERE) ]FE-4a-R

-29.
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THREHRERE-1-EFRE) -1, -Z8K G, #HED

CO,E!
AcHN COEt o

S
NHBoc¢

FESTFT, W OCH 2-=FEFrERE-1, 3- — 8% (7.88g,
41. Smmol) THF (100m1) M AW FRMMET E 4 (1.6m SHEEF K, 28.6ml,
45. Tnmol), OCHEH: 45 4. WHAEFAHE-40C, WniksH 4(4.3g,
10. 4mmol) i THF (50ml) ¥, RNBEWF-40CH#E 5 MH, ABRE-20TC,
A NLCl(5oml) B KRN, FFEEER, MAZE, 2EAIR. KEH
ZESEE (2X50ml) . SHAENE, T4 MeS0,) MR4E. HAKRERREL

it 30 ol (RERE, 30-35% ZMZBEmER), B3 3.16g(69%) L&Y 5,
H—FaniRy, HEBEL, A 66-68C.

I NMR (CDCl,): & 1.26 (m, 6 H), 1.44 (s, 9H), 2.05 (s, 3H), 2.11
(m, 2H), 2.22 (m, 2 H), 2.84 (m, 5H), 2.98 (m, 2H), 3.77 (m, 1 H),
4.23 (m, 4 H), 4.85 (d, 1H), 6.95 (br s, 1 H); IR (KBr): 3388, 2979,
2934, 1743, 1690, 1512, 1368, 1242, 1169 cm ~'; mS (ES+): 517.7 (35%,

M+1) .

TTEM:.  WWHE (CysHgeN,0,S,):  C, 53.47; H, 7.02; N, 5.42
SEHIAE . C, 53.50; H, 7.07; N, 5.41

S 5 (£) 2-{3B-(I'-ZBAEE-1'-RE) FE-1a-HTAEKRE
SE-1-TFIRRE]-1, 3-TBRE 6, -1 LHRAKNREY, WE D

oH
AcHN Si>
[

NHBoc

miLaY 5(7.5g, 14.53mmol) f Z B¥ (75m1) FI7K (25ml) W FIMA 1IN
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NaOH(50.9ml, 50.9mmol), [N 2 ht. FIVKEEER (4. 6ml, 76.3mmol) ¥
K, BRMEFMH 2 e, BEFBEE, Kit, EFXEEREETRS
T, B2 1.63gQ7T%)EYW 6, A—AGEGE. BREZRIERER (X
100ml), Fi& MgS0,), T, HWEBHETRE, BEF 3.5¢(8%) L&Y 6.
MNZEIELER, BRLAWe, I—OGEE, BK174-176TC.

'H NMR (CDC1,): & 1.35 1 1.36 (twos, 9H), 1.82 (s, 3H), 2.08 (m,
5H), 2.27 (m, 2H), 2.80 (m, 4H), 3.54 (m, 1 H), 3.71 (m, 1 H), 4.06
(m, 0.6 H), 4.22 (m, 0.4 H), 6.48 (d, J = 6 Hz, 0.6 H), 6.98 (m, 0.4
H) 7.65 (d, J = 8 Hz, 1 H). NHAc BRIRF LM RMELE (A 70 B) A 3:2;
IR (KBr): 3371, 2977, 1689, 1530, 1172 cm ',

TTESW: iHEE  (CgH,N,0:S,. 0. 75H,0) :  C, 50.27; H,.6.91; N, 6.51
L HIME - C, 50.03; H, 6.54; N, 6.41

SEHEfl 6 (£) 2-(3B8-[1'-ZBEE-1' -[(N-FHE-N-FE) RERE]
FE]-4a-RTHRERERE-1-THRE}-1, -"HKET, C-1' LHFH

EBHREY, RELD
e
; \

F 0CTF, F4b&H 6(5.13g, 12.33mmol) ] THF (120ml) %5 # P i hn &
B FEES (1. 01ml, 13.56mmol) M =Z.B& (2.2ml, 15.42mmol), OCHIH: 45 47 4F.
WA BHET 30 AHRRUEEE N, 0-T F R (3. 68g, 37mmol) M= Z K (Tul)
f9 THF(25mD) BB MME LRBEWP. FENEBEYEFTEETHHE 16
. 4RJE WAL, A 0.1 N NaOH(100ml) f1Z %8 Z.®g (100ml) . W &EH
NE. KEBHZMZEXER(2X75nl) . &FFIEHFTH MeS0,) . ZEE,
WK, FAREARELEGIEERA (K, 0% ZBRIEBHNCHRER
F025% (B AF: FRE: EEEEB0:18:2) K -HBHREH), B3 4.2g(74
%) a7, H—EaEEE, BA 122-126C. AZB-CHRESSHBIN
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'H NMR (CDCly): & 1.44 (s, 9 x 0.5 H), 1. 45 (s, 9 x 0.5 H), 2.02
(s, 3 x0.5H), 2.03 (s, 3x0.5H), 2.17 (m, 4 H), 2.35 (m, 0.5 H),
2.58 (m, 2H), 2.77 (m, 6H), 3.19 (s, 3x0.5H), 3.22 (s, 3x0.5H),
3.57 (m, 0.5 H), 3.77 (s, 3 x 0.5 H), 3.78 (s, 3 x 0.5 H), 3.90 (m,
0.5 H), 4.60 (d, J = 8 Hz, 0.5 H), 4.89 (br s, 0.5 H), 5.01 (br s,
0.5 H), 5.16 (m, 0.5 H) 6.34 (br s, 0.5 H), 6.89 (br s, 0.5 ). H#
NHAc BB F LB Sk tks (A F0 B)h 1:1; IR (KBr): 3341, 3269, 2978,
2936, 1715, 1681, 1653, 1521, 1156, 1171 cm ~'o

jﬁﬁﬁ}ﬁ: 'H-ﬁﬁ (C20H33N30582) . C, 52.26; H, 7.24; N, 9. 14

SCHIAE C, 52.34: H, 7.20; N, 9.09

el 7 (£) 2-(3B-(U-ZBEE-1-FHBE) FE-4a -RNTEEK
A E-1-WHRE) -1, 3-"8k (8, C-1" LHR#E A, F1 9, C-1' KR
{6 B, MELD

[4L&4 7(0.23g, 0.5mmol) i1 THF (5ml) W F T OCHM=RT £EH
S4L48 (1M THF 33, 1. 1ml, 1.1mmol), TiEPEHk 16 e A 1 NHC1(L. Oml,
pH4) ML RS YER, 548, ARNBEYHMAZE (10m])
A 1. OM A MSEKER (10nl), ZEBH 30 H4. FEAENE, HKE
BREZBEE (2X10m). 2HENE, THMeS0,), BERSE, BIAHE,
o aEE. BEEY AR AR (R, 50-80% ZBLZENC
W), B3 0.08g(40%, BHik A AW 8, A—BGEE, &I 188-192

T (558
I NMR (CDCly): & 1.41 (s, 9H), 2.10 (m, 4H), 2.16 (s, 3 H), 2.52

(m: ].H)p 2.69 (dd) J= 17.5ﬂ] 7.17. HZ, IH)) 2.83 (m’ SH)) 3-73 (m’
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1H), 4.54 (d, J=8.8Hz, 1H), 4.77 (dd, J=9.6 # 2.1Hz, 1 H), 7.45
(d, J=9.6Hz, 1 H), 9.49 (s, 1 H}; IR (KBr): 3337, 2982, 1729, 1681
1535, 1166 cm ~*; mS (ES+): 401.4 (100%, M+1).

TTESH: THEME  (CigHN0,S,) o C, 53.97; H, 7.05; N, 6.99
SEAE C, 53.93; H, 7.09; N, 6.93

Bk, #34a9 (0.07g, 35% FH#4kB), mp > 180 °C.

I§ NMR (CDCl,): & 1.45 (s, 9H), 2.08 (s, 3H), 2.13 (m, 3H), 2.41
(m, 1 H), 2.55 (m, 1 H), 2.67 (dd, J = 17.2 # 8 Hz, 1 H), 2.84 (m,
5H), 3.70 (m, 1 H), 4.38 (m, 1 H), 4.79 (m, 1 H), 6.76 (br s, 1 H),
9.65 (s, 1 H); IR (KBr): 3335, 2979, 1730, 1686, 1533, 1165 cm '
mS (ES+): 401.2 (20%, M+1).

FTEASW: WHEE  (CgHkN,0,S,) : C, 53.97; H, 7.05; N, 6.99
SEJ4E - C, 54.03; H, 7.05; N, 6.97

LG 8 (+) 2-(3B-(I'-ZBEE-I-ZEERE) FEA-RTH
Epe - 1-WHRE) -1, 3-8 10, C-U LHRHENEEY, HEE
2)

0,Et
AcHN S)
S
NH8o¢

L&Y 5(3.06g, 5.94mmol) A9 Z B¥ (20m1) F1K (15m1) ¥ A IN
NaOH(19. 29m1, 19. 29mmol), FiBHi#: 16 /b . FYKEEMR (1. 74ml, 28. 94mmol)
BENEBESMER, 80-90CHM 1 /M. WEFBHIEE, BKMCLHIHE,
Fig, 3 1.43g(54%) & 10, A—BHEEE, BA 157-167C.

I NMR (CDCl,): & 1.86 (m, 3 H), 1 44 (s, 9 H), 2.04 (s, 1.2 H),

2.09 (s, 1.8 H), 2.14 (m, 3 H), 2.57 (m, 2H), 2.69 (m, 1 H), 2.87 (m,
-33-
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5H), 3.67 (m, 0.4H), 3.87 (m, 0.6 H), 4.19 (m, 2H), 4.49 (d, J=8.6
Hz, 0.6 H), 4.68 (m, 0.4 H), 4.77 (dd, J = 8.9 f 3.6 Hz, 1 H), 6.48
(br s, 0.4 H), 6.99 (d, J = 8.5 Hz, 0.6 H) The ratio of isomers A Fl
B was 3:2; IR (KBr): 3338, 2982, 1740, 1681, 1545, 1530, 1170 cm ;
mS (ES+): 445.6 (20%, M+l).

jﬁﬁﬁﬁ: 'H—ﬁﬁ (C18H28N20482): C; 54- 02: H’ 7. 25; N) 6. 30
SCJIAE C, 54.15; H, 7.26; N, 6.30

SEREE 9 (+) 2-{3B-(I'-ZBEE-2-BE) ZHE -1« -RTHERE
HE-1-WIHEE]-1, 3-TERAL, C-1' LRRHENESY, RE2)

CH,0H

F4LE4 10(0. 44g, 1mmol) ) THF (10ml) ¥ P IS WL (2M THF ¥
#, 1.0ml, 2.0mmol) #1482 9-BBN(IM THF ##, 1.0ml, 0.1lmmol). ¥ RINIE
SHIEEBEE 16 B, L N NaOH(3ml) Fadhk (3ml) NOEER, B 5 554k,
AKEBERRLRNE, MAZE 0. 2EEIE, KE#—FPRHIEE
B (2x10ml). &FHAHE, FHEMgS0), HETHR, BEEE, H—aaH
. BHEYNZERERITH, B3 0.09¢2%)HEW 11, x—ABH
fh, A 222-226°C. EBARESABERS (BKR, 5% LBRLBECKRE
w), BF0.21g(52%) &Y 11, A—aBBEE.

IH NMR (DMSOdg): & 1.34 (s, 9 H), 1.81 (s, 3 H), 2.07 (m, 6 H),
2.69 (dd, J=17.3 #1 6.9 Hz, 1 H), 2.82 (m, 4H), 3.62 (m, 2 H), 3.66
(t, J=7.4Hz, 1 H), 3.73 (m, 1 H), 4.59 (t, J =5.2 Hz, 1 H), 6.80
(d, J=7.1Hz, 1H), 7.43 (d, J=9.0 Hz, 1 H); IR (KBr): 3350, 1685,
1535, 1173, 1050 cm ~*; mS (ES+): 403.5 (100%, M+1).

iﬁiﬁﬁ:’ﬁ'ﬁﬁ (C18H30N204SZ) : Cs 53. 70; H, 7. 51; N, 6. 96
%‘@ﬂ{ﬁ C, 53.69; H, 7.56; N, 6.88
.34-
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SEifl 10 (+) 2-{3B-(1' -ZBEE-2' -ZEE) ZE-4a -HT EEK
ESE-1-UHMRE)-1, 3-“®KE 02, C-1' LHR#E A; F 13, C-U EW
BHANESY, RE2)

CH,OCH,CH, | H,OCH,CH,

AcHN [ AcHN S
S S
NHBoc NHBoc

MR TRASY 11(1. 5, 3. 73mmol) 9 DMF (20m1) W+ T 0°CIOA 95
% Nal(0.125g, 4.95mmol). ## 1 /AB/GE, #WiNZE(0.4ml, 6. 4mmol),
MENBSYHSE 3 AN, ARMBEWPMAKECHD, 4EEHNE. K
Bi#—5 F EtOAc (4 X 15ml) L. & HEHERY, FHKEEE, T4 MgS0,),
% Celite iy, BMESTKRE, BH~Y. AELR PLC(Si0,, 50% EtOAc/
T e, £RMELEY 12(0. 758, 47%, FHE A, I—BEHEE, . R
FERARMWEKANBREEY, HEaW13 (11%).

LR 11 (£) 3B-(U-ZBtEE-2 -Z8E)ZE -4 -HTHERE
SEIRA-1-RB P (14, C-1 LRRME A f1C-1 LAREY, WE3)
F(+) 38-(U-ZBBEE-2-Z88) ZE A4« -EEX R 1-RRFHE
(15, C-1’ FRIRMk A, Fc-1 LEREY, #iE3)

H,0CH,CH, CH,0CH,CH,

COCH,  + CO,CH,

NHBoc NH,

FEET, mtPrkay 12(0.7g, 1.63mnol) ) FRE (48nl) R P
0 6 N HC1(4.0ml, 24mmol), ¥ RMEBEWME 24 SN . EMLBREHTM
A NaOH(l.4g, 35mmol), ¥ 1 /B, FINKEERERNEBEESYEL, T,
BRETRE, BIEEY. AREEEIEERA GR, 75% Et0Ac/TR) .
83 0. 15g (34%) (L &% 14, A —iF @Ry . A CHC1,/MeOH/NH,0H (8:1. 8:0. 2)
e, B70.163g(37%) &Y 15, A—HEAWMRY.
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'HNMR (DMSO-d¢): & 1.11 (m, 3 H), 1.58 (m, 2 H), 1.82 (s, 3 H),
2.14-1.83 (m, 3 H), 3.28-2.73 (m, 3 H), 3.49-3.30 (m, 3 H), 3.58 (s,
3H), 3.84-3.78 (m, 2H), 4.14 (m, 1H), 7.79-7.94 (m, 1H); IR (NaCl):
3256, 3065, 2975, 1732, 1657, 1556, 1440, 1376, 1298 cm™'; mS (ES+) : 273.0
(100%, M+1).

TTEMT: WEE  (C,H.N,0,): C, 57.33; H, 8.88; N, 10.29
HEHE (C,3Hz4N,0, 0. 2 CHC13) : C, 53.52; H, 8.23; N, 9.45
SERE C, 53.24:H,8.46:N,9.04

EHE 12 () 3B-(1-ZBEE-2 -Z4%) ZE 4o -FEF -1
WK (16, C-1’ LRk A, FC-1 LRBREY, WEI)

,OCH,CH,

AGHN
COH

NH,

¥ k&4 15(0. 124g, 0. 046mmol) « 1 N NaOH (0. 2m1, 0. 2mmol) F17K (0. 2m1)
MESYEEME 1| Ar. ARERTARMNESY. KRR, BILS
#) 16, X 29.2 BEERIKEBR.

MS (ES+): 259.0 (100%, M+1).

ST 13 () 3B-(U-ZBRE-2 -Z58) 2E 4« -[(AETES)
A SERRE-1- B8 (17, -1’ EMFME A W C-1 LHREY, WE
3)

CH,OCH,CH,

AcHN
COH

HN NH

4k 249 15 (0. 0166g, 0. 0611mmol) | X W& H FHM (0. 1g, 0. 81umol)
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FIBKERER (0. 1g, 0. 2mmol) EKPHBEYERMAE 6 . AKESYTF
A 1 N NaOH(2ml, 2mmol), HEEYHH 45 4. FHKERFTHMRMNRE
¥, MR E, AAKRE, BELEWIT, X 44 EEREBER.

MS (ES+): 301.0 (100%, M+1).

THH 14 (£) t-3-[1' -ZBERE-1 - (ZRERE) | PR -c—4-R T
FERERE-t-1-[ (S FEHA) FEIFR-r-1-B (18, HHE 9)

CO,Et

SMe
AcHN——1—COEt
SMe
SMe
OH

NHBoc

EEST, H-18CH= (FEGHMA) Bhe (1. 6nl, 12mmol) # THF (20ml)
R INE T4 (2. 5M C4d . 5.3m1, 13.3mmol), F-78°CHEHE 30 &8k,
M F-78CHMLE 4(1.0g, 2.4mmol) ) THF(15m) W, HRNEE
YWF-78CHEH 3 M. RGHAMM NLCL(15nl) BEK, AREER. MAL
B, SEEHE. KEBZBERAX10ml). §HFANE, THMS0,),
TR, FEREAENR PLCEGO% ZMZEBECHRB) R, BILEY
18(0. 48g, 35%), H—EELEH&.

'H NMR (CDC1,): 6 1.28 (m, 6 H), 1. 43 (s, 9H), 1.76 (d, J =17 Hz,
1H), 2.03 (s, 3H), 2.13 (m, 1H), 2.25 (s, 9H), 2.42 (m, 1H), 2.51
(m, 1 H), 2.98 (m, 1 H), 3.17 (s, 1 H), 3.93 (m, 1 H), 4.26 (m, 4 H),
5.40 (d, J =9 Hz, 1 H), 7.57 (s, 1H); IR (NaCl): 3383, 2981, 1738,
1688, 1526, 1369, 1274, 1206, 1168 cm ~'; mS (ES+): 569.3 (100%, M+1).

FEEAMF: WEME  (CuHN0S,): €, 48.57; H, 7.09; N, 4.93
SRE: C, 48.74; H, 7.00; N, 4.91

TR 15 (£) t-3-[1I'-ZBERE-U-BREIFE -c-4-HTHERER
H-t-1-[(ZREFHA) PRI R-r-1-8 (19, C-I' LFRRMENREY, &
2 4)
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AcHN

NHBoc

#ALSY 18(3.66g, 6.4mmol) HEATWIXRFHEY 6 iR IR, B3
2.25g(75%) & 19, ABREEE, BR 220-223C (0#) .

' NMR (CDCly): & 1.36 (s, 9 H), 1. 49 (m, 1 H), 1.81 (m, 5 H),
2.16 (s, 9 H), 2.48 (m, 2 H), 2.61 (m, 1 H), 3.66 (m, 1 H), 4.03 (m,
1H, 493 (m, 1 H), 6.40 (m, 1 H), 7.52 (m, 1 H); IR (KBr) 3400,
2979, 2921, 1684, 1585, 1417, 1368, 1250, 1168 cm ~'; mS (ES+): 469.3
(20%, M+1).

J—ﬁi‘ﬁ}ﬁ: 'ia-l_ﬁﬁ (C18H32N20682. 1. 5H20): C; 43. 62; H, 6. 71; Ny 5. 65
SEW{E C, 43.88; H, 6.47; N, 5.28
B 16 (+) t-3-[1' -Z BLEEE-1 ~[ (- I -N- 1 25) AL 7

H]-c-4-HTEREBEEE-t-1-[ STFERMR) FEIFR--1-WQ0, C-T
LHRAANHREN, RE Y

LS4 19(6. 43g, 13.5mmol) HTMHXTFHAY 7 FrtiRK RN, R/E
3.85g(56%) tL&4 20, HAGEE, B 142-1437C.

I{ NMR (CDCl,): & 1.41 (s, 9H), 1.77 (m, 1 H), 2.01 (m, 5H), 2.39
(s, 9H), 2.49 (m, 2 H), 3.21 (s, 3H), 3.36 (n, L H), 3.85 (s, 3 H),
4.34 (brs, 1H), 5.11 (br s, 1H), 5.51 (m, 1 H), 7.26-7.69 (m, 1H);
IR (KBr): 3427, 3315, 1681, 1637 em ~'; mS (ES+): 512.5 (M+1).
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TCEHT: HEME  (CuHyuN:0S:): C, 46.94; H, 7.29; N, 8.21
L e C, 47.13; H, 7.34; N, 8.16

ERH 17 () t-3-[1'-ZBEE-1I'-FBREIRE-c4-RTEERE
HE--1-[(ZFERMAR) FEIFR-r-1-8 (21, -1’ LHRHAEHREY,
M 4)

AcHN
SMe

SMe
OH

NHBoc

¥i&9 20(1. 12g, 2. 18mmol) HEITMIX T EY 8 F 9 TR K R,
B5)0.29g(25%) LAY 21, HREAE K, A 78-79C.

IH NMR (CDCL,): & 1.44 (s, 9 H), 1.75-2.18 (m, 5 H), 2.08 (s, 9 H),
2.46 (m, 2 H), 2.58 (m, 1 H), 3.10 (s, 0.5 H), 3.26 (s, 0.5 H), 3.82
(m, 1 H)» 4.13 (m, 0.5 H), 4.53 (m, 0.5 H), 5.37 (d, ] = 8.8 Hz, 0.5
H), 5.58 (d, J = 8.5 Hz, 0.5 H), 8.03 (m, 1H), 9.42 (s, 0.5 H), 9.61
(s, 0.5 H); IR (KBr): 3329, 2979, 2921, 1683, 1527, 1367, 1169 cm -
I, mS (ES+): 453.4 (100%, M+1),

FTES:  HEME  (CgHuN0S,):  C, 47.76; H, 7.13; N, 6.19
L H{E C, 47.70; H, 7.17; N, 6.11

O OSEHEH 18 (£) t-3-[(U -ZBEE-3 -ZE-2" -HA) RE] —c4-BT
FEBEEE - 1- [ CFERAR) FEIFR-r-1-8 (22, C-1' ERRHEE
BEY, WE4D

AcHN SMe

NHBoc
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 E—THEREEFMART Mg(17. 1g, 704mmol) R (1 1 48) HEM
Frée. Eabmh, FRERSVEE Mg £. ARNBEYPIMA THF (250m1)
FMILHE -RINKR, AEMBSIERN. UEFBRNERAOEFEERETH 3-8
5T (100ml, 805mmol) HWMBIRNEBEEY . AHEERS, BREBHEA
— M FRBTREEY. REBEYFOALEY 21(4.0g, 8. 84mmol) 7ETF 4§
THF (100ml) # KR &Y, MEAYERBHE 16 EF. K (100m1) ¥ K R NIE
a9, B Et,03X50ml) XX, &FFHE, FHEK G X50m) ek, T#&
(Na,S0,) . EZEREZHEN, B—HEEY, AREGAEERS (HK, 20%
EtOAc/C4%), B3 1.44g(33%) 459 22. |

LR 19 () t-3-[(V-ZEBEE-3' -2E-2' -BE) RE] -~c4+HT
AEBERE-t-1- [ EFERR) FEIFR-r-1-8 23, C-1'F C-2" LHF
HERREY, WIED

AcHN SMe

SMe
OH

NHBoc

K& 22(1. 4g, 2. 62mmol) 5 NaBH, (0. 2g, 5. 29mmol) 3£ B /M AT F EL
(2oml) P, ZRHFEH 1 A, HKBRTHN. AZHREHEN, 8 RE, K
£EKP, HZBZEER(3X50m]) . &HEHERE, FT5H MgS0,), K
B—HRNEBEY, ARECERELS (BEK, 502K IBE/Ck, REH
PR/ LBRLERER), BBLEY 23(0. 758, 53%).

RG] 20 (£) c-3-[('-ZBtEE-3 -Z&-2' - R E) RE] -t-4+-HT

FEBREERE-t-1-RERRKE-r-1-BEPE (24, C-1U'f C-2° LR REER
REY, HED

-40-
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HO

AcHN
OMe

NHBoc

ik &% 23(0.74g, 1.38mmol) Y B RE//K (12: 1, 35ml) ¥ & .
HgCl,(1.43g, 5.27mmol) 1 Hg0(0.49g, 2.26mmol) B EHEEMA: 2 .
R RIES WS Celite 1138, FI M (25ml) ¥E ¥k Celite. MEBMHTRYE, B

5 TAHGRE, BHAKGWM)MZMZEGN) FA4E. THIBRLEER,
KBEBRZBZEQX5m) XK. &HAHE, AR (@X50m), TR
(MgS0,) . ¥R, HWEBKSE, B HRNREY. HUERNRBEEGUWHR
R (R, 60%ZMZER/T), BELEY 24(0.27g, 43%).

10 SHF 21 () c-3-[(U-ZBtEE-3' -2%-2' -2 ) RE] -t-4-[(R
TEESEAERTEAESETRE) FREIEE - -BREF LR --1-BRR
FRg (25, C-1'8 C-2' L—ARaEeE LHREeY,: 26, C-I'M C-2
EHREY, WA 5)

AcHN + AcHN

OH OH

BoeN NH BocN NH

NHBoc NHBoc

15
HAL&4 24(0.23g, 0.52mmol) 7 — % F 4% (10m1) M TFA(Iml) P HIRE
WEENE 16 . HEAVESKSE, 58P @Xoml) KEKURE
HE TP, REEBESTFR. ARBERIINATHERE DMF (5ul) . EtyN(0. Snl,
3. 6mmol) - ﬂ‘(ﬁTﬁEﬁ%)—z“an“Z-%ﬁﬁﬁﬁ(0. 15g, 0.52mmol)
20 HgCl,(0.15g, 0.55mmol) . ¥R AYWEBRBH 4 M. ﬁjz.@awmﬁﬁé%,
% Celite it¥8. HEWFI/K (2X50ml) MEhsk (2X50ml) Y&k, T4 (NaSO). it
WIS, BIEMIKRSG, BEHE>Y, m%?wt PLC(Si0,) 324, LA 30% Z MR ZBH
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/R HYEEE, %583 0.06g(20%) &% 25, EHER 0.0853(28%)LEW
26,

LR 22 () c-3-[(U-ZHEE-3I-Z2£-2-BE)RE] -t-4- (K
ETEEFR)EE-t-1-BEFRR-r-1-RE (27, C-1'f C-2° LHREY,
g 5)

HO

KN, NH

NH,

51k &% 26 (0. 075g, 0. 13mmol) 7£ — & F 4% (3ml) F KR &4 55 TFA(0. 5ml)
—RERHHE 16 M. BRNBEYKRSE, ERRZTTHR, 83 3-[Q'-
ZBEE-3-ZE-2-BE)RE] 4+ ERTEERFRE)EE-t-1-BEXR
Rig-r-1-RE AL MS (ES+): 373 (M + 1).

% L3R P=#7 (0. 015g, 0. 04mmol) 5 1 N NaOH(0. Iml, 0. lmmol) # 7K (0. 2ml)
—EtH 16 . WHRAZHTN, SRETE, AKER, /82 3.2 &
PERALEY) 27T KB . A

LB 23 (+) c-3-[(1 -ZBERE-3 -Z K2 -2 %) RE] -t-4- (&
B ) E -t - B RS - 1R (28, C-1' R -2 FH—AR
MEREE ERBEY, WES)

AcHN

OH
HN NH

NH,

A& 25(0.045g, 0.078mmol) WX F4L&Y 27 PR T RN, BE|
5.37 ZRE/RILEH) 28 BIVE .

-42-
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SERif] 24 () 2-(3B-(1'-ZBEE-3 -Z8)-2-EE 4« -RTH
EPEME-1-THRRE) -1, 3-8k 29, C-1" LR RHE A; C-2 LR
&Y, MR 6)

AcHN

O

F-78°C I BALTAZE = F 244 (0. 5g, 1. 3mmol) A THF (15m1) B # & bn
W (= FE P ) Bika) NaHMDS (1M THF ##(, 1.3ml, 1.3mmol). ¥ 30
S5, FRNBEMFEE 0C, HHE 30 4. MEESYTMALESY
8(0.21g, 0.52mmol) Y THF (10m1) ¥ ¥, ¥ RNMBEWHN 1 i, FRIMZ
SR NaHMDS (2. 6ml, 2.6mmol), K RMIBEWHH: 30 48k, RERMIE
W (0.3m). FRNRSYFABEZTZR, HH 2 M. K@), 4E. K
B ZBEXKEL (4 X 15ml) & 38 HLAKEU A, 2Rk Yook, T4 (MgS0,) , £ Celite
T, BBMETIRE, BIMESY. HESR PLC R4 (M, 50-T5% ZK
ZE/CAx), B34ka 29(0. 045, 20%), A—BERE&.

IH NMR (CDCLg): & 0.99-0.94 (m, 3 H), 1.19-1.12 (m, 3 H), 1.48 (s,
9 H), 1.74-1.52 (m, 2 H), 2.00 (s, 3H), 2.15-2.02 (m, 6 H), 2.78-2.55
(m, 2H), 2.99-2.82 (m, 4H), 3.22-3.16 (m, 2H), 5.13-4.93 (n, 1 H),
5.49-5.47 (m, 1 H), 5.58-5.57(m, 1H), 6.96 (bs, 1 H);: mS (ES+): 455.6
(100%, M+1).,

NHBoc

TEM: HHE (ColaNy05S,) : C, 60.75: H,8.42; N, 6.16
WEE (C23H38N20382 e (0.2 CH2C12): C,59.08; H,8.21; N,5.94
SE HE C,58.92; H,8.21; N,6.02

SR 25 (&) 3B-(1'-ZBER-3-ZF)-2-RHEB A4 -(HTHRE
B EEFRRR-1-RB PR G0, C-1' LARHE A, C-1 A1 C-2' LR

KMEAY, W)

-43-
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CO,CH,
NHBoc

FRET, ABEETHRALSY 29(0.019g, 0.042mmol) A FFB¥ (1ml) ¥ HK
g A 6 N HC1(0. 1ml, 0.6mmol), ¥ RNEBESHHHE 24 IH. MRNEE
YRS, BILEY 0 SEARE, HERATOTEREANRN.

SR 26 (£) 3B-(1'-ZBEE-3 -Z8)-2 -RHE -4 -HEFR
E-1-RMERGL, -1 EHRHE A C-1 M -2 EHNRUENEREY,
Mg 6)

AcHN

L& 4 3000.042mmol) ZE_EBFHR (Iml) FHBEUFIMAZRIE
0. 1ml, 1.3mmol), HEESYHEE 4 S, EFRE, BIEY 31, A—
BeEE HERTOTITEMNRN. <

LB 27 (+) 38-(U-ZBiEE-3-2Z8)-2' - [RBE-4 a -HEFR
B-1-BRE® (32, C-1I' LBk A, -1/ -2 EMRAGREY, WE6)

COH

NH,

f4k-&4 31 (0. 042mmol) f B K% (1m1) ¥ ¥ *F IO A NaOH (0. 7ml, 0. 7mmol),
TR 1 AN, BRNESYRAKERTMN, AKERE, 83 20 ZERHN

&Y 32 WA
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SCHEG) 28 (+) 3B-(1'-ZBEEE-3 -2%)-RE -4 o - FEKHF -1
WE R (33, C-1' FHIRHEA; C-1 LEIBAY,. W)

AcHN

NH,

#Ab&4 31 (0. 2mmol) 1 Pt0, (0. 1g) 7 Z.B¥ (10ml) FRIE EY T 45psi &
HTEA 16 i, BEEUF, BBEITRE, BELEY 33(59%), AR
ARy .

'H NMR (360mHz, CDCl,): & 8.40-8.45 (bs, 2H), 7.73-7.70 (m, 1 H),
3.62 (s, 3 H), 3.28-2.50 (m, 3 H), 2.10-1.87 (m, 4 H), 1.83 (s, 3 H),
1.44-1.24 (m, 3H), 1.19-1.15 (m, 8H), 0.85-0.84 (m, 3H); IR (NaCl):
3358, 2946, 2834, 1451, 1418, 1029cm™; mS (ES+): 299.0 (100%, M+1).

FTTESHT: WEME  (CgHiN:0:) : C, 64. 39;H, 10. 13:N, 9. 39
HEME  (CeHaN,05 @ 2. 25 CF,CO,H) : C, 44.37; H,5.86; N, 5. 05
SEPAE - C, 44.25: H,6.04: N, 5. 17

EHiF 29 (£) 3B-(1'-ZBEE-3 -Z.8) RE -4 o -REFR&KE-1-R
B (34, C-I' EWRHE A C-1 ERYREY, A 6)

AcHN
coH

NH,
¥4k 44 33 (0. 0089g, 0. 03mmol) 1 1 N NaOH (0. 2m1, 0. 2mmo1) ZE7K (0. 4m1)
hESYSERE 1 AN, RNESYHZETR, AKERE, B346

)34, K 12.1 ZEE/RKEBER.
MS (ES+): 285.1 (100%, M+1).

LB 30 () 3B-(U-ZBEE-3 -28) -2 - RMBE-4 o -HEFK

-45-
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R-1-REFE G5, C-1. C-UHC-2 EMRAGKKHREY, HET)

CO,CH,
NH,

HXRTEY 29, 30 f1 31 NS ERALEY 8 f1 9(1. 74g, 4. 5Smmol)
HITHIE. BN AEAHRY.

RS 31 () 3IB-(1'-ZBiEE-3 -28) RE -4 0 -FEFEK-1-7
MRS (36, C-1'MC-1 LMRWENEEY, HETD

AcHN
CO,CH,

NH,

BRXTHEY I ERMSBRMNLEY 35 #HTHIE.

'H NMR (360mHz, CDC1,): & 0.85-0.84 (m, 3 H), 1.15-1.51 (m, 11 H),
1.83 (s, 3 H), 2.10-1.92 (m, 4 H), 3.01-2.86 (m, 3 H), 3.61 (s, 3 H),
7.4-7.71 (m, 1 H), 8.40-8.45 (bs, 2 H); IR (NaCl) 3358, 2946, 2834,
1451, 1418, 1029 cm™; mS (ES+): 299.0 (100%, M+1).

TEEMN: HEME  (CHN0.) : C, 64.39:H,10. 13;N, 9. 39
HHME  (CeHyN,05 ¢ 3 CF,COHe 2 H0): C,39.05;:H,5.51;N,4. 41
SCPAE - C,38.7T9:H,5.13;N, 4. 34

SEHE 32 () 3B-(I'-ZBEE-3-Z28) RE 4 o ~FERRHR-1-8
(37, C-1Mc-V LRREW, RET '

CoH

NH,
-46-
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mEFIEY 34 Bk, &4 36(0.010g, 0.034mmol) KRN E| 9.8

RERLEY 37 KB H.
MS (ES+): 285.1 (100%, M+1).

SEHid) 33 (£) 2-{3B-('-ZBEE)-2 -RBE 4o - T HAERER
H-1-FEHREE) -1, 3--mE(38, C-1' LR #E A; C-2 LMBEY, W

2 8)
Min &
0
NHBoc

F-718CHBILKE=ZFEY (0. 28g, 0.73mmol) # THF (10ml) BE B P
#n NaHMDS (1M THF ##, 0.73ml, 0.73mmol). #i#: 10 45, ERNEE
WFEE 0C, HWH 20 44, AHE-18C. AREEDIPMAUED
8(0. 097g, 0. 24mmol) f¥] THF (6m1) ¥ ¥, ¥ R IR &Y HE 1 /AT . K (10ml) ,
SB.KERZBER(4X10n1) . &3 A VX, KR, TH& MgS0,),
% Celite Ty, HEMETIKRYE, B3 0.16g Bi-¥. A\ PLC B4 (5
B, 50-75% ZBZE/0%), B3 0.093g(91%) &4 38, Xh—AEKE,
5 /5 175-177°C,

' NMR (360mHz, CDCl;):80.95-1.0 (m, 3H), 1.45 (s, 9H), 1.97-2.27
(m, 10 H), 2.56-2.72 (m, 1H), 2.82-2.86 (m, 5H), 3.82-3.88 (m, 1 H),
4.45 (m, 1 H), 4.71 (m, 1 H), 5.33-5.44 (m, 1 H), 5.58-5.75 (m, 1 H)
6.54-6.61 (m, 1 H); IR (KBr): 3342, 2970, 2935, 1683, 1646, 1537,
1367, 1296, 1170 cm™; mS (ES+): 427.5 (100%, M+1).

TEESH: HEME  (CyHuN,0,S,) : C, 59.12; H, 8.03; N, 6.57
SERIAE ¢ C, 59.21; H, 8.04; N, 6.51

SEHig] 34 () 3B-(U-ZBEE) -2 -REE-4c -RTREREEE
- 1- R PR (39, C-1' LRIRIGE AR C-2 LRREY), MRS

-47-
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mEFESY 30 Frik, L&Y 38(4.0g, 9.4mmol) RIR B E] 2.7g(78
%) 4L&4 39, AR .

SR 35 () 3B-(1-ZEBEE) RE-4a -RT HERERFEIF K-
1-$ MBS (40, C-1' LRIRMAE AR C-1 LHIBEY, W 8)

COLH,

NHBoc

T4 &4 33 Bk, &4 39(0. 145g, 0. 39mmol) 9 R L8 £ 0. 14g (97
%) &4 40, AT HRY .

E

S 36 () 3B-(U-ZBiEE) RE-4a - HEFUEE-1-RETFEH
(41, C-1' LB AR C-1 EMREY, WE8)

AcHN
CO,CH,

NH,

#4k-4H 40 (0. 08g, 0.22mmol) FI TFA(0. 5ml, 6.5mmol) 7E — & H$x (8ml)
FEASYERME 16 K. RNBESWESKRE, B30 112s4EW 41.

L 37 (+) 3B-(U -ZBEEE) RE-4 o -HEIFRE-1-RE (42,
c-1" 1Btk A #1 c-1 LHIBEAY, W2 8)

.48-
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NH,

MEFEY 34 Bk, L& 41(0.1120) IR B H) 31.9 BERLE

¥ 42 M.
MS (ES+): 257.4 (100%, M+1).

S HEfl 38
(+) FR-3-FH-1-HREFA (43, FHE9), M
(+) HR-3-H-1-BBRZAEE (44, KPE9)

%OzCHa %Ozcsz

#% Depres %, J. Org. Chem. 1984, 49, 928-931 M, MIR-1, 4-
TE--THEAR_B_FHRHIEXE4EY. IBMEIRET L, B3
43 5, 44.

SRl 39 ()3-T 4,5, 6, 6a-VU4E,-3aH-3F [ — 46 3 (d] BAEM-5-3
FERS (45, R 9, MREMRAEMIKER B R), R (X£)3-TH-4,5,6, 6a-
P& -3aH-3F R — 4% 3 [d] RWEM-5-R B Pl (45, IR 9, BREF FrGMmREF

HEAHRA)
COMe
é Q N‘{ Qoo,' Me

~o0 fo)

MEIFRPE 3-FRE-1-REFAE 43(10.21g, 80.9mmol) F1 5 #LEL 7 BY
(17.5ml, 161mmol) 1T (50m1) I PN 1-FEZE %% (10. 8ml, 87. 8mmol)
0 Et,N(20 #) T % (3onl) PR EY, HE 1 A, BEESWHEMAER
1 ABt. BEEE, B Et,0 ¥tik. AFEBH, REFIBEMRY, ARE
i R (R, 0-50% Z2MZBaRKE). MBS YHRSEE

-49.
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r—ie, R, BILEY 46(8. 1g, 45%), AHEHRY.

'Y NMR (CDCly): & ppm 0.83 (t, J=17.2 Hz, 3 H), 1.24-1.38 (m,
2H), 1.39-1.58 (m, 2H), 1.85-2.20 (m, 4H), 2.22-2.39 (m, 2H), 2.62-2.73
(m, 1H), 3.54-3.67 (m, 1H), 3.63 (s, 3H), 4.95-5.03 (m, 1 H); mS (ES+):
225.9 (M + 1).

j—ﬁﬁﬁ}ﬁ: 'H-g{g (C12H19N03): C’ 63. 97: Hs 8. 52; Ny 6. 21
SERIE - C, 63.77; H, 8.46; N, 6.25

H—-H5iE, B34S 45(2.0g, 11%), AHRAHRY.

'H NMR (CDC1l,): ® ppm 0.90 (t, J = 15.0 Hz, 3 H), 1.27-1.40 (m,
2H), 1.41-1.63 (m, 2H), 1.92-2.05 (m, 1 H), 2.13-2.45 (m, 5H), 2. 78-2.86
(m, 1H), 3.48-3.58 (m, 1H), 3.62 (s, '3H), 4.91-5.03 (m, 1 H); mS (ES+):
225.8 M + 1),

FTESH: HEME  (CpH,NO): C, 63.97; H, 8.52; N, 6.21
SEHIE . C, 63.80; H, 8.54; N, 6.16

SLHB 40 (£)3-(1-ZF T E)-4,5,6,62- P4 & -3aH-3F [} 45 3 [d] 7 P& ME-5-
REFE(47, W29, BREMRAEMMIEE A RN)

R

0

HEFIEY 46 EIE T, B 1-E-2-Z8T 5% (20. 3g, 0. 156mol)
F4L& 4 43 (20g, 0. 158mol) HEATHI%, B 3%, A—HEMRY.

' NMR (CDCly): & ppm 0.8 (m, 6 H), 1.5 (m, 4 H), 1.9 (m, 2 H),
2.0 (m, 1H, 2.1 (m, 1H, 2.2 (m, 1 H, 2.5 (m, 1 H), 3.6 (s, 3 H),
3.7 (m, 1 H), 4.8 (m, 1 H); mS (ES+): 240 (100%, M+l).

j—ﬁiﬁﬁ: 'H'ﬁ{E (C13H21N03) . C, 65. 28; Hr 8. 783 Nv 5- 85
-50-
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S - C, 65.26; H, 8.78; N, 5.92

SEREE 41 (£)3-(1 -FHETH)-4,5, 6, 6a- & -3aH-F X, 4% ¥ [d] »
MR -5 RS Ry (48, WiF2 9, R RrEMkER H 4 k)

_-\\_’éi?ujg::7\cogu.

¢]

HETFESY 46 MBI E, B 1-RE-2-7E R4 (73. 06g, 460mmol)
L&Y 43(63g, 515mmol) HATHIE, BE 45%, H—HEHRY.

'H NMR (CDCl,): & ppm 0.90 (t, J = 7.3 Hz, 6 H), 1.24-1.37 (m,
4H), 1.42-1.55 (m, 3H), 1.63 (m, 1H), 1.98 (m, 2H), 2.06 (m, 1 H),
2.39 (m, 2H), 2.79 (m, 1H), 3.61 (t, J=8.4Hz, 1H), 3.69 (s, 3 H),
5.01 (dd, J = 8.5 1 5.3 Hz, 1 H); mS (ES+): 225.8 (M + 1),

FTESY: HEE  (CsHNO,) C, 67.39; H, 9.42; N, 5.24
SLWME C, 67.25; H, 9.36; N, 5.17

SEHEf] 42 (£)3- GRTEPE) -4, 5,6, 6a-[1H~-3aH-3F [ — & I [d] Rk
M-5-3R 7 B (49, KB 9, EEEF BBk ERE N R)

i%;z;::>\u%a

o

WETFHEY 46 MBIEHE, A 1-HE-2-FOEZ4 (3. 3g, 2lmmol)
L&Y 44(2. 68g, 19. lmmol) HATHI%, BE 1%, A—HEHMRY.

I{ NMR (CDCly): & ppm 0.97 (m, 2 H), 1.22 (m, 6 H), 1.63 (m, 6 H),
2.01 (m, 4 H), 2.23 (dd, J =8.9 ¥ 15 Hz, 1 H), 2.33 (dd, J=6.2 H
14Hz, 1H), 2.74 (m, 1 H), 3.62 (t, J=8.6Hz, 1 H), 413 (m, 2 H),
5.03 (dd, J = 5.5 F1 8.6 Hz); mS (ES+): 280.4 (M+l).

TEESN: WEAE  (CiHysNOp) : C, 68.79; H, 9.02; N, 5.01
-51.
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SE P - C, 68.81; H, 8.96; N, 5.06

SR 43 (£)3-(1 -2 ERE)-4,5,6, 6a-PE-3aH-F LM H [d] 7
REM-5-3R R Z. 88 (50, C-1" ERIRHEMIEEY, WE 9, BREMRIEMRIE

B ARF)

8]

BETFESY 46 HBIEFE, A 1-HE-2-ZE 24 (6. 752, 36mmol) A
&Y 44 (4. 6g, 33mmol) FHITHI%, BF 34%, A —KEHRY.

SEHiH 44 (£)3-(U-FHEZ%E)-4,5,6, 6a- MM -3al-FHF R - [d] R
BEM-5-R 8 Z 88 (51, WE 9, BEMRMEMMIRE R KR)

o

BEFEY 46 HI& T, B 1-HE-2-FERERKR (6. 2g, 60mmol)H
&4 44(0. 7g, 50mmol) HiTHI%E, BE41.5%, I —REMRY.

SR 45 (+)3-3FC -4, 5,6, 6a-P§ & -3al-3F [ = 4 3 [d] R REME-5-
W ZE (G2, W9, FEMRIEMBIEEHRR)

Q(O\o,g.

0

HBETIESY 46 WEIEFE, B 1-HE-2-FHERR (2. 86g, 20mmol)
&4 44(2. 8¢, 20mmol) BHTHI%&, 8% 39.6%, IH—HEBHRY.

LB 46 (£)t-3-(1' -ZBEERE)+-4-BREFRAR-r-1-REFE
(53, C-1' b R#fk A, HTE9)

-52.
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m4L&4 46(3.0g, 13.3mmol) A THF (10ml) ¥ + A Z B8 B (25ml,
27Tmmol) ML 4R (3g) . WIBEWT 35 psi TAM 16 if. £ Celite
AR, BERZRE. HEYRREEAHEIERMA (R, 40%-100% 28
ZE/B). BARRSREE—EHKRSE. REETPE 0D, WA
$r(10mg) , 4/t A ACOH PRIRNEBEY, KEWRE. XK (20ml) j5,
FIZMZBERREY (2X20n]) . &HENE, TH MeS0,), HERSE. B
AR A R A (R, 50-80% ZBZFR/CiR) . B TR WEE
—RIFRA, BB 53, BE0%, H—EAHRY.

'H NMR (CDC1;): & ppm 0.90 (t, J = 6.5 Hz, 3 H), 1.32 (m, 6 H),
1.90 (m, 4 H), 2.05 (s, 3 H), 2.09 (m, 1 H), 3.19 (m, 1 H), 3.67 (s,
3H), 3.81 (m, 1 H), 4.07 (s, 1 H), 4.52 (s, 1 H, ), 5.38 (d, J=8.7
Hz, 1 H); IR (NaCl) 3285, 2952, 1733, 1626, 1549, 1436, 1202 cm !;
mS (ES+) : 272.3 (100% , M+l1).

TTEMMT: tEBME  (CHNO: C: 61.97; H:9.29; N; 5.16
WEME  (CHsNO,. 0.25H,0): C; 60.96; H; 9.31; N; 5.08
SEAE - C: 60.79; H;9.01; N; 5.13

EHEH 47 (£)t-3-(U-ZBMEERE) t-4-BREXR N -r-1-RR P B
(64, C-1" L#I R #I{& B, HMFE9)

AcHN.
HO
., Me

FL&4 46(3.5g, 15.6mmol) K THF (150ml) ¥ ¥ P 0 A Z BR BF (29ml,
3immol) M 4L (0.8g) . HBEWT 50 psi THM 24 MEF. £ Celite ¥E
AR, EBRETRE. AEWE T Z8ZE (50nl), AR NH,OH 5, i
7K (25ml) . HEEHE, KEFE—FPHZBZEBER(2X20m) . EFEILE,
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F%E MgS0,) . TR, HEBETKRE. RENZBTES R, BILEY
54, B 24%, H—EARBEIK. |

'H NMR (CDCl;): ® ppm 0.89 (t, J = 6.5 Hz, 3 H), 1.35 (m, 5 H),
1.97 (m, 6 H), 2.00 (s, 3 H), 2.73 (s, 1 H), 3.10 (m, 1 H), 3.67 (s,
3H), 413 (m, 1 H), 4.28 (d, J=2.6 Hz, 1 H), 5.28 (d, J =9.2 Hz,
1H); IR (KBr) 3537, 3286, 2951, 1700, 1640, 1559, 1219 cm™'; mS (ES+) :
272.4 (100% , M+1).

TE: EHE  (C,H,NO): C, 61.97; H, 9.29; N, 5.16
SCHIE C, 61.78; H, 9.09; N, 5.08

EHEE 48 () t-3-(U'-ZBEE2-Z28) TEt+-4-BEFRRE-r-1-8
BEFRER (55, C-1' LI RM{E A, HE9)

AcHN

HO
CO,Me

m4k&4 47(0.5g, 2mmol)#E CH,CN:H,0(15: 1, 50ml)B-&4+HIHHE P
A Mo(C0)¢(0.2g, .8mmol)F! NaBH,(91mg, 2.4mmol). ¥ RMEEESWEIMR 3
M, RHIZER, BRET. AFBEEYFEMAZBLEE (50nl) . 8
AT (3. 78ml, 40mmol), ¥ RMEAMEHEME 16 M. RAEKRRNEEYE
RET, REAREEAMERA (BR, 0-100%XZRZE/Cf) . BE®
RoWEE—#, KRE, BEEWS5, BFE20%, A—BHEEK.

I NMR (DMSO-d6): & ppm 0.8 (t, J=7.2Hz, 3H), 0.9 (t, J=7Hz,
3H, 1.0 (m, 1 H) 1.2 (my, 2H), 1.4 (m, 2H), 1.6 (m, 1 H), 1.7 (m,
2H), 1.8 (m, 2H), 1.88 (s, 3H), 3.0 (m, 1 H), 3.6 (s, 3H), 3.9 (m,
2 H, 4.5 (s, 1 H), 7.5 (d, J =9.5 Hz, 1 H); mS(ES+): 244.13 (M+1).

LHEE 49 (£)t-3-((1I'-ZBEE -2 -28) TE) t-4+-BEX K -r-1-
WR AL (56, C-1" LRIRWE B, HE9)
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AXTHEY 54 AERFE, AEEY 47(15g, 62. Tumol) #IE, A—
TEmRY, BE6L%.

'H NMR (DMSO-d6): & ppm 0.8 (m, 6 H), 1.0 (m, 2H), 1.3 (m, 2 H),
1.4 (m, 1H), 1.7 (m, 1H), 1.8 (s, 3H), 1.9 (m, 3H), 2.0 (m, 1 H),
3.0 (m, 1H), 3.6 (s, 3H), 4.0 (m, 1H), 4.1 (dd, J=1.4 M 10.4 Hz,
1H), 45, 1H J=43Hz), 7.3 (d, J=10.2 Hz, 1 H); mS (ES+):
286.3 (100%m+1) .

TR HHEM  (CHyNO, 0.75 H,0): C: 60.31; H:9.54; N: 4.69
SCAME - C: 60.24; H:9.51; N: 4.59

LR 50 (£)t-3- (I'-ZBEE-2' -&) RE-t-4+-BEHFRH-r-1-
RERPER (57, C-1' ERRWE B, WE 9

AcHN
HO
COMe

F4b&4 48(14g, 52mmol) ¥ T MeOH/H,0/AcOH (12/15/15ml)} LR AR &
A Pro,(1.4g), HBEYT 50 psi TA4 16 PE. WEEMLF, 3
WRE, BIEREMTEY. HHAHZYHET _EF5 250ml), MAZKE
(55ml, 520mmol), ¥ RNMEAYEH/MEH 45 4. MEEEYTMARE
KE pH 8. A BANE, Ak, TH ETR4%. RUMNZB/Chis
miTd, BEMLEW 5T, BE64%, A—ABHEF.

IH NMR(CDC1ly): & ppm 0.9 (m, 6 H), 1.06 (m, 1 H), 1.14 (m, 1 H),
1.32 (m, 4 H), 1.44 (m, 2 H), 1.52 (m, 1 H), 1.96 (m, 5 H), 2.00 (s,
3H), 2.59 (d, J=3.1HZ, 1H), 3.10 (m, 1H), 3.67 (s, 3H), 4.21 (m,
1 H), 427 (m1 H), 5.29 (d, J =10 Hz, 1 H); IR (KBr) : 3493, 3277,
2955, 2930, 2870, 1734, 1713, 1642, 1560, 1442, 1372, 1216 cm™'; mS (ES+) :

-55-



10

15

20

314.5 (20%, M+l).

TTEMT: HEME  (CHNO) : C: 65.14; H:9.97; N: 4.47
LHME - C: 65.19; H:10.04; N: 4.50

SHEB 51 (£)t-3- (I'-ZBER-2-HCE) ZE-t-4-BEA U1
1-HRE RS (58, C-1' LY RWE B, MIE9)

AcHN

HO
X

H¥Fieet 54 RN TE, ALE 49(0.5g, 1. 79mmol) HlB, A—

HEmRY, 8% 68.5%.
H NMR (CDCl,): d ppm 0.82-0.99 (m, 2 H), 1.10-1.23 (m, 4 H), 1.25

(t, 3H), 1.28-1.42 (m, 4 H), 1.58-1.70 (m, 4 H), 1.97-2.05 (m, 3 H),
2.00 (s, 3 H), 2.80 (d, 1H), 3.06 (m, 1 H), 4.12 (m, 3 H), 4.26 (m,
2 H, 518 (d, 1 H); mS(ES+): 326.5 (M+1).

TESW: WHEME  (CgH,NO,. 0.25H0): C, 65.52; H, 9.62; N, 4.25
SEW1E C, 65.48; H, 9.63; N, 4.27.

SRR 52 (£)t-3- (I'-ZBER-2 -28)CE-t-4-BEHFRkxE-r-1-
W PR (59, C-1' LEIR#MEB, C-2'-LHEEY, HiE 9

AcHN
HO
COEt

FXF&Y 54 BRI E, Mib&% 50(1. 0g, 3.55mmol) #l#R, A—
weRY, B 34%,

LTH 53 (£)t-3- (I'-ZBEE -2 -FR)FE-t-4-BEXRR-r-1-
$M 7.0 (60, C-1" LEIRWEB, HE9)
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BAATHEY 54 AT, WNEE4 51(0. 98¢, 4. lmmol) KB, A—
ARy, 9% 15.5%.
MS (ES+): 272.1 (M+1),

SEHER| 54 (+)t-3- (U'-ZBEE-U-FOHE) FE-t-4-BENR LT
- Z (61, C-1" R R#M&E B, RE9)

AcHN
HO

CO,El

BAXTFHat 54 AEMEE, ALe&4 52(1g, 3. 7Tumol) Fl1®, k—iH

Ry, BE17%.
MS (ES+): 312.0 (M+1).

EHEF] 55 (£)t-3- ('-ZBMEE-RE) -t-4-BEFRFE-r-1-RK
(62, C-1' LRIR#ME A, HFE9)

AcHN

HO .
H

GBS % 53(0.1g, 0.37mmol)7ZE THF (2ml) 1 Z, B (2m1) I8 & 40 i
A 1 N NaOH(0.93ml, 0.93mmol)Fi/K (2ml). ¥REYWHE 30 8. REH
#, BAWERSE, AZBIEGuD) ER. HKERLEH 4), HZRZER
FE (2X5ml). AFNBEREYFEIMENERY, TH MgS0,). L
&, BIEBRSE, SR/CiR—EWE, B3aY 62(84%), A—HEH
&,

IH NMR (DMSO-d6): & ppm 0.85 (t, J = 5.0 Hz, 3 H), 1.26 (m, 6 H),
1.74 (m, 5 H), 1.86 (s, 3 H), 2.92 (m, 1 H), 3.54 (m, 1 H)}, 3.90 (s,
1H), 4.60 (s, 1H), 7.87 (d, J=8.6Hz, 1H), 11.96 (s, 1H); IR (KBr):
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3259, 3112, 1727, 1607, 1200 cm ~'; mS (ES+) 258.4 (100%, M+1).

i%ﬁﬁ: "F[-ﬁﬁ (C13H23NO4): Cr 60- 68: Hr 9.01; Ny 5. 44
SEFIAE - C, 60.63;: H, 9.00; N, 5.45

SR 56 (£)t-3- (' -ZBRE-RE) t4-BEREKE-r-1-R]
(63, C-1' LRI RMENEESY, WE9

AcHN
HO
CO,H

M4k&4 46(3.0g, 13.3mmol)ZE THF(100ml) F B EY h NN LB &
(25m1, 270mmol) BT FI4E (3g) . HRA YT 35 psi FTEM 16 Bf. & Celite
WEEAN, BRESHKRE. HrPRREEaEREg (RE, 40-100%
EtOAc/T8t) . EFHAERWS, W4,

f L E B2 R8s (0. 15g) DA THF (2ml) . EtOH(2m1)# 1 N NaOH(2ml,
ommol) . HRMBESYWEEMEE 30 24, EEZHWRE, REFHNEMN. KEH
ZHMZ Bk, B IN HCl B{LZE pH 4. B KEREILHBHN, ZRIEER
@xsml). AFMNBETEIMENERY, TH MeS0). TEE, BHR
SR, REBSZB/CR01: 1)—EHE, #EKEY6s A—-BEEE.

'H NMR (DMSO-d6): d 0.83 (m, 3 H), 1.3 (m, 5H), 1.9 (m, 6 H),
2.9 (m, 1H), 3.35 (s, 3H), 3.5 (m, 0.4H), 3.85 (m, 0.6 H), 3.95 (s,
0.4H), 4.05 (s, 0.6H), 4.6 (s, 0.6H), 4.7 (s, 0.4H), 7.44 (d, J=9.5
Hz, 0.6 H), 8.0 (d, J=9.5Hz, 0.4 H), 12.0 (s, 1 H); IR (KBr) 3303,
2951, 2934, 1726, 1688, 1650, 1550, 1202 cm~'; mS (ES+): 258. 4 (100%,

M+1) .

iﬁiﬁﬁ ﬁ'gﬁ (C13H23N04)2 C, 60.68; H, 9.01; N, b.44
SEHE : C, 60.67; H, 8.96; N, 5.42

SHEE] 57 (+£)t-3- (I -ZBEE-RE) -t-4-BEF R -r-1-RE
-58-
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(64, C-1" LRI Rtk B, HE9)

AcHN

Ho
O,H

RXT&Y 62 REMFIEFTE, ALEY 54(0.15¢, 0.48mmol) |75,
AREEEE, BE61%.

IH NMR (DMSO-d6): & ppm 0.83 (t, J =6.5 Hz, 3 H), 1.26 (m, 5 H),
1.47 (m, 2 H), 1.61 (m, 1 H), 1.71 (m, 1 H), 1.79 (s, 3 H), 1.91 (m,
1H), 2.02 (m, 1H), 2.56 (m, 1 H), 3.37 (m, 1 H), 3.68 (m, 1H), 3.80
(dd, J = 13.0 1 6.6 Hz, 1 H), 7.44 (d, J =9.5 Hz, 1 H), 11.8 (brs,
1H); IR (NaCl) 3303, 2957, 2934, 1708, 1628, 1556, 1376 f! 1221 cm™;
mS (ES+): 258.3 (100%, M+1).

TTESW: WHEE  (CsHyNO) : C, 60.68; H, 9.01; N, 5.44
HEM  (CHuNO,. 0.33H,0): €, 59.30; H,-9.06; N, 5.32
SEPME : C, 59.08; H, 8.85; N, 5.13

SCHEW 58 () t-3- ('-ZBEE-2 -Z28)TE +-4-BEFNKE-r-1-
B (65, C-1' LRI RME A, WE9)

AcHN
HO
OH

¥ 1644 55 (8. 4mg, 0. 03mmo1) . 1 N 4L 4k (0. 1m1, 0. Immol) FIJK (0. 2m1)
FRSYERMRE 2 AR, B L NERFRREY, AKHRE, #3204 %
MS (ES+): 272.2 (M+1).

SEHEB] 59 (£)t-3- (' -ZBHEE-2’ -Z8) TE —t-4-BEFUR-r-1-
¥®E (66, C-1" LAY RHEB, RED
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AcHN
HO
OH

BAXTi&4 65 RSB ETE, MLE&Y 56 (5. 3mg, 0.0177mmol) %
18, K 44.2 EEIRER.
MS (ES+): 272.2 (M+1).

SEREH 60 (£)t-3- (I'-ZBERE-2 -HE)RE -t-4-BEHFRix-r-1-
R& (67, C-1' LM RHEB, RE9

AcHN
HO

COH

m{L&Y 57(0.15g, 0.48mmol) f9 THF (2ml1) F1 G B (2ml) W# FMMA 1 N
NaOH(1.9ml, 1.9mmol) /K (1ml). ZE#EHH 1 I/, A 6 N HC1 BEEY
BiLE pH 3. E&EEG, EETHE B3LEW 67, h—aGaHEE, BF 96
% o

'H NMR (DMSO-d6): & ppm 0.80 (t, J=7.0Hz, 3 H), 0.88 (t, J=7.0
Hz, 3 H), 0.99 (m, 2 H), 1.11 (m, 1 H), 1.22 (m, 2 H), 1.41 (m, 3 H),
1.52 (m, 1 H), 1.66 (m, 1 H), 1.78 (s, 3 H), 1.83 (m, 3 H), 1.92 (m,
1H, 2.86 (m, 1 H), 3.95 (d, J=2.8Hz, 1 H), 4.07 (dt, J = 10.8 H
1.4 Hz, 1 H), 4.42 (d, J=4.2Hz, 1 H), 7.24 (d, J = 10.3 Hz, 1 H),
11.92 (s, 1 H); IR (KBr) 3369, 2962, 2934, 1695, 1596, 1548, 1217 cm
1, mS(ES+): 300.4 (100%, M+1).

ﬁiﬁﬁ: .H-ﬁﬁ (C16H29N04): Cs 64. 19; H’ 9. 76; N: 4. 68
SR ME - C, 64.04; H, 9.73, N; 4.68

SHE 61 (£)t-3- (I'-ZEBEE-2-FOE) o8 -t-4-BEF -
r-1-3% (68, C-1" L R#EB, HE9)
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COMH

RAXTHAEY 65 ABHHETE, WLEY 58(6. Sng, 0.02mmol) 7R,

A 50 HEEIREH.
MS (ES+): 320.4 (M+Na).

SEHEF 62 (£)t-3- (I -ZHEE-2' -2%) % -4+ BEF R -1-1-
BB (69, C-1" LMRHA BN C-2 EMREY, WE9)

ng
HO
. CoM

R &4 65 FREMSI% 7k, MALAY 59 (10mg, 0.0306mmol) H17,

A 16 REFEIRIEH
MS (ES+): 300.5 (M+1).

SEHER] 63 (£)t-3- (I'-ZBEE-2 -FH)FE t-4-BEFLHE-r-1-
R#E(70, C-1' LM RH4B, HE9

AcHN
HO
O,H

HA*xFihay 65 MENSIETE, AEE4 60(10mg, 0.032mmol) HI1&,

K 80 RE/REH.
MS (ES+): 266.0 (M+Na),

TG 64 (£)t-3- (' -ZMEE-2 -HOR)FE -t4-FBEIFLhx-
r—1-388 (71, C-1" FHIRH4&B, HRE9)
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BF*TaY 65 EHEMEI&TE, MbEY 61(10mg, 0.032mmol) H7F,
80 REEE/REH .
MS (ES+): 305.9 (M+Na).

SEHEF 65 (£)t-3- (U -ZBEERE) t-4-FEBEER LR -r-1-
BMEEEE (72, C-1' LHRMIEA, HE9)

AcHN
MsO
0,Mc

¥ P B (0.3ml, 3.87mol) f1 Et,N(0.75ml, 5.38mmol) i E| k& 4
53(0. 59g, 2.17mmol) 0 DMAP(30mg, 0. 24mmol) ZETF = Z %t (10ml) = F ¥4
E ACHRBRAYY. ZHEERALHE, AKBEXEN, A-HIRERN(2
X50ml) . SIFEHERY, FHK¥EE, TR MS0,). d@E, BBERZK
4, B3hEY 72(83%), A—HRY.

SHf 66 (£)t-3- (I'-ZBEERE) -t-4+-FRBEERESRLLE-r-1-
BB PR (73, C-1' LM RWEB, BB 9

AcHN
MsO
0,Me

AxTHEY 72 AREMSIETE AEE%Y 54(2.13g, 7.85mmol) |78,
BERUY%. BENZB/CRTYESR, BEATLEY, Hh—BEE%E.

!4 NMR (CDCl,): & ppm 0.91 (m, 3 H), 1.20-1.45 (m, 4 H), 1.53-1.80
(m, 2 H), 1.98 (s, 3 H), 2.01-2.21 (m, 4 H), 2.48-2.51 (m, 1 H), 3.02
(s, 3H), 3.04-3.10 (m, 1H), 3.65 (s, 3H), 4.00-4.15 (m, 1 H), 5.15-5.25
(m, 2 H): mS (ES+): 350.4 (M+1),

FTLESH: HEE  (CisHyuNOES) : C, 51.56; H, 7.79; N, 4.01
SEHIME - C, 51.44; H, 7.75; N, 4.25
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SCHEB] 67 (£)t-3- (I'-ZBtEE-2 -o8)TH +—4+-PFHEBEEERK
B-r-1-HRB PR (74, C-1' L R#&EB, HRE9)

AcHN
MsO
Me

FXFeY 72 BRNEIEHE, Wta4 56 (5. 18g, 18. 2mmol) HIE,
AREmRY, B 20%,

SERE 68 (£)t-3- (I'-ZBEE-2-FNE) R -t-4-FREBREESR
f-r-1- M RS (75, C-1' LR R#E& B, W 9)

AcHN

MsO
CO,Me

BXTFayw 72 AROHEFE, AMELEY 57(.92g, 6. 13mmol) #148,
BHEB81%.

LB 69 (£)t-3- (U -ZBEAERE) -c-4-BREFRH-1-1-HR
Flg (76, C-1" LR RHMIE A, RTE 9)

AcHN

CO,Me
3

L&Y 72(0.6g, 1. 72mmol) ZEF DMF (6ml) P KB & WP A BEALH
(0.47g, 7.2mmol), 80°CHIH 3 B, FK (5ml) HRRMN, ZMZERAE (2
X10ml) . & H B, K¥e(@X5ml), T MgS0,) . TS5, MBIk, 7
FEARY, ERERRESE LS, B8 B/ P 2 4 (|5 (80): HEE
(18): SE 4k () MBAWERERT, 83 0.45g(88%) L&MW 76, A

—H&E &,
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EHF 70 (£)t-3- (U'-ZBEERE) 4+ BREFRIKR-r-1-RE

AcHN

COMe
Na
FHinik&4 16 MEMTE, ML&% 73(2.4g, 6.87mmol) #1718, 83 85
% o
'H NMR (CDC1;): & ppm 0.90 (m, 3 H), 1.20-1.40 (m, 5 H), 1.58-1.69
(m, 2H), 1.95-2.13 (m, 3H), 2.01 (s, 3H), 2.29-2.39 (m, 1H), 2.75-2. 80
(m, 1 H), 3.50-3.61 (m, 1 H), 3.65 (s, 3 H), 4.05-4.10 (m, 1 H), 5.20
(d, 1 H, J= 6 Hz); mS (ES+): 297.4 (M+1); IR (KBr): 3200, 3085,

2091, 1737, 1645 cm'.

J—ﬁiﬁﬁ: .H'g{g (C14H24N403) : Cy 56. 74; H’ 8. 16: Ns 18. 90
SEHIE - C, 56.83; H, 8.14; N, 18.81

SERE 71 (E)t-3-[(1-ZBEE-2 -28) THE]-c-4-BREEFR K-
r-1-3 M FAAs (78, C-1' LHIRH4E B, HiE9)

AcHN
CO,Me

N,

A&t 76 BT, WEEW 74(1g, 2. Tamol) 178, BER 74%.

SERE 72 (£)t-3- (U -ZBEE-2 -HE) RE -c-4-BEREX W11~
REERE (79, C-1 LRk B, ME9)

AcHN

COMe
3
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HAinit&y 16 REESFE, ALAY 75(0.56g, 1.44mmol) HIE, /R
76% .

'H NMR (CDC1l,): & ppm 0.9 (m, 6 H), 1.04 (m, 1 H), 1.17 (m, 2 H),
1.37 (m, 7 H), 1.69 (m, 1 H), 2.01 (s, 3 H), 2.02 (m, 1 H), 2.08 {(m,
1H), 2.37 (m, 1 H), 2.84 (m, 1 H), 3.52 (dd, J =15 fl 7.5 HZ, 1 H),
3.69 (s, 3H), 4.07 (m, 1H), 5.17(d, J=10Hz, 1H); IR (KBr): 3280,
2959, 2872, 2104, 1725, 1645, 1560, 1438, 1372 cm™; mS (ES+): 339.5

(100%, M+1).

FTESH: THEME  (CH,N,0,) : C, 60.33; H, 8.93; N, 16.55
SEPI1E - C, 60.60; H, 8.85; N, 16.31

SEHEF 73 (£)t-3-(U-ZBEERE)-c4-BER L HR-r-1-RRFEB
(80, C-1' LRk A, W29

AcHN

O, Me
NH, M

M4 Y 76(0.45g, 1.5mmol) 7E B (10ml) F B EB F M A
Pt0,(50mg) , F 50 psi TEM 12 M. IEERAEA, FIFMEMRE:, EBIKRYSE
EF. ARy (R, BRI, REHEN80): FEA08):
AENE QBREMER), BRLEY 18(27%).

MS (ES+): 257.4 (M+1).

SLHEF 74 (£)t-3-(1 -ZBEERE) c-4-BERRFE-r-1- R B P
(81, C-1" LW F#E& B, WFE9)

AcHN
O,Me

NH,
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Rinik&4 80 BEEMFE, MLEY 77(95g, 0.32mmol) HIB, |E 65

%, NERERE .
'H NMR (DMSO-d6): & ppm 0.85 (t, 3 H), 1.10-1.45 (m, 5 H), 1.71-

1. 90 (Ill, 5 H) ) 1- 91 (5, 3 H) [) 2. 00—2. 09 (m’ 1 H) ] 2. 15-2. 28 (m; 1 H) )
2.75-2.85 (m, 1 H), 2.92-3.05 (m, 1 H), 3.65 (s, 3 H), 3.90-4.01 (m,
1 H, 7.95-8.15 (m, 3 H); mS (ES+): 271.4 (M+1); IR (KBr): 3400,

3240, 1733, 1645 cml.

TEASW: HEHE  (CHN,05eHCI) : C, 54.80; H, 8.87; N, 9.11
SCHIME - C, 54.77; H, 8.80; N, 8.72

SEHEE 75 (£)t-3-[(1' -ZBEEH-2 -Z8) TE]c4-BEER IR -r-1-
REEE 82, C-I' LRk B, HE9)

AcHN
O,Me'

NH,

Hinit&Y 80 RBEKAE, W& 78(0.5g, 1. 6mmol) #il#8, 783 35

%, A—HBHEE.

IH NMR (DMSO-d6): & ppm 0.75 (t, 3 H, J=7.2 Hz), 0.8 (t, 3 H, J=
7.2 Hz), 1.2 (m, 2 H), 1.3 (m, 1 H), 1.4 (m, 2H, 1.8 (m, 3 H), 1.9
(s» 3H), 2.2 (m, 2H), 2.9 (m, 2H), 3.6 (m, 3H), 3.8 (m, 1 H), 80

(m, 3 H)o

EHEF 76 (+)t-3- (U-ZBAE-2 -HE)RE -c4-EERRIR-r-1-
HRESEAY (83, C-1' L F#& B, HE I

NH, O,Me

Finfk&y 80 RSN, MLEY 79(0.7g, 2. lmmol) 7], HE 90
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'H NMR (DMSO-d6): & ppm 0.85 (m, 6 H), 1.26 (m, 8 H), 1.4 (m, 1H),
1.77 (m, 2 H), 1.84 (m, 1 H), 1.88 (s, 3 H), 2.20 (m, 2 H), 2.83 (m,
1H), 2.92 (m, 1 H), 3.61 (s, 3H), 3.83 (t, J=8.5Hz, 1 H), 7.92 (d,
J=9Hz, 1H), 7.98 (s, 2H); IR (KBr): 3321, 2958, 2933, 2872, 1725,
1641, 1614, 1368, 1166 cm™'; mS (ES+): 313.4 (100%, M+1).

FTTESET:  HEM  (C.H,N,0, HCL): C, 58.52; H, 9.53; N, 8.03
HEMHE  (CH,N0,. HC1.0. 75H,0): C, 56.50; H, 9.34; N, 7.75
SEPIE C, 56.33; H, 9.24; N, 7.48

SEWIME :

SZHE 77T (£)t-3- (U -ZBERRE) c-4+-FEHFI-r-1-R K (84,
C-I" LRk A, WE9

AcHN

COH
NH,

¥4ib&4Y 80(4.6mg, 0.0017mmol). 1 N ZE4L8 (0. Iml, 0. 1lmmol)FI/K
O.20) MIREHZEEMSE 2 i, B 1 N EBPRREY, AKERE, 3
FrEL&4, 4 10.6 BEREHR.

MS (ES+): 257.0 (M+1).

SHH 78 (£)t-3- (' -ZHEERE) - BEFNi-r-1-R 8K (85,
C-1" LHyR#& B, HE9)

AcHN
NH, OOH
Binikat 84 REEM A, MEEY 81(10.9mg, 0.036mmol) #IR, A

35.4 ERE/REW .
-67-
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MS (ES+): 257.3 (M+1).

LHEH 79 () t-3-[(U ~-ZBEE-2-Z8)TE]-c4-BERXRRR-r-1-
®WE(GB6, C-1' LR RWEB, WE9I

AcHN

NH, o

Binikay 84 AEEHTE, A& 4 82(10mg, 0.036mmol) FI78, H 35.9

EEREW.
MS (ES+): 271.4 (M+1).

SEHE 80 (F)t-3-(U-ZMEE-2 -WE)RE-c—4-BEHFREE-r-1-
WE (87, C-1' LKy RH& B, WE 9

AcHN

COH
NH, L

Hinik44 84 REERIF &, Wk&% 83(10. 5mg, 0. 03mmol) #1784, A 13. 4

BEEIREH.
MS (ES+): 299.4 (M+1).

SR 81 (+)c-3-(I'-ZBEERE) -c-4-BREFRR-r-1-RRFTE
(88, C-1’ EHR#4E B, W 10)

AcHN COMe

HO

Hini &9 54 AT E, WLEY 45(2.0g, 8. 9mmol) H79, 3 88

-68-



10

15

20

.
.....

%o WEYINLBTESE.

EHEH 82 (£)c-3-(U'-ZBEERE) -c-4+-BEF Nix-r-1-R K (89,
C-1" E# R4k B, M 10)

AcHN
¢ O,H
HO

m{t&4 88(174mg, 0.64mmol) ZE THF/MeOH(4ml, 1:1) hEE& Y m
A 1 N NaOH(1.6ml, 1.6mmol), ¥REWHH 30 8. BREEM, REAK
(10ml) e sk, FZBMZEZE( 2X10ml) . ¥KEBI pH 4), AZBZ
FEZEEL (2X 10ml) . &3 MNBULEBBHEVERBE, T5H MeS0). TEEH
BHRE. RES5ZM/Ci—EWE, BEAEY 89, A—OaH#E, BX
69% . |

'H NMR (DMSO-d6): & ppm 0.85 (t, 3 H), 1.13-1.28 (m, 5 H), 1.51-
1.87 (m, 5 H), 1.75 (s, 3 H), 1.98-2.07 (m, 1 H), 2.52-2.68 (m, 1H),
3.75-3.84 (m, 1H), 3.89 (br s, 1 H), 4.39 (brs, 1 H), 7.41 (s, 1 H),
11.90 (s, 1 H); mS (ES+): 258.0 (M+1); IR (KBr): 3500-2850, 3529,
3318, 1700, 1601, 1565 cm™'.

J—ﬁiﬁtﬁ: 1‘f+ﬁﬁ (C13H23NO4) . C: 60. 68; H, 9. 01: N, 5. 44
L HE : C, 60.57; H, 8.95; N, 5.40

LR 83 (£)ce-3-(1' -Z B EERE) c-4-FHBEEFR LK -r-1-&
B EEs (90, C-1' L R#{& B, HiE 10)

AcHN 0,Me

MsO

Bkt 72 AEERI S, MiL&4 88(1. 4g, 5. 16mmol) IR, 8% 20

% o
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'H NMR (CDCly): & 0.90 (t, 3 H, J=6.5Hz), 1.21-1.48 (m, 5 H),
1.61-1.75 (m, 1 H), 1.92-2.30 (m, 7 H), 2.50 (dd, 1 H, J=4.0 1 1.1
Hz), 2.81-2.95 (m, 1 H), 3.09 (s, 3 H), 3.68 (s, 3 H), 4.02-4.15 (m,
1H), 5.10 (s, 1 H), 5.45 (d, 8.7 Hz, 1 H); IR (KBr) 3327, 1725, 1648

cml; mS (ES+) : 350.0 (M+1).

TR  HEE  (C5Hy;NOS) : C, 51.56; H, 7.79; N, 4.01
S C, 51.82; H, 7.84; N, 4.02

SEREF 84 (H)c-3-(U-ZBHEERE)t—4-BEER UK -r-1-REH
fis (91, C-1' LRk B, WE 10)

AcHN one

Ny

Binik&4 76 ARG E, MLEY 9000. 712g, 2. 04mmol) #1748, B
68% . ‘

LB 85 (£)c-3-(U'-ZBMBEERE) -t-4-FEF R -r-1-REFE
(92, C-1" L8 R¥116 B, HIE 10)

AcHN one

NH,

Hinit &4 80 RAER A, MHEY 91(50mg, 0.17mmol) HI78, 783 90

%o .
1H NMR (DMSO-dé‘) : 6 ppm 0. 85 (m’ 3 H) ’ 1.3 (m: 6 H) ] 1. 5 (mr 1 H) [
1.8 {m, 4 H), 2.1 (m, 3K, 3.1 (m, 2H), 3.6 (s, 3H), 4.0 (m, 1 H),
7.9 (m, 1H), 8.2 (m, 3 H); IR (KBr): 3249, 2955, 2933, 2871, 2361,

-70-



1732, 1645, 1548, 1437; nS (ES+): 271.0 (100%, M+1).
TEMT:  WEME  (CHeN,0,. HC1. 0. 7TH,0) C, 52.71; H, 8.99; N, 8.78
Sl : C, 53.09; H,8.59; N, 8.20

L 86 (£)c-3-(I'-ZBEELE) t—4-BEF LH-r-1-R# (93,
5 C-1" LHI Rk B, HiFE 10)

AcHN : OzH

NH,

| F A 84 R, MLE 4 92(9. 3ng, 0. 029mmol) 178, % 228. 5
BERERHT I
MS (ES+): 257.0 (M+1).
10
L 87 (£)t-3-(1 -ZBEBERE) 4 [(RTRERERERTE
EBETEE) PH)EERRE-r- - R TEE (04, -1 LHRWE A, HE
11)

AcHN

CO,Me
NH

BocHN
T

15 W4 &4 80(0.1g, 0.38mmol) # F DMF(4ml) P W B E W F WA
Et,N(0. 19ml, 1. 32mmol) . 1, 3-XL (R T A EHKE) 2-FE-2-FAERK (0. 42¢,
0. 12mmol) 1 HgCl,(0.11g, 0.42mmol). KK NEBEMWERMHE 16 Sif. B
LSMAZBZE QM) BE, 2 Celite iT#. EWMAK. ke, T8
(MgS0,) . ITIE, BERETRE. M YR RER 6B ERLA R, 60-70
20 %ZMZE/TH), BILEY %4, AXBHRY, /8 34%.
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MS (ES+): 513.6 (M+l).

L 88 (£)t-4- (1" -ZBEERE) c-4-[(RTAEREIERT R
ERETEE) FEIEEN R -r-1-RRTE (95, C-1I' LRIRM4E B, HiE
11) |

AcHN

CO,Me
NH

BocHN
T

A& 94 MR ITE, WEE4 81(1.3g, 4.81mmol) Hi78, B 64
% . |

'H NMR (CDC1;): 6 0.90 (m, 3 H), 1.4 (m, 6 H), 1.48 (s, 9 H), 1.50
(s, 9H), 1.71-1.85 (m, 1H), 1.88 (s, 3H), 2.15-2.30 (m, 3H), 2.75-2.85
(m, 1 H), 3.70 (s, 3 H), 3.91-4.00 (m, 1 H), 4.42-4.51 (m, 1 H), 7.10
(m, 1 H), 825 (m, 1 H), 11.30 (m, 1 H); IR (KBr) 3323, 1721, 1716,

1612 cm™; mS (ES+): 513.7 (M+1). -

FTEAS:  HEME (CisHuNO,) C, 58.57; H,8.65; N, 10.93
SE 4 . . C,58.30; H,8.57; N,10.93

S 89 (+)t-3-[(1' ~Z B -2 2. 2) T2 ]-c—4-[ (R T S
ST RERETEE) TR MER RS- 1- B M T (96, C-1 FRS
¥4k B, W 11)

AcHN

€O,Me
BocHN,_ _NH

T

Hinie&% 94 RABEROTE, AMLED 82(0.26g, 1mmol)H#AE, B/E 50
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SEHEH] 90 (£)t-3-(1' -ZBtEE-2 -WE) RE -c4- [ (M THRERER
ERTHEERETERE)FRIEEARR-r-1-REFE (97, C-1" EHAEM
£ B, WE 11)

AcHN

CO,Me
Boc HN.__NH

T

Himit&4 94 RBENFE, AL&Y 83(0.58g, 1.87mmol) HI#E, BF

91% .
IH NMR (CDC1,}: O ppm 0.88 (m, 6 H), 0.97 (m, 1 H), 1.10-1.46 (m,

TH), 1.48 (s, 9H), 1.49 (s, 9H), 1.70 (m, 1 H), 1.83 (m, 2 H), 1.97
(s, 3HY, 2.06 (m, 1 H), 2.13 (m1 H), 2.42 (m, 1 H), 2.87 (m, 1 H),
3.70 (s, 3H), 3.95 (m, 1 H), 4.43 (m, 1 H), 5.66 (d, J =9.9 Hz, 1 H),
8.56 (d, J =8.6 Hz, 1 H), 11.44 (s, 1 H); IR (KBr): 3323, 2958,
2932, 2872, 1724, 1641, 1614, 1418, 1368, 1166, 1126, 1056 cm™'; mS (ES+):

555.8 (100%, M+1).

FTTEN:  WEME  (CueHsN0;) : C, 60.63; H,9.09; N, 10.10
LPIME - C, 60.69; H,9.01; N,10.10

LR 91 (£)t-3- (U-ZHBEERE) -4 [(EETFER)FEIZE
FREE-r-1-H PR (98, C-1" L RM4E A, FHE 11)

AcHN

COMe

=
u o
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F46E4) 94 (66mg, 0.13mmol) = F 4% (2ml) FHBEEYPMA=ZRL
B (0. 1ml, 1.3mmol). KW RNEBEWEBHHE 16 Iif. RERRHEBEYE
RET, BEMHEY 98(63%), ARBHEREE.

MS (ES+): 313.0 (100% M+1).

suEN: THEE (C,5H,eN,0,. CF,COOH) : C, 47.88; H, 6.85; N, 13.14
HEE (C,sHN0,. CF,CO0H. 0. 75H,0):  C, 46.41; H, 6.99: N, 12.74
TR C, 46.44; H, 6.88; N, 12.67

LHEF 92 (£)t-3-(1' -ZBtEERE)-c-4-[(RELXEE) PFE]FERN
RiE-r-1-RE HEE (99, C-1' LA RH& B, #IE 11)

AcHN

CO,Me

N

NH
NH
FHtnik& 98 BRI AL, MLE4 95(0.3g, 0.59mmol) #I8, 5% 89

%
'H NMR (DMSO-d6): & ppm 0.80 (m, 3H), 1.2 (m, 6 H), 1.5 (m, 1 H),

1.8 (m, 6 H), 2.2 (m, 1 H), 2.7 (m, 1 H), 3.5 (m, 1 H), 3.6 (s, 3 H),
3.8 (m, 1 H), 7.0 (br s, 3 H), 7.8 (m, 2 H); IR (KBr) 3365, 3182,
2958, 2873, 1675, 1655, 1552 cm™’; mS(ES+): 313 (100%, M+1).

TTESHT: WHEAE (CysHpgN Oy 1. 15 CF,CO,H) : C, 46.84; H, 6.63; N, 12.62
SLFIE: C, 47.19; H, 6.83; N, 12.33

SHEF 93 (£)t-3-[(1 -ZBMEE-2 -Z8) TE]c4-[(EETHE)
AR EREFRE-r-1- R FEE (100, C-1" LW R#A&B, RE 1D
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AcHN

CO,Me

HN.__NH

T

Hiib &9 98 KA E, Abé& 96(0.32¢, 0.55mmol) #Hl78, A B
EREtEE, BE85%.

'H NMR (DMSO-d6): & ppm 0.80 (m, 6 H), 1.3 (m, 5 H), 1.6 (m, 1 H), 1.8 (m, 2
H), 1.9 (s, 3 H), 2.2 (m, 2 H), 2.7 (m, 1 H), 3.4 (m, 1 H), 3.6 (m, 3 H), 3.8 (m, 1 H), 7.0 (br
s, 4 H), 7.8 (m, 2 H); MS (ES+): 327.5 (100%, M+1).

RN HHEME  (C,H,N,0, 0.75CF,COH): C,47.40;H,6.43; N, 11.34
P : C, 48.13; H, 6.94; N, 11.58

LR 94 (£)t-3-(1 -ZBEEE-2 -WE)RE -c4- [ (RTEEHRER
ERTEERETER) PRIEERRR-r-1-RE (101, C-1" ERRM4E B,
W 11

AcHN
O,H
BocHN H

NBoc

f4L44 97(0.3g, 0.54mmol)7F THF (5ml) 1 MeOH(5ml) # HIIB-& 41N
A 1 N NaOH(2.2ml, 2.2mmol), ¥ RNMEBAMEEBHE 1 Mo, ETRER
% THF F1 MeOH, KEFIKEEMM, BEFBEG, AK. Sk EE
FiE, BILESY 101, h—aBEE BFR8T%.

'H NMR (DMSO-d6): & ppm 0.80 (m, 6 H), 0.95 (m, 2 H), 1.06 (m, 2 H), 1.28 (m,

5 H), 1.37 (s,9 H), 1.46 (s,9 H), 1.58 (m, 1 H), 1.70 (m, 1 H), 1.78 (s, 3 H), 1.93 (m, 1 H),

2.16 (m 2 H), 2.70 (m, 1 H), 3.81 (m, 1 H), 4.19 (m, 1 H), 7.35 (d, ] =9.9 Hz, 1 H), 8.42 (d,

J=8.7Hz, 1 H), 11.48 (s, 1 H), 12.19 (s, 1 H); IR (KBr): 3317, 2958, 2933, 2872, 1724,
.75-
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1641, 1614, 1418, 1368, 1156, 1127, 1056 cm™'; MS (ES+): 541.7 (100%, M+1).

FENH:  HEE (C,hHLN,O,): C, 59.97; H, 8.95; N, 10.36
SR : C, 59.54; H, 8.81; N, 10.29

SEHER 95 (£)t-3-(1-ZBEEBRE) 4 [(ERETER)FEIZEHR
RE-r-1-8%8 (102, C-1' LR RME A, WE 1)

AcHN

OH
NH

HN
)

¥ik&4 98(4. 2mg, 0.0095mmol) . IN ZEAL# (0. Iml, 0. lmmol) FK
O.2m) KBS EEHRHE 2 S, A IN BRI HEEY, AKERE, B3
&Y 102, KX 9.5 BEE/REHR.

MS (ES+): 299. 2 (M+1).

é‘@ﬁwﬂ 96 (£)t-3-(1'-ZBAEHEKRE) c4-((ERETEE) FE]EEN
Mi-r-1-%8 (103, C-1" LM R#4& B, #iE 11)

AcHN
COH
HzN NH
T
A4t 102 REEMTE, Mb&4 99(13mg, 0. 042mmol) #1178, K 19.5

EERER.
MS (ES+): 299.2(M+1).

SEHE 97 (E)t-3-[(I'-ZBEE -2 -ZE)TE] -4+ [(RELEE)
FEEEFRE-r-1-5%% (104, -1’ FRIRH#& B, KR 1D
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AcHN

COH

Bini&4 102 FREMEE, MLE&4 100(10. 9mg, 0. ozgmmol_)%ﬁﬂ?%,
Jy33. 4 EEEREW .
MS(ES+): 313.4(M+1).

THEG 98 () t-3-(I'-ZBEE-2 -FHER)RE) c4-[(EETER)HF
RIERFRE-r-1- 08 (105, C-1' LR RME B, WE 11D

AcHN

COMH

H,N.__NH

T

Haikan 98 KA E, Mbed 101(0.2g, 0.37mmol) I/, 54
10 B—RHEESILEY 105, hAGBEE, BFE65%.

'"H NMR (DMSO-d6): 5 ppm 0.82 (m, 6 H), 1.22 (m,9 H), 1.62 (m, 2 H), 1.82 (m,
1 H), 1.87 (s, 3 H), 2.11 (m, 2 H), 3.38 (m, 1 H), 3.76 (m, 1 H), 7.43 (br s, 4 H), 7.67 (4, J
=9.7 Hz, 1 H), 8.43 (s, 1 H), 12.5 (s, 1 H); IR (KBr): 3318, 2959, 2933, 2872, 1724,
15 1641, 1615, 1419, 1369, 1156, 1126, 1056 cm™'; MS (ES+): 341.5 (100%, M+1).

TEEMN: WHEME  (C,H,N,0,.0.5CF,COOH): C, 54.39; H,8.24; N,14.10

WHM  (C,,H,N,0,.0.5CF,COOH.0.25H,0: C, 53.78; H,8.27; N,13.94
SEFU4E C, 53.89; H,8.00; N,13.92

LiF 99 (£)c-3-(1'-ZHEERE)t-4- [ HTEERESENTH
EBETRE) PRIEEFR RS -r-1-REFE (106, C-1' L#yR#H% B, ik
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AcHN onC

NH

BocHN
Taoc

A& 94 REERTTE, AEEW 92(0. 4g, 1.48mmol) HB, H—H
Bk, /& 60%.

SR 100 (£)c-3-(U-ZBEERE)t-4-[(RETKE) FH]FE
BUE-r-1-RM T EE (107, C-1" LR B, iR 12)

AcHN Me

NH

Y

NH

Binieet 98 RERNFE, MLE&4 106(0.35g, 0.68mmol) 175, A&
BEE, BFEB0%.

'H NMR (DMSO-d6): & ppm 0.80 (m,3 H), 1.3 (m, 6 H), 1.6 (m, 2 H), 1.8 (s, 3
H), 1.9 (m, 2 H), 2.1 (m, 1 H), 2.9 (m, 1 H), 3.5 (m, 1 H), 3.6 (s, 3 H), 3.9 (m, 2 H), 7.2 (br
s, 3H), 7.8 (m, 2 H); MS (ES+): 313.1 (100%, M+1).

JSLEM: WHEME  (C,H,.N,0,1.15CFCOH): C,46.84;H,6.64; N, 12.62
SERE: C, 46.83; H, 6.74; N, 12.4

SEHEF 101 (£)c-3-(U -ZBEERE)-t-4-[(RELEE) FEIEE
B pE-r-1-% 8 (108, C-1" LRIR#& B, W 12)
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AcHN OzH

NH

HN
X

Hintk &% 102 MM EFZE, AEE% 107(11mg, 0.0248mmol) KR, A

24. 8 AR W .
MS (ES+) :299. 5 (M+1).

LG 102 (1S, 4R)-(-)4-EEIFR-2-E-1-FRBRELE (112, HIE
13)
H,N

COH

# (=) - (1R, 4S)-2-F &I H[2. 2. 1] BF-5-4%-3-87 (109, 15g, 137mmol)
F1 IN HC1(375ml) IR AWM ER 1 A, BEESYIRE, BREBEESTE,
B3 112, B 95%, BERTFF—%.

SEHEF 103 (IR, 45)-(+)-4-EWERR-2-F-1-HRBRELER L (113, HE

13)
HN CO,H

ﬁﬁ%ﬂ:é% 112 A, M-S, 4R)-2-BZWFHH[2. 2. 1] -5~
J%5-3-% (110, 4.9g) #175.

SEHER 104 () cis4-BEHR-2-F-1-REBLmik (114, K& 13)
H,N CO,H

BEFAESY 112 8, M) -2-BFEHH[2. 2. 1] B-5-#-3-5
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(111, 3.2g)%I#E.

LR 105 (1S, 4R)-(-) 4-WERXRR-2-B-1-RERP R (115,
HE 13)

HN CO,Me

# (<) - (1R, 4S) -2- 8 Z W F 3 [2. 2. 1] Be-5-45-3-84 (109, 600g, 5. 51mmol)
M OIN BREEREER (2 LYMESYMAERRK 10 ;. REZREZER, MR
RN Z B (800ml), ¥, IEEFTBEE, FHZEB¥E, TH&, B35 956¢(98
%)EY 115, ARBEREEE, BS 106-108C.,

'H NMR (DMSO-d,): 5 1.98 (m, 1 H), 2.52 (m, 1 H), 3.6 (s, 3 H), 3.68 (m, 1 H), 4.15
(m 1 H), 5.88 (d, 1 H), 6.08 (d, 1 H), 8.40 (m, 2 H); MS (ES+): 142.11 (100%, M+1); IR
(KBr): 3004, 1722, 1239, 1217 cm-"
FTESH:  WHEME(CHNO,): C, 47.33; H, 6.81; N, 7.89
SEHIE: C,47.12; H, 7.12; N, 7.85

ScHEf 106 (1S, 4R)-(-) 4-EHEHXRR-2-HF-1-RE IR (116,

M 13)
HN CO,Et

HiEA: BBTFHEY 115 BFE, M) -(IR, 45) 2-F A XWFFIHE[2. 2. 1]
BR-5-#%-3-H (109, 4.9g) MM ZBHEHHE.
FikB: HATHEY 115 WFE, HALEY 112 NERIBEBREIRE.

SEHE 107 (1R, 48)-(+) 4-HEFR-2-H-1-RBZEH®E (117,

Wi 13)
H,N CO,Et

-80-
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HATEY 116 K5 B, MLEH 113(7. 3g) HIHE.

SCHEB] 108 (+)cis 4-BEFRR-2-F-1-RE PR LM (118, 2 13)

HN CO,Me

BEATHEY 115 (58, M(E)-2-B0FH (2. 2. 1] F-5-14-3-8
(111, 11.2g) F1£h KR 5P R W75 .

LG 109 (E)cis ~4-BERR-2-FB-1-RERIEEME (119, RE

13)
H,N CO,Et

g

HEATEY 116 BB, MLEY 114(4. 9g) MM Z RS .

sl 110 (1S, 4R)-(-) 4-RTHEEREFERL-2-K-1-REFE

(120, % 13)
BocHN CO,Me

miLE&Y 115(950g, 5.35mol) FIBKER — 40T B8 (1226g, 5.62mol) £ — &
A (12 PREBEESYF, FOCMA=ZZEE, Bt 2.5 0, BRNEBEEY
B 1. AKE@X8 LAEACXs DRERNEBEY, TEEIE,
Fi MgSO, 1. )5, WEBKRSE, FWTHAERREMNSRTEHR, =KE
21 1196g (92%) L &4 120,

'H NMR (CDCL,): & 1.44 (5,9 H), 1.85 (m, 1 H), 2.51 (m 1 H), 3.47 (m, 1 H), 3.71 (s, 3
H), 4.78 (m, 1 H), 4.88 (br s, 1 H), 5.86 (m, 2 H); MS (ES+): 242.25 (80%, M+1).

TESH:  WHHEAE(C,H,NO): C, 59.73; H, 7.94; N, 5.80
SLWI{E: C, 59.57; H, 7.86; N, 5.79
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EHF 111 (1S, 4R)-(-) -4-RTEBREREAL-2-H-1-RRLE
(121, ¥#E 13) |

BocHN CO,Et

BRATHEYW 120 B, M 116(17. 5) #1148,

SEHEB] 112 (IR, 45)-(+) —4-RTEEBRERERR-2-H-1-RE LR
(122, #IE 13) :

BocHN CO,Et

ALY 120 HHE, M 117(8. 4g) 8178 .

SEREF 113 (F)cis-4-RTHREBRERERL-2-H-1-R 8L FEE (123,

HE 13)
BocHN CO,Me

HHETAEY 120 A, M 118(17. 8g) #l#E.

SEHF 114 () cis—4-FTHREREREFR-2-H-1-RER LR (124,
B 13)

BocHN CO,Et

RATEY 120 M, M 119(20. 8g) #I18.

SEHEM 115 (3aR, 4R, 65, 6aS)-(+) - T HEREEE-I-(I'-Z2ER
3)-4, 5, 6, 6a- T4 -3aH-3F L5 3 [d] #PEM-6-R B F Eg (125, & 13)
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HiE A BIEY 120(949g, 3.93mol) MR W BB (1.5 L, 13.8mol)
EEQLFNBEEYMARR. MEBEYPMAN 2-ZF-1-THET §
(918g, 5.92mol, 'H NMR 4i[¥ 85%) f1=Z & (55ml, 0.40mol)ZEZ (2 L) FHY
BEW, B 5 . BRERNESYTEATHER 24 ot B, EXE
th, BEBERE, RETMAZEC L) . SRAYBELH, BREAE,
W E TR, B3 1.991keg TR,

¥ EHBBNEHET THFG.0 AZE(7.5 L) . REREHTPMAR
FALH (454g, F 5 L WKkKF), HESYERMRE 3 /. REHBREDE
TG, RBHTAKQA0 LYF, HZHERECX2 L), FXHNE. KBERHZ
BES, AZMZEERCXT L). AFENXBE, T& MS0), FHLE
WaE, BF 1.75 kg HE.

¥ EREMEFHEE09.5 L)d, MAKRER (162n]), BEYERHEH
16 At. AEEABTPRNEEY, AEHRZEN, B3 1.422 kg HEE. Hik
HEMETZBRZEG L), AKG LMK (G L)k, T4k MeS0) . idE
G, BIEWIRYS, REELIHKRERS, HEk/ZBRZEE(95/5 & 85/5) R
SWEREBREN, ¥EENRINBEE—RBREHFI 984g(70.5%) hEY
125, /R 66C.

TTES: WHEME  (C,H,N0,): C,61.00;H,8.53;N, 7.90
SEHIE C, 61.13; H, 8.45; N, 7.84

'"H NMR (CDCL): & ppm 0.87- 0.95 (m, 6H), 1.44 (s,9H), 1.58-1.78 (m, 4H), 2.0-
2.15 (m, 2H), 2.51 (b s, 1H), 3.21 (d, J=8.1 Hz, 1H), 3.58 (d, J=8.8 Hz, 1H), 3.76 (s, 3H),
4.23 (bs, 1H), 5.21 (d, 1H, J=8.8 Hz), 5.59 (b s, 1H); MS (ES+): 355.64 (M+1).

H¥EB: WA A PHRRAENAESETHRRENLEY 120 5 1-HE-2-
ZETHREANREREBRNRN. RMFER (24 HAEEIR) G, EREE, HiE
WY, RESERERAPR, AZBLZE: SRESYEIKRA.

-83-



-
.....

HiE C: ¥WEY 120(1.08 kg, 4.46mol) F 2-ZETRFEHE (N 2-2
ETERIEM -EREBKTRKFE, 614g, 4.1nol) 7E THF(8 L) FHESYM
#MER. ARSI IMAZSZEE (340ml, 2.4mol)#E THF FHIEEY, FH
1.5 /MBI B — AN B E AT (5508, 3. Tmol) , R /G IIA = Z % (340ml, 2. 4mol)

5 7E THF(340ml) FHEEY, FHEt 1 i, XHEHBMERERIK. 30 74
NEMA=ZZEE (100ml, 0.7mol) . ¥ RNMBEVEMMAER 16 HE. Bk
MBAWAH, BEREEEE. BHRIKRSE, REATE A T B v/
) €8 T vk B 50 MR Rk 4cb B n LA R 4K

10 3% i ) 116 (3aR, 4R, 65, 6aS) - (+) 4-WTHERERE-3-(I'-WET
E) -'4; 5: 6: Ga_mg.“BaH-ﬂ:m:ﬂ#[d] ﬁ%%_ﬁ_ﬁ@$ﬁg(126, ?ﬁﬁ 13)

BocHN COMe

ERATHEY 125 AEMFECTE AL, M 1200071g) #148.

15 SEHEB] 117 (3aR, 4R, 6S,6aS)-(+) 4- N TEEREEE-I-(I'-ZER
¥)-4,5, 6, 6a-J1 2 -3aH-3F [ 43 [d] ReEm-6-RB L8 (127, #iFE 13)

BocHN CO,Et

BERTFEY 1256 R K (G5ik B) A 121 (5. 64g) #1718

20 THEH 118 (3aR, 4R, 65, 6aS)-(+) - T HEREEE-I-(I'-FET
)-4, 5, 6, 6a-JUE-3aH-FF R 45 3 [d] FEmE-6-FRBE Z B8 (128, WFE 13)
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HEATHEY 125 REER T (GrikB), M 121(16. 1g) #1148,

SEHER 119 (3aS, 4S, 6R, 6aR)-(-) 4—&Tﬁ§ﬁ§ﬁ§—3—(1’—zﬁ
5 [RH)-4,5,6,6a-ME-3aH-3F % 15 3 (d] oEnk-6-RER Z B8 (129, W& 13)

BocHN CO,Et

TS 125 RBEMAEE (FiEB), M 122(5. 1g) HI18.

SEHE 120 () 4- T ERERERERE-3-(1I'-ZEKFHE)-4,5,6,6a-1
10 2-3aH-¥F[R 4% 3F (0] RAEME-6-FR MR FF B (NHBoc FIEREE MR, HERFME
MR R R, 130, HiE 13)

BocHN CO.,Me

~ O
N/’

HHETEY 125 RN TE(FEB), M 123(4.8g) HIE.

15 SR 121 () &-HTHEEREEE-3-(U'-WET #)-4,5,6, 6a-1
2 -3aH-FF [ — 4% 3 (d] RrEme-6- 32 B Bk (NHBoc MIEREH A M, (HS5HMRE
MOKER R R, 131, WRE 13)
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BocHN CO,Me

RATHEY 125 M E(FEB), M 123(4. 0g) #l#8.

SEMEF 122 () 4-FHTHEERERE-3-(2°-ZFT H)-4,5,6, 6a-
5 H-3aH-F R M3 (d] FARM-6-3R B8 B s (NHBoc FIBSEHE WK, E5RME
MERKER B R 2, 132, TR 13)

BocHN CO,Me

\N Pre

HRETHEY 125 AN FE (5B, M 123(1. 18¢) HE.

10 SLHis 123 () &-RTEEREEE-3-ETE4,5,6, 6a-HA-3al-
FR 3 [d] AEm-6-3R K8 B S (NHBoc FIEREE HMI,, B 5 BREMEMER
BER, 133, HE 13)

BocHN CO,Me

~ O
N/

HATE&Y 125 AT E (FEB), M 123(1. 28) #18.
15
EHRF 124 (1) -RTHEERERE-3-(U'-ZERFHE)-4,5,6, 621
B -3aH-FF R I (d] REEM-6-RE Z T (NHBoc MBEE XA, B5HME
MEKER R R R, 134, WA 13)
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BocHN CO,Et

~ O
N/

A TALSY 125 AAERTE (FEEB), M 124(4. 8g) %18,

SEHER 125 () 4-BTHEEREERE-3-(U-BFXETH)-4,5,6 6a-1
5 S -3aH-IF R IE I [d] RrEM-6-REE 2R (C-1" EMEAY, NHBoc MEEEE

MR, B5RrEMBkERg KRR, 135, #iE 13)
BocHN CO,Et

\N P

HRATEY 125 AHERIETEDR ., M 124(3. 5g) #178.

10 THEG 126 () 4-HTHEEHREEE-I-(U-FELE)-4,5,6,6a-1
A -3aH-FF R — 85 3 [d] BREM-6-3R 8 Z s (NHBoc FMEER H A, B5RME
MR ER X R 2, 136, R 13)

BocHN CO,Et

~ O
N/

AT &Y 125 RFER i (Grik B), M 124(2. 9¢) #I18.
15
SEHEfl 127 (1S,2S,3R, 4R, 1'S) (=) 3-(1'-ZBtEE-2 -28) T - 4-
BTEERERE2-BEARE-1-RMRPE (137, #E 14

BocHN CO,Me
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miL&4 125(80g, 0.226mol) SHEE(1.6 L) B EW R MARER
(18. 8ml, 0.226mol) M Adam’s f#E{LFI (Pt0,, 8.0g), HEEWT 100 psi &
SEDTIEREHTIERE 4 At ERELAT, HEBRKRYE, B3 82.7g(93
%) (1S, 25, 3R, 4R, I'S) (=) 3-(UV-|E-2'-ZF) TH- 4T HEHRKE
HE2-BEARKE-1-RRTN, EEATIBRL.

¥ BT B 2 B £k (66. 2g, 0. 168mol) B F & B & (600ml) P, F
ZEFTMAZ=Z (23, 4ml, 0. 168mol) 1 ZBRAEF (17. 5ml, 0.184mol), #H# 2
ANEt. REESYWHK (600m]) ¥%k. KEBH & Fi (200m]) BW. &3
HHE, Ak (300ml) FIhsK (300ml) Yok, £ MgSO, FHE. /G, #HIEWBK
g, RESERERYg, ACK/ZBLE(1: DEIERA. BE&EHNRS
B E—, WY, 183 45¢(67%) L&Y 137,

TLESMT: HEME  (C,H,NO): C, 59.98; H,9.06; N, 6.99
S A - C, 59.89; H, 8.91; N, 6.94

'H NMR (CDCL): & ppm 0.77- 0.87 (m, 6H), 1.19- 1.44 (m, 15H), 1.66-1.72 (m, 1H),
1.96-2.00 (m, 1H), 2.08 (s, 3H), 2.45-2.53 (m, 1H), 2.80-2.84 (m, 1H), 3.70 (s, 3H), 3.99-
4.04 (m, 1H), 4.11-4.15 (m, 1H), 4.23 (d, J=5.2 Hz, 1H), 4.78 (d, J=9.3 Hz, 1H), 7.55 (4,
J=10.0 Hz, 1H); MS (ES+): 401.75 (M+1).

Bl 128 (1S, 2S, 3R, 4R, 1’S) () 3- (I -Z.BESE -2 - &) RE- 4-
PTEEREEE 2-BENRRFE-1-REBHR (138, HiE 14

BocHN COo,Me

HEATAEY 137 AR, M 126(77¢) B8 .

s 129 (1S, 25, 3R, 4R, 1’S) () 3-(1 -ZBHER-2 -2 8%) TH- 4-
BTEEREER -BEFRRE-1-RRZE (139, RE 140
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BHETEY 137 AR FE, M 127(5g) HlE.

SEMEF 130 (1S,2S,3R, 4R, 1'S) (=) 3-(1' -ZBe&EE-2' -F &) E- 4-
5 BTEERBEE-2-BENRNH-1-REBPR (140, i 14

BocHN CO,Et

AT EY 137 RN, M 128(158) #l18.

SEHER 131 (IR, 2R, 3S, 4S, I'R) (+) 3-(I'-ZBEE -2 -28)TE
10 - 4-HTHEREEE - 2-BREF K- 1-RIBZEE (141, #E 14)

BocHN CO,Et

HRATEY 137 ABEMTE, M 129(5. 9g) HE.

SEHF 132 (£)t-3-(I-ZBEE-2'-ZF) T E-c-4+- BT EEERER

15 EH-t1-2-BEFRE-r-1-REFE (142, C-1' LHRHBE A, RE 14)
BocHN COMe

OH
NHAc

2 E TALa Y 137 PR, M 130(2. 6g) EI4E.
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SERif] 133 (E2)t-3-(U'-ZBEE-2-P8) RE -c4-HTHEREE
H-t-2-BERRE-r-1-REBEEE (143, C-1' LR RME A, WE 14)

BocHN CO,Me

NHAc
5 HATHEY 137 AT E, M 131(6. 28) #E.

WHH 134 (£)t-3-(I'-ZEBEE-3Y-ZH) RE -c-4-HTEHERESE
E-t-2-ZBEEF Rix-r-1-REFE (144, C-1" LRRME A, WE 14

BocHN CO,Me

OAc
NHAc

10 BT ZEBEHASRZRE Q.5 HB)N=2K Q.5 1R, ERATHR
&9 137 AR TR, M 132(2. 4g) HIR.

SR 135 (£)t-3-(I'-ZBEELETE) c4-BTEEREEHE-t-2-
ZEBEER R -r-1-BREHE (145, C-1" LRIRE A, WE 14)

BocHN COMe

OAc

15 HAc

BRTZBUNASEZEBE Q.5 YB)N=2 Q.5 J8) 4, HATHK
A4 137 AR A, M 133(0. 45¢) #178.

SEHER 136 () t-3-(1'-ZEBEE -2 -Z8) TH -c4-HTERERESR
20 E-t-2-RBEFRFE-r-1-RE L8 (146, C-1" LR RWGE A, RE 14)

.00-



BocHN CO,Et

OH
NHAc

BREBTHEY 137 @M, M 134(2.68) HIE.

S 137 (£) t-3-(U-ZBMEE-2 -FE) TE-c4-HTEERER
5 H-t-2-BEARE-r-1-BMZE 047, C-1' LREHE A, C-2° EHREY,
Wiz 14)

BocHN CO,Et

OH
HAc

AT 137 RN, M 135(1. 3g) #1178,

10 SEHE) 138 () t-3-(1 -ZBtEE -2 -FR)ARE-c-4-RTEHEREH
H-+-2-BENRE-r-1-RB 2 (148, C-1' L REME A, WE 14)

BocHN CO,Et

OH
NHAc

BAETHAEY 137 BRI AE, M 136(1. 39g) Hl#& .

15 SCHEB 139 (1S, 2S,3R,4R, 1’S) (=) 3-(1 -ZBEEE-2' -2.8) T &~ 4-
ER-2-BEFRE-1-RE PO (149, RE 14)

HN CO,Me

OH
NHAc

FiL&4 137(150g, 0.375mol) 5 Z.&F (800ml) KBS HFMA 1 N HCI
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L4 - - » L4
" o

CEE (1170ml, 1.17mol), ERBH 24 MK, REEFMA 2 I R
G, BEEE, HoBEK, KZTHR, 85 1260 b9 149, ZREDE

BHETT—%.

5 S 140 (1S, 2S,3R, 4R, 1°S) (<) 3-(U'-ZBREE-2’ -N&H) KE-4-
HE-2-BERER-1-BREF RS (150, RE 14)

HN  COMe

HHATHEY 149 EHR R, M 138(10. 4g) #1158

10 SHES] 141 (1S,2S,3R, 4R, 1'S) () 3-(I'-ZBeEE-2' -2%) T HE4-
EE - 2-BREXRRE-1-BRBIE=RZ8E (151, KE 14)

HN  COgt

NHAc

mAiLEY 139(1.3g, 3. 14mmol) ZE — & F 4% (20ml) KR A P A =5
Z®4.0ml), ZEMH 6 D, KB, STERERIRR 2 K, SLBHE

15 R2K. BEEAZSTRHR, #4151, HERATT .

SCHER) 142 (1R, 2R, 35, 4S, 'RV (+) 3-(I'-ZBEE-2'-Z28) T
-4-EE-2-BEFRRR-1-REBEZE =R LB (152, HiE 14)

H, CO,Et
o
NHAc

20 BATHEY 151 RIFEMTE, M 141(0. 6g) H118.
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SEHEG) 143 (&) t-3-(1-ZBERE-2'-ZH) TE-c4-AE-t-2-8F
FRE-r-1-RMPRE=SA I (153, C-1' LMRAE A, KE 14)

H,N COMe

OH
NHAc

5 B TS 151 AHEMHFE, M 142(0. 8g) HlE.

SHEH 144 () t-3-(1' -ZBEE-2 -HE) RE -c1-E-t-2-BE

Hf-r-1-REFER=-RZB®E (154, C-1' EMRRBE A, HE 14)
H,N CO,Me

OH
NHAc

10 HATEY 151 FAERTE, A 143(0. 39) fHl#8.

LB 145 () t-3-(U-ZBEE-3 -ZB)RE -c4-HE-t-2-4
BrE BT Ri-r-1-RBBPRE=R I8 (155, C-1" LRk A, HE 14)

H,N CO,Me

OAc
NHAc

15 HATEY 151 AERFE, M 144(0.47¢) #1718,

SR 146 () t-3-(U-ZBEEETH) c-4-"E-t-2-ZBEEHN
RE-r-1-BRMPE=H I8 (156, C-1' LMRHME A, HE 14
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NHAc

HATHEY 151 RBEMAFE, M 145(0. 27g) #1158,

SEREF 147 () t-3-(I'-ZBEE-2' -Z8) T H-c4-TE-t-2-B%
5 HERE-r-1-BEIEB=RI8E (157, C-1' LHRMEE A, RE 14

CO,Et

HN
| ﬁH
NHAC

ST AW 151 FRNSE, M 146 (0. 8g) Hi48.

SEHEBI 148 (+) t-3- (U -Z B2 -H %) TH-c-4-HE-t2-1B%
10 FRE-r-1-BEZESEZEI (158, -1 LB #HH&E A, C-2 LHEBREY,
g 14)

CO,Et

H,N
ﬂﬂ
NHAc

BHATHEY 151 AARTE, M 147(0. 74g) #1488

15 SEHER 149 () t-3-(U-ZBiEE-2 -FE)RE -c4-HE-t-2-BE
FRs-r-1-BRZB=F.28BE (159, C-1' LHRME A, HE 14

H,N CO,Et
N

: > Z OH
HAC
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KHATEY 151 R TR, M 148(1. 0g) #1115,

ScHEfl 150 (1S,2S,3R, 4R, 1’S) (<) 3-(U'-Z.BiEE-2'-2%) TE- 4-
BE-2-PBPEFR&E-1-RE (160, HE 14)

HZN. -.COZH

#4444 151 (14mg, 0.0327mmol) ZE 1 N NaOH(0. 1ml) 17K (0. 2ml) # &9
REMBEME 2 Nf. A 1 NH] FHRNEBEEY, FAKEE, 83 32.7

EERER .
MS (ES+) :287. 4(100%, M+1).

st 151 (IR, 2R, 3S, 4S, I’R)(+) 3-(U'-ZEBEE-2' -28) TH
- -FE-2-FBEF b-1-R 8 (161, #E 14)

H,N COH

NHAc

HAT1&% 160 fFrR AT, MbE&4 152(100mg, 0. 234mmol) &

8, B93.6 EREREWE.
MS (ES+) :287. 4(100%, M+1).

SEREf 152 () t-3-(U-ZBiEE-2-28) THE-c4-FH-1-2-8FE
HR-r-1-5% (162, C-1' FHIRMEk A, iR 14)

H,N CO,H

OH
NHAc

HXFiha 160 FriR RIS E, WA 153(12. 5mg, 0. 030mmol)
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HI7B, H30.0FEREBWE.
MS (ES+) :287. 4 (100%, M+1).

i 1563 () t-3-(U-ZBtEE-2 -HE) RE-c-4-FE-t2-BE
Fs-r-1-$8 (163, C-1' LRk A, WiE 14)

H,N CO,H

NHAc

HXF4Y 160 TR RAE T, A& 154(7. 5mg, 0.017mmol) %l

B/, AT.TREBRER.
MS (ES+) :315. 5(100%, M+1).

SEHEE) 154 () t-3-(U-ZBEE-3 -ZE) RE -c-41-HE-t-2-BE
FRE-r-1-388 (164, C-1' LRIRMAE A, WE 14)

H,N CO,H

OH
NHAc

AXFi&y 160 FriRMI BT E, AibE&% 155(10. 6mg, 0. 0225mmol)

178, H 21.5 BEREBR.
MS (ES+) :301. 4 (100%, M+1) .

THEF 155 () t-3-(U-ZBEEEETE) c4-EE-t-2-BEF L
~r-1-$8 (165, C-1" LRIRME A, WRE 14)

H,N COH

NHAc
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BEFHEY 160 iR RS E, ALEY 156 (5. Omg, 0.011mmol) i)
2, X110 EEREBHR.
MS (ES+) :273. 0 (100%, M+1).

SEHEBE 156 (&) t-3-(1'-ZBiEE-2 -FR) TE-c4+-8E-t-2-BE

FREE-r-1-58 (166, C-1' LHIR#E A, C-2° LMBEY, WE 14
H,N CO,H

OH
NHAc

AXTFiet 160 PR RN E, MLE&4 158(9.5mg, 0.0229mmol)

#1718, 0 9.36 BERBK.
MS (ES+) :273. 5(100%, M+1).

SEHF 157 (£) t-3-(U-ZBEE-2 -FE)RE -4+ BE-t-2-BE
R AE-r-1-308 (167, C-1' FHISHItk A, W 14)

H,N COH

OH
NHAc

X T4 160 BRI ERESE, A& 159(9. 5mg, 0.0237mmol)

#1718, % 12.9 BEREH.
MS (ES+) :259. 4 (100%, M+1).

B 158 (1S,2S,3R,4R,1°S) (=) 3-(1'-ZBiE -2 -Z&) T#- 4-
[(RTEEREEERTEERETEE) FEIRE2-BENFRLKE-1-RR
Z %5 (168, #FE 16)
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BocHN NBoc

BEATHEY 94 AR AR, M 151(0. 65g) #115.

STHB 159 (£) t-3-(1' -ZBEE-2 -Z3) TE-c- 4 [(RTRAES
5 EEERTEESETEE)FEISEt2-BREFRRE -1-1-R ¥ 7 i
(169, C-1’ LK1 R#&k, #E 15)
BocHN NBoc

HN CO,Me

OH
NHAc

HEATHEY 94 RERFE, M 153(0. 6g) FlE.

10 SEREB 160 () t-3-(U-ZBEE-3’ -ZE)RE- 4+ [(RTEHEZE
BESENTEEBRETER) FRIEE-t2-ZBEEFR IR -r-1-REF
Bg (170, C-1' EMIR¥1k A, A2 15)

BocHN NBoc

HN CO,Me

OAc
NHAc

HHThEW 94 ABENTTE, M 155(0. 25) @ .
15
SEHEF 161 (£) t-3-(U-ZBEEETE)-c - ¢-[(RTHRERER
ERTEESETER) PE]EEt2-ZBEEFRE r-1-RRF &
(171, C-1" Efy R+ A, HFE 15)
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BocHN NBoc

HN CO,Me

OAc
NHAc

HRATHEY 94 ARG, M 156(0. 26g) IR .

T 162 (1S,2S,3R, 4R, 1'S) (<) 3-(I'-ZBEE-2' -Z.%) T - 4-
5 [(-RTHEERE-N-FREEE-N-RTEAERETERE PEIEE-2-BE
HRE-1-RE 2R (172, RE 15)

H,C(Boc)N NBoc

HN CO,Et

OH
NHAc

RAxTFi&Y 94 BT RMEAE, M 151(0. 46g) iR . FRARKAA 1,
- (BT EESE)-N-FHE-2-(2, 4-"HEFER)-2-FHAER, KF 1, 3-
10 MR THRERKE)-2-FE-2-FAERKR, BEAFE HeCl,.

SCifp] 163 (1S,2S,3R, 4R, 1'S) (<) 3-(U-ZBeEE-2' -Z28) THE- 4-
[(EBETERE)FEIEE2-BEXRR-1-REZE (173, H#E 15)

HN.___NH
HN CO,Et

S

NHAc

15 AETEY 151 IR BEESE, M 168(0. 1g) HlF.

SEHER] 164 (£) t-3-(1' -ZBtEE-3' -28) TE-c- - [(EELEEHE)
AREIEE-t2-Z2BEEFTRE-r-1-RB PR 074, C-U" EHRAE A, R
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OH
NHAc

RAXTHEY 151 fTRMREFZE, M 169(0. 38g) #l8 .

5 LHEBI 165 (L) t-3-(1'-ZBRAE-3 -ZF) RE-c- + [(HZTEE)
FREIEE—t-2-ZBEERRE-r-1-REFE (175, C-1" LI RHAE A, @
& 15)

HN NH

HN CO,Me

OAc
NHAc

HAXTFEY 151 FIRMREITE, N 17000, 1g) #l13.

10
L) 166 (£) t-3-(U'-ZBEEETHE) - 4-[(HETEE) F£]
HE-t2-ZBEAEFRE-r-1-REFEE 176, C-1' LMRHIE A, RE 15)
H,N NH
HN CO,Me
OAc
NHAc.
X TFiea9 151 FriRfI R &, M 171(0. 08g) I8 .
15 :

sEHEF 167 (1S,2S,3R, 4R, 1'S) (<) 3-(I'-ZBxEE-2' -Z¥) TE- 4-
[(N-FEEETHAR) FREIEE-2-BERRE-1-RELBE (177, #iiiE 15
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HXxTFE 151 FriR RS E, M 172(0. 3g) FIE.

SLHEB 168 (1S,2S,3R, 4R, 1°S) (-) 3-('-ZBEHE -2 -Z8) T%- 4-
5 [(EETEE) FREIGE-2-BREFRR-1-RR (178, HiRE 15)

HzNYNH

HN COH

OH
NHAc

HiEA: AXTHhEW 160 FrRB RIS %, M 173(7. 8mg, 0.0166mmol)
#0118, h 7.2 ZRERIEH.

10 MS (ES+) :329. 5 (M+1).

#¥E By iS4 149(3. 0g, 8.9mmol) #ZE DMF (20ml) B WP A &

ES O M B9 BE (1. 56g, 10, 6mmol) 1 — R A% Z & (3. 9ml, 22. 4mmol), T 60°TC

m# 36 M. FmEhESa M R R (0. 65g) I —RAEZE (Iml), T 60°CHM

15 # 12 B, BEREBA. FEREFMA 1 N NaOH(22ml, 22mmol), EiRH

P 5 BT, HZBMZEBERRNEBASY (3X25n]), HKBEKRYE. BESHH
ik, T, B3 1.22¢(39%) &Y 178.

'H NMR (D,0): 'H NMR (D,0): & ppm 0.90 (m, 3 H), 0.95 (m, 3 H), 1.05 (m, 2 H),
20 1.5 (m, 3 H), 1.8 (m, 1 H), 2.0 (s, 3 H), 2.3 (m, 1 H), 2.55 (m, 1 H), 2.75 (m, 1 H), 3.9 (m,
1 H), 4.4 (m, 2H). -

TCEM: WEE (C, H,N,0,HO0): C, 52.01; H, 8.73; N, 16.17
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SCHIME C, 51.64; H, 8.57; N, 16.14

SR 169 () t-3- (1’ ~ZEBEE-2 -Z.2) T o 4-[ (RETEL)
AR EE-t-2-BEFRE-r-1-RE (179, C-1' EHRME A, RE 15)

H,N._ __NH

HN CO,H

OH
NHAG

H¥*FEat 160 FriRpEHE A (FEEA), M 174(12. 0g, 0.0263mmol)
#1E®, X 26.3BEREBW.
MS (ES+) :329. 5 (M+1).

LHH 170 () t-3-(1' -ZBEE-3’ -Z8) RE-c- ¢-[(RETH
) B ] S -t -2 S B ER U —r— 150 (180, C-1' FRISAGME A, UEEE 15)

H,N.___NH

HN COH

OH
NHAc

BXT4aY 160 FIRMRER T E (5 A), M 174(9. 0g, 0.0176mmol)

HI78, K 17.6 BEERER.
MS (ES+) :343. 5 (M+1).

EHF 171 (£) t-3-(U -ZEBEEETE) o 4+-[(EEEEE) FE]
ME--2-BEFRn-r-1-RE (181, C-1' L R#HE A, WP 15)
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NHAc

F%TIAY 160 FdRMAMREE(FE A, M 176(4 9g, 0.010mmol)
B8, % 10.0 BAERAL.
MS (ES+) :315. 0(M+1).

e 172 (1S,2S,3R, 4R, 1'S) (<) 3-(I'-ZBrEE -2 -Z28) TE- 4-
[((N-FREXETER)FEIEE-2-BEFLE-1-B8 (182, C-1' LB R
15 A, HiLFE 15)

H,CHN._ __NH

BAXAT4E% 160 BrRMRIESE (5 A), M 177(10. 4g, 0. 0203mmol)
HI7B, K 20.3 BEREWR. ‘
MS (ES+) :343. 6 (M+1).

SLHH 173 (1S,25,3R,4R,1'S) () 3-(1'-ZBEE#&-2' -HE) RE- 4-
[(BETEE) PREIEE-2-BEFLIHR-1-RR (183, HiE 15)

HN__NH

HN CO,H

RXTFHEY 178 iR R % (74 B)» M 150(8. 7g) 8.
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SERER 174 (1S,2S,3R, 4R, 1'S) () 3-(I'-ZBEE-2' -28) TH- 4-
NTEREREERE-2-(N-KRE-FIARBRERE) R fk-1-RRFEE (184, #
2 16)

¥iL&Y 137(100g, 0.25mol) f1 1, 1" -BR{CERAE — kM (90g, 0.5mol)
FEFEK THF (1.3 L) IR EY T HERBE T 16 . MEREER, ¥
REETFZMZEQ L), B 0.5 NHCl % GX1 L). ZBZEBEHH MgSo,
T, SEE, HEBRKRE. RENZBZE/CRPELS A, 83 768(59.6
%)EY 184, HERIKRSE, REELHRERE, HZRIE/CHEIBELR
fl, X&B3 14g(11%) LA 184.

'H NMR (CDCL): § 0.75 (m, 3 H), 0.9. (m, 3 H), 1.15 (m, 3 H), 1.4 (m,9 H), 1.9 (m, 2
H), 2.0 (s, 3 H), 2.5 (m, 2 H), 3.1 (m, 1 H), 3.75 (s, 3 H), 4.25 (m, 1 H), 4.5 (m, 1 H), 5.0
(m, 1 H) 6.0 (m, 1 H), 6.4 (m, 1 H), 7.05 (s, 1 H), 7.7 (s, 1 H), 8.4 (s, 1 H)

ESr: WEME  (C, H,N,0S): C, 56.45; H, 7.50; N, 10.97
S5 300 4 : C, 56.40; H, 7.50; N, 10.98

SEREFl 175 (1S,2S,3R, 4R, 1°S) () 3-(I'-Z.BRrE &-2' -H&) RE- 4-
AT EERERE-2- (- E-HARERR) R RR-1-REFEE (185,
2 16)

HETHEY 184 IR B, M 138(17. 1g) 45
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 SKHEBI 176 (15,25,3R, 4R, 1'S) (-) 3-(1'-Z BB E-2' -Z. %) TH- 4-

BT RERERE-2- (- BT AR E) R RA-1-5 % 2 K8 (186, ¥
2 16)

BocHN CO,Et

N
(7

T
NHAc
HATHEY 184 RIS, M 139(2. 8g) 41,

SEHEB) 177 (1S,2S,3R, 4R, 1°S) (<) 3-(U-ZBem&-2 -FE) RE- 4-
BT RERERE-2- (- - E) R - 1- B M F 8 (187, ¥
10 #2 16)

BocHN CO,Et

WEAT LAY 184 (FRFE, M 140 (3. 43g) 5178

SEREF 178 (&) t-3-(U-ZBEE-2 -Z8) TH- - THERESR
15 ZFE-t-2- (N-BRME-FRAREAR) FRE-r-1- R TR (188, C-1’ LK R
% A, WIE 16)

BocHN CO,Me

N
VY
NHAc I

HRTHEY 184 IR, M 142(0. 4g) #1458 .

20 SEHEE] 179 (IR, 3R, 4R, 1'S) (-) 3-(I'-ZBiE -2’ -Z28) TH- 4-F

-105-



L] -
e & ® LI 4
[ ] -
lllll

THREREEEST RR-1-REFEE (189, HFE 16)

BocHN CO,Me

-
r
-
- -

NHAc

&Y 184(50g, 0.098mol) ZEFE (1.3 L)PRIBREYT T0CMAL

=T &% (34nl, 0.126mol), KREMABE R T I§ (AIBN, 0.1g,

5 0.06mmol), ¥BAMTF T0CHHE 10 Héb. HTHEHM, HREWTZH

L), ACKREEGXIL). BZERRSE, REEIHEEERS, HZRZE:

CHE (0-50%BREY) AWHF . HELRHASWEE—KE, KREFE 36g(95
%)L& 189.

10 'H NMR (DMSO-d,): § 0.8 (m, 6 H), 1.2 (m, 5 H), 1.4 (5,9 H), 1.6 (m, 2 H), 1.85 (s, 3
H), 1.9 (m, 1 H), 2.1 (m, 2 H), 2.7 (m, 1 H), 3.55 (s, 3 H), 3.7 (m, 1 H), 3.8 (m, 1 H), 6.72
(d,7=7.5Hz, 1 H), 7.20 (d, ] =9.9 Hz, 1 H)

TTEMr: HEME (C, H,N,0,0.75H,0): C, 60.35; H,9.50; N, 7.04
S JAE - C, 60.60; H,9.49; N, 7.05

15 ScHif 180 (IR, 3R, 4R, 1'S) () 3-(I'-ZBiEE-2’ -WHE)RE- 4-8
TEEBEEEFRE-1-RBFEEE (190, Fi2 16)

BocHN CO,Me

RHATHEY 189 WIRIEE S, M 185(16. 0g) Hl7&.

20 sEHEd] 181 (IR, 3R, 4R, 1'S) (=) 3-(I'-Z2BEE-2' -2¥) THE- 4§
TEEREEREFRE-1-BRERZE (191, HE 16)
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BocHN CO,Et

-
- -

- -

- -

*

NHAc

BRTHEY 189 MRS E, M 186(1.9g) HI18.

Scilife 182 (IR, 3R, 4R, 1'S) (-) 3-(I'-ZBeE &2’ -THHE) RE- 4-#)
5 THEREEREIRRE-1-REEEE 092, #iE 16)

BocHN CO,Et

RATHEY 189 MRS, M 187(1. 29 HifR.

SEHiF 183 () t-3-(I'-ZBER-2’ -Z8) TE- 4+-HTHEERER
10 BEFRE-1-REFE 193, C-1' LHRWE A, #HIE 16)

BocHN . CO,Me

NHAc

HETESY 189 KRR, M 188(0. 2¢) #I15.

SEHEB] 184 (IR, 3R, 4R, 1’S) () 3-(I'-ZBAE#E-2' -Z.8) T &E- 4-H&E

15 FREE-1-REFEEEERE (194, H#HRE 16)
HN COMe

NHAc

BETF4EY 149 IR, M 189(10. 0g) Hl18.
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S HEf 185 (IR, 3R, 4R, 1'S) (=) 3-(U'-ZBAE -2’ -"E) RE- 4+-HE
HRE-1-R B P Ae 2R Be £k (195, R 16)

HN CO,Me

HATFaY 149 BRERE ., M 190(10. 0g) 178 .

SCHES 186 (IR, 3R, 4R, 1°S) (<) 3-(I'-ZBiE#-2'-28) TH- 1+-HE
HRH-1-BREZEBE=R L8 (196, HE 16)

H,N CO,Et

NHAc

BATHEY 151 RS E, M 191(1. 4g) HIE.

) 187 (IR, 3R, 4R, 1°S) (=) 3-(I'-ZBiEE-2 -AE)RE- 4+-EE

HRFE-1-BMZEBE=RZ8 (197, #RE 16)
HN CO,Et

BB THEY 151 MREEFE, M 192(0. 84g) #178.

SHEG 188 (+) t-3-(1'-ZBiEE-2' -28) TE- c4-EEFLHxE-1-
ARTFER=M I (198, C-1" FHY Rtk A, HiFE 16)

H,N CO,Me

NHAc
-108-
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HRATHEY 151 BIRABEFZE, M 193(5. Tmg) F178.

SEHE) 189 (1R, 3R, 4R, 1'S) (-)-3-(I'-ZBiE H-2'-Z8) T - 48

HRKE-1-R (199, HE 16)

HN COH

NHAc

BHxTF4E4 160 FriR LM HiE, M 196(8. 3mg, 0.0233mmol) #178,

A 23.3 BEE/RBW .
MS (ES+) : 271. 4 (M+1).

SEHEf) 190 () t-3-(V-ZBMAE-2' -Z2%) THE- c-4-HEHF -1
RER (200, C-1 LHIRHItk A, WFE 16)

H,N COH

NHAc

HHETHEY 160 BIRIREANE, M 198(4.21mg, 0.0148mmol )#IE, X

14. 8 ZE/REBH.
MS(ES+) :271. 4 (M+1).

LHEH] 191 (IR, 3R, 4R, 1'S) () 3-(I'-ZBx®E-2' -Z8) TE- 4-[ (|
TERERERENTEERETEE) PR IR RK-1-REEZE (201, #
2 17)

BocHN NBoc

HN CO,Et

NHAc
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HRHATHEY 94 RN EHE, M 196(1.52g) #l15.

SEHEf) 192 (IR, 3R, 4R, 1'S) (-) 3- (' -ZBEEE-2' -AR) RE- 4-[(R
THEREEEFNTEAERETEE) FRE]EEFRHE-1-REE L8 (202, #
5 |17

BocHN NBoc

HN CO,Et

HHETAEY 94 R A, M 197(0.87g) #1158 .

LR 193 () t-3-(1'-ZBEH-2' -28) TE- c4-[(MTHEK
10 EFENTERERETRE) FEIREFLFE-r-1-BRERFBE (203, C-1' EW
FifE A, FHARR17)

BocHN NBoc

HN co.Me

NHAc
 BRATHEY 94 ARKITE, M 198(0.093g) H8.
15 SEHE®) 194 (IR, 3R, 4R, 1'S) (-) 3-(1' -ZBiEE-2" -2 8) T E- 4-[(N-

NTEERE-N-FREEE-N-RTEERETER) FEIEEFRK-1-R
B Z. BB (204, WfR17)
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H,C(Boc)N NBoc

HN CO,Et

NHAc

HAXTFHEY o4 Frid MR FE, M 196(0.33g)#I18. KEF 1, 3-WRA
TEERE) 2-FE-2-GABRKR, FAKREAN 1, 3-XNRTHEKRE) -N-
BR-2-(2, -“HEFE)-2-HMABRK.

S 195 (IR, 3R, 4R, 1’S) (-) 3-(I'-ZBE&-2' -2 &) TE- 4+-[(&
ETER)PFE]EEFRRE-1-RRLE=ZR LM (205, WE 17)

HN.___NH

HN CO,Et

-
-
-

NHAC

HxT4HE5Y 151 BriREERMATE, M 201(0.9g) 8.

10
SCHEf 196 (1R, 3R, 4R, 1'S) (<) 3-(I'-ZBtEE-2 -AE) RE- 4-[(&H
RETRE)FREIEEFRE-1-RRIZE=/IL8L (206, HIE 17)
HN__ __NH
HN CO,Et
RAATHEY 151 FrREFERM T E, M 202(0. 8g) HI18.
15

S 197 () t-3-(I-ZBEE-2-Z8) TE- 4-[(EELEEE)
BFRIEERRR-r-1-BEFRE=RA I (207, C-1" LRARHBE A, HE 1D
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RXFHAY 151 FUARBEMHE, M 203(0.055¢) .

LB 198 (1R, 3R, 4R, 1'S) (<) 3-(U'-ZBMEE-2' -Z%) T E- 4-[(N-

5 FEEETEE)FEIEENRNK-1-RRZE=RMI®E (208, #HE17)
H,CHN.___NH

HN CO,Et

NHAc

HxTHEY 151 riREERFE, M 204(0. 35g) 18 .

SEHEf] 199 (1R, 3R, 4R, 1’S) () -3-(I'-ZBrEE-2' -7 &) T ZE-4-[(H

10 ETHE) FEIKET RS- 1R (209, #iH 17)
HN._ __NH

HN COH

NHAc

Fik A AXTFEY 160 iR BEREM H L, M 205(7. 6mg, 0.0167mmol)
#1718, X 16. 7T EEREHR.

15 MS (ES+): 313.4 (100% M+1).

FHEEB: AXTFHEY 178 Frid MM ik (7 B), M 194(15. 02g) #i78 .
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'H NMR (D,0): & 0.90 (m, 6 H), 1.1 (m, 2 H), 1.4 (m, 1 H), 1.5 (m, 2 H), 1.75 (m, 2
H), 2.05 (s, 3 H), 2.15 (m, 1 H), 2.35 (m, 2 H), 2.8 (m, 1 H), 3.65 (m, 1 H), 4.0 (m, 1 H).

SCHif] 200 (1R, 3R, 4R, 1’S) () -3-(V'-ZEBiE &£ -2 -FAR) RE -4-[(H

HEEWRE) FEIKEFRLHR-1-RK (210, H#E 17)
HN._ __NH

HN COH

FiE A AXRTHEY 160 FR BRI FE, M 206(9. 69mg, 0.0197mmol)
118, K 14.9 BA/REEK.
MS (ES+): 341.7 (100%, M+1).
TEB: AXTHEY 18 FRRIBEMTE (HEB), M 153(8. 4g) #1718 .
'H NMR (D,0): § 0.90 (m, 6 H), 1.1 (m, 2 H), 1.4 (m, 6 H), 1.6 (m, 1 H), 1.75 (m, 2

H), 2.05 (s, 3 H), 2.15 (m, 1 H), 2.3 (m, 1 H), 2.4 (m, 1 H), 2.78 (m, 1 H), 3.6 (m, 1 H), 3.9
(m, 1 H)

SEHER] 201 () t-3-(U'-ZME|E-2'-28) TE- 4+-[(EETFER)
$£J§£Fﬁmﬁe—r-1—ﬁwzu, C-1' LRIRM A, ME LT

H,N._ __NH

HN CO,H

NHAc

HAXF444 160 iR EEEMAAFE, M 207(18mg, 0.0342mmol) HIE, X
34.2 EFEREW -
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MS (ES+): 313.4 (100%, M+1).

L 202 (1R, 3R, 4R, 1'S) () 3-(I'-ZBE®E-2'-Z8) T - 4-[(N-

FEEETER) FEIEENRR-1-B8 (212, #iE17)
H,CHN NH

HN COH

NHAc

BAT4Y 160 FridRIBEA HFE, M 208(10. 7Tmg, 0.0235mmol) #178,
k30,18 EEEREW . :

MS (ES+): 327.6 (100%, M+1).

SCiEfl 203 (15,25, 3R, 4R, 1'S) (<) 3~-(I'-ZBtEE-2' -28) T &- 4-

BTRERESE-2- FHBEEEF - 1-REFEE (213, HE 18)
' CO,Me

F 4°C, A& 137(1.0g, 2.4mmol) ZE & F 4% (40ml) PR EY P
A BB & (0. 37ml, 4.8mmol) =7k (1.0ml, 7.2mmol). W RNEREY
F 4CHi# 16 it MBEDH MK (10m]), A-EFRERGBX10nl). &
FEEDE, Ak Conl) ¥k, MegS0, TH. SHEE, HEBHEIKRSG, RE
BRERA R, 83 0.82(68%) 4 213,

MS (ES+1): 493.8 (M+1).

SCHEf) 204 (3R, 4R, 1'S) (<) 3-(1'-ZBiEE-2' -Z28E) TH- 4+-8TH
EBEBERR-1-F-1-BREBPEE (214, #iE 18)
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NHAc

E46A4 213(0. 4g, 0.81mmol) 7F THF (5ml) PHIBEY P F 4 TIAF
% 89 Z B4 (2. 43mmol) ZEEH (1. 5ml), #HH 30 4k, WEGYRHZREF
FHWYE. REH-® P (20ml) WHE, BAKMEKIER, MgSO, TH#. T
G, BERRE, RESERERY, B30 11gG7%) ke 214,

MS (ES+): 397.8 (M+1).

SciE 205 (3R, 4R, 1°S) () 3-(I'-Z BB -2’ -2.8) T#- 4+-5EK
H-1--1-RE PR (215, HifE 18)

HN
; CO,Me

HAc

RHA TS 149 B, W& 214(23mg, 0.81mmol) #1718, HEH
FF—#.

MS (ES+): 297.5 (M+1).

SCHif) 206 (3R, 4R, 1'S) (=) 3-(1'-ZBrE &2 -2.8) T - 4+-HFEXK
Z-1-%-1-RE (216, #HLFE 18)
H.N

2~
-

-
>

COH

NHAc

¥ LEFRBMREY 216 HE5HAY 160 R TE#TLAE, B3 58
EEEREEH
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% 207 (3R, 4R, 1’S) (=) 3-(U-ZBAEE-2'-Z.8) T~ 4-[(WT
SEPERE-RTEXESFETER) FRIEEFRR-1-F-1-RE FEE (217,
HFE 18)

BocHN NBoc

HN

-
-

CO,Me

NHAc

5 ¥4 &9 215(4. 23g, 13.6mmol) « N-F T HERE-N - T AEHKE-N"-
SR BB (5. 87g, 15mmol) M= Z. & (4. 1ml, 29. 2mmol) 7 Z F 4% (T0m1)
hHBEMEEMEE 16 AE. BRNBAGYABRKRIMBER. KAHRK
Yedkik, MgSo, TH. LG, BKKRYS, RESERITRA, B 3.9g(60

%) L&Y 217,
10
MS (ES+): 526.08 (M+1).
SHEH] 208 (3R, 4R, 1'S) (<) 3-(1'-Z.BkE -2 -Z8) TE- 4-[(RT
AEBERE-PTEERETER) FRIEERR-1-H-1-R K (218, WE
15 18)

BocHNYNBoc

HN

; COH
NHAc

¥i&9 217(1. 8g, 3.4mmol). THF(10ml). Z&¥ (10ml). 7K (10ml)F IN
NaOH(10ml) (RS EEHH 8 /i, BERNEESYRE, RENKEHL
B (20ml) ek, HZEEL. ImEEE, Kk, T, B 1.6g(R2%)LED

20 218,

MS (ES+): 512.0 (M+1).
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SCHEM 209 (3R, 4R, 1'S) (=) 3-(1'-ZBiEE-2 -28) TE- 4-[(E&
-FEE) FREIEENRR-1-B-1-REBRE R (219, HFE 18)

HzN\\Tg;NH

HN

NHAc

¥ib&d 218(1.52g, 2.98mmol) 1 3N HC1(20ml, 60mmol) HIVEB-& MK+
24 Y. BENBEDRSE. TH. RERCE/Z8E %, 83 0.84g(83
%) &Y 219,

MS (ES+): 311.4 (M+1).

JCESH: WEME (C,H,N,0,HCD: C, 51.94; H, 7.56; N, 16.15
SCHIE : C, 51.84; H, 7.75; N, 16.03
Wik #

MR E T von Itzstein % (BRI EF) HHiF 92309634. 6) M & M.
i Laver %7 Virology 1984, 137, p. 314-323 o 3R 1 7 7= M H N9 FLEE R
BIHEERE. SXARLREYR 2 -4-FH-2, 4-“RHEHE)-a-D-
ZBEMBSERM RN ENEERRUE IC, H. BHRYRANELERER
W, BITERNELTY. RRESVESEMRENIHN -6 £, A
L 32.5mM MES ((2- (N-TGRk{R) ZHEER) B rh#, 4mM CaCl,, pH=6.5(E &R =
80ul) ) ERHIRIEE. A 200 ) MR RRE N T5u M, FHHRN. % 37C10
S8RJE, A 150m 1 0.2M HEER/E S 4L (pH10. 2) LA RFRIEDHBES
EBATANE. RS0 EN (MEREK: 360 nm; RHFHEK: 450 nm)
B, BEYTZTAEEAEREEPR. & NA FEMEE 2233
FIRBEER, HEE 1C, EMEUERK.

cXvEd &
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TRV SR BREF MBI HIE (10, ) .
+ >100mM; ++ 1-100uM; +++ <luM,

LA b b Flu A Flu B
65 ++ ++
86 ++ ++
160 +++ +++
162 +++ +++
163 +++ +++
165 ++ ++
166 +++ ++
178 +++ +++
179 +++ +++
180 +++ +++
181 +++ : +++
182 +++ +++
183 +++ +++
199 +++ +++
200 ++4+ +++
209 +++ +++
210 +++ +++
211 +++ +++
212 +++ +++
219 +++ +++

5 aa k% |
# HING W2 EUMBM 4 BB B T MM T IHIFN 2nl BERREEMET,
B LEREBRMEF S TFZROESY. WMERLE YR RE T &
2iM. B4 REEMBTFEA 1R, RENERPIE, EERHABAET,
BT X-5 2875 8B W . A Siemens X-100 % £8 K AL I 2% (multiwire area
10 detector)i@FZE 100mA F1 50 KV fI%&{4 T LM Rigaku RU-300 Fe¥FHIRA
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4 28 (rotating anodegenerator ) 4Pk L e i X-HEEEHEE.
ZRBMABERL 160mm, WFMBWB 2.2 K. WEHEE 0.1° ®IR
(oscillation frame) LHlsE, MHEHUTEN 240 B. G % EBE 600-700
BT, REERZINEHRG, FEFEREIHE.

Fl XENGEN BFFEAEBEHE. MEN, SHRIBEFERTHER
HE—ABREKE. AAEMIEENA XPLOR BF#1T. BHIMIHEXE 2.0
BIMTHRMR N &, BmIHRX - E 4 (calculated phases from the
refined model) 1% 2 {8 B o {fi 22 (difference Fourier maps) % 2.2 .
F] QUANTA B2/ 7 Silicon Graphics Indigo Extreme 2 + EHLAEE T4
Wt FRER. BRI TEHARFIHSREELE TREMA

B . XEMHERER LG SHEE XPLOR MITEFEP.

70 A1 7
FERARNRREAESYTRHERTZRY, FANREZRHET, X

BHEEAN. WY, SRECHYEAEEEAERRESHRENHE
AT, FRANKSYTHEHY (ERRENMETRSGTRANEKS
FR)ERBEXRERTESY, BNTEMSY, B—-BREHYRE—ES
Yy, XBEAYPAEERESHRBRNIFELYTRIER L CAEEE.

SANBURBECANEETZN, FlREdYRAGRe EFHE
ERLHFANRR: BEXRTENER. @RRAMNEE,; EROERR
R FNBRITHETHOMNE BITHER RAENRN. AERTHEX
F BT FREIZ Y 0. 001-1000mg/ke £ EF, H&EFE N 0. 1-30mg/kg.

AR (ETERANEAEY) QEEEMRTY 1-500mg/ B fr. XEHYHE
Y, BHERSWBREEIEAESYEERNY 0.5-95%.

V5 TR A T DL R BY (B 3B, 7 R A SR B AR B (B ] B3R
. BEH) OREYSE. EETUREBRENEERN S . BFHERSETL
RAFBBIBAGHREZERNEY. HEABTFREETRYN, FWNEEK
8B, MEHYWHFIHIRKEELE.

PRREASEER MRS, mARE. 8. AEETED. £
VHANESY. ElERE. BHERSE. BEUNRERATATHIEES A
FRIMBRENTHRER™ &K, FHAVEHIIRONEARERRAY. E
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SERTAERRGHE, LERETSATROKRE, HRPAARZH
SEW, RABER, UEEHEEREEHR. ARG ZHHMERDTEE
EEFMART, #TREER. BOETERFA. F IS MR AT R .
WEORERTRERATEERTA. ENETEEXMBNED, LA 38 hn
EHRANERE, RERE O

— R, K. SBEMME. K. GRS EEE KEBENEXNERS
BE - AE(ME-—EREZ_RESHTERIMEENEGE. BT
MBS AR RS KBRS, AN N, EENUEHEN
Hl. FREALR (nTERBEY. T NaSo, R M) LRANEH, REERE
EH. ETEHENRFRBRELEN EDTA #1. 55, BB SRR
#, MEAEE. PEPHRKBEERE, R=ZEHTHE.

AERLYBALEM T XM T HEHIR: Remington’s Pharmaceutical
Sciences , Mack Publishing Company F Handbook of Pharmaceuticals
Excipients, American Pharmaceutical Association, HEEETGEEZIRHE
BxH,

ARBLSYBANFARNRTHERDT

BEERE

T AR M PR IR, S EIS 100mg APRIEHERSY . 150ng
9.8, 50mg AAEEFN 6ng WIRME, HIRNABAAKE.

KARRE |

HEEMRSETH (e, BFaREss TRy, BY
HBRREEABROAR, BHRE 100ng FHERSHKRKE. FREES.
T, TREERABTREZOM. HEAUREMREYT, RARTHEHN
FREOEYRED .

Pasiil

FEMmyEE & RAN, ABEAN 100ng FHEMST 0. 208 BAZE
RE. Smg BEASMREE. 275mg MR AR, ling SEMF 98. 8ug FHE. THHA
AERAERZEA QR MMET OM, SRR EERERR

BN Z / :

BEAFENF FERE&XEEAORAL. A F KT O AR B X L5
Bfr, UBZIBRAOREEY. BIEERSBETEENE. AR, RK
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R R BAAEP  F ¥ R R (B 2 4R B B R 3 4 1 B 46 B 4 A R
BKE. BADUEDERBERNAREENRSYBEE R —EEH,
PEMA TR (ERRK NEAER.

o, ARAMASYTLARAD. A BHAIMBRRAROEAS
#. ZYNRBBFBUAZTREAR A UEROTE A WEHY.

BTXARABHBRABROAENS, FOEBERARNERERT S
HTARAMEMES . IRAZHRBEEFHRNFAERGEEA.

B TH 38 71 A9 P9 2040 58 A 0 AR s B R A R i S A Ok WA O A B B
HEL. BFSI AN PETH —SRUEFANGE, BUASIANIERE
EXFIANEXEASZE,

-121-



	ABSTRACT
	DESCRIPTION

