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3t & X-Y & C=NOR1% CHNHORZ?;
RIFRZE I A L. 1-6ABRRTHREE, 2-TARRTFHEHE,
-TABRFeos e X, -(CH2)mArs -COR3;
R3Z1-648 B FekE. -NHy, -NHR4, -NR4R5;
RA4FeRO & B B2 2 30 % 1-6 AR %éﬁ}ﬁg
Ar;%ﬁ}it 'ﬁb'iﬁw '

m=0-6,

2. WA BRIMR LS SR EED L THESHE, LPX-YRC =
NORIL, ®x#R' R% R R R’ Arfemiei#|&K1¥ 5 E L.

3. A BRI AN DAL SH LTSS, EPRLEEA. 1-6
ABEBRTFERE, 22 TABRTFHRBE, 2-TARRTHORE,. 1-6
ABBF e L. -(CH)mAr# £-COR3, R ¥#R% R R* RS Ar
Fombe i F| &R 1P B RS, |

4. RAZRXIFRALA DAL ED ETREHE, L FXYR
CHNHOR2Z, % #R!. R% R R R’ Arfemdei#| & L1% A2 L.

5. RAZRAFRARKASHEL S S ETREHE, AFRIZANRE
-(CH2)mAr, i P*R! R’ R R’ Arfemmi#| & K1% 572 L.
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6.AF ZRIMEMNSHIAGH ETHEEE, MiEhsdwE42-
ME-A2-( AT EEX)EHEE.

7. RABRIFEAASHEABH LTSNS, FRLSHED-
BLE-42-(REAEX)TREX.

8. BAZKIMBNMAHALB W ETRSHE, MELLSHEL-
BLBA42-BREMEX-42-0-R A FHENS,

9. BAZRIFERSH AKX B H L TESHE, FEioHE42-
BLE-2-BAREHEE 42-[0-(hg-2-% FX)]-5.

10 B RIFRNLAMBEAL B D ETRSHE, AN HEL-
PEA2-BAREREE 42-[0O-(RZ-4-EF X)]-5.

HNAHERIFRLSHRE B D LTRSS, HRLOHTL2-
BLE-42-BAREHEFE 42-[0-(GRT £)]-5.

12 A B RKIMRNSHEA IS ETRSHE, MELSHE4-
PLE-42-BEREHEE 42-[0-(FA FX)]-55. | -

BARAERIFRESHRABH ETHESHE, RS T4
BLE-42-FRTHEX 42-(0-% HE)-55. |

4B A ERIFRNAMREH LTS GE, iR 242
BLR-42-BREHEX 42-[0-(A-2-RX)]-F5.

ISAABZRIMELAHRA G ETRSHE, FRLSHE2-
BLE-42-[0-(R-4- A FR)-LEEXTHEEL.

16. BAIZRINKAMENER THFBAMFREIS D HKE
R, AEAE EAREBEHEXYE, BREIBXOEHFTBHLA.

17. —Fr & sH, HABHESHOLRABRIGILEY. X
ETHAE, ARBHHE AL,

18.—FBRAZRIFAREXISHHHE T, HEFECETRZ
a) FR-FEXRETREEFFEI-BEASRETEE BT 2 LEH
XROFARAZRARY)E TXEBAL,
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& C=NOR]1, %F%-i-ﬁfriiRGﬁ#,iz
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b) HXIAF(Ar#31- L XA A THEERB L TELHXROEA %
:b’)(_jt- PX-YRC=NORI], +RlbRE, 4B EXFARI})ZE

R, 23] +X-YR&CHNHORZ#) X 15 &,

éx% |

¢) WXL (FFiR3l-BENRETEERBE T ELHXROT
A X H RS )E FX-YAC=NOR]L, # +RLZ £)5 fi %4 bt
Bt de RBRA R B, 3K FX-YRC=NORL, & i +R12-CONH,
& X 4o,

E¥ |

d)¥# & ¥ X-Y & C=NOR! £ CHNHOR2(}# ¥R1#R2:2 £)89 X 11L&
(L X-YRC=NOR!lest, prid3l-EAHRETHEERBELTELHX
ROFEGELEARP)S TARARBREXLEBRI AL

R‘NCO, R‘NHCOhal % R‘R’NCOhal

F ¥R3Zhal, halX A K EH e, F3 % PRIHZR2ZCOR3IAHR3
;&NHR%NR“RS%#M% K14 o4h,

E%

)% & ¥ X-Y & C=NOH # CHNHOH # X, 14t. &% (% X-Y %2 C=NOH
B, BriE3l-R A REATER K TELGXROFAELL AR
EfRTREABIFEARRE, £3 L FRIZRZECORIFZRIZR
ERFEASXIRBREILSD,
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CRCE S XYB SR R LY 3R

ERHE

AEPAHBETHEXQ2BF LS ELSHAREENH
FREFHEFTEUBRATRABHMEF. BHYRELIR AR
Em,. KHEA BAT-mEGOhBRCHE. KRB, ABAEFHE
P o 5%,

T ELZ —# iR K4 L (Streptomyces hygroscopicus) * & # K

EZHERAE, CHELAARSPREAARLGEN, HHRARGEMRL
B (Candida albicans)#&M[C. Vezina¥ A, J. Antibiot. 31,539(1978);, £
B+ #$)3,929,992 4= £ & + $/3,993,749].

P EREA(AREA488517TDREEHBALCM(EREA
4,401,653) R 7 S AF & 1. R Martel ¥ A[Can. J. Physiol. Pharmacol.
55,48(1977)] $44tk, EXSA LM L XEHEAY, § L HaEER,

M FFEET XY, ARBHXY LER P '@? réaﬂl'f#‘:%/'ﬁ'ﬁiéﬁ 'ff‘_El.
F 5T 47 b 4% %) [gE- 4 34K 69 7 K., |

AFASEB 3, 3411(1989) P AT FHE A A4 /ER. 4k
B4 AMFK-506, FAKFSF, LOANE L EHMNERA, ALTAH
F i 5 # 4 HE Ff [FASEB 3,3411(1989); FASEB 3,5256(1989); R. Y. Calne
#F A, Lancet 1183(1978)4= £ B ¥ #)5,100,899].

THEFLCAABTRATRG IS F L SR ORRB[ LR+ 4
5,078,999]. A X[£ B+ 45, 080, 899]. M & &k #i M 48 K B[Fifth Int.
Conf, Inflamm. Res. Assoc.121(4%£),(1990)]. /& MLém e 38 £ A & & E 3
1 4 KX &) A BE3E B [Morris, R. J. Heart Lung Transplant 11 (pt.2): 197
(1992)]. RA T -8 8 & S0 5/ €. 58 [BR ) & #| 9 35 525,960A 1] F= i 2F K £
[BH % #) P 75 532,862A1).

T EE—fo BT E WO B)TRAARALBN(EE
THA31688) A TATHEEMEEIREHRABREANH(LE £ 4
4,650,803), RKif, FHEXAMAMACALT T, RELFIHF
Ak, LEBSHZ31-Fod245 L8, £ B 445,023,264 F T 42-84
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FTHEXGHEST ERER, RERFHS50232640FT7 THEE27-H

R RE&FT HF B A,

A AHE |
AEZRRBETRALEHM, REM. REAFHH. RELEHNPR

MREMGTXITEWAESGH ETEEG S,

(1)

% % X-Y % C=NOR ! % CHNHORZ;
RIFRIEABIHRAE. 6AKRFHORE. 2-TMNERFHBN
R 2 INERTF 4L 16N ERFHAERE. ENMRESA
-6AERTFHRERLAREL. EMRASHI-6AHKRTFHRAR
Rk, I SNMEREFHFREL. 1-6ARKRFHREL. BARESH
-6 R FHMAEER, UM EBRTHTRERERE. 2274
BRFOAREEL, LABRTHARE, 270 RETFHZATA
RA. ZRFEA. ArO-. -(CHp)mArd,-COR3;

R3IZ1-648 B Fettik. -NHy. -NHR4, -NR4R3, -OR4#Ar;
RAFRIG OB IWRI-AFRTFHRE. ARF L AEREEL
B, T —&Hm4-7TEK;
ATRTHEERMEE THOLR — —RE-BRGFEAREFE,
PR A G 1-6ARBTFHRE. 2 TARRFOEHE, 270K
BRIk, T-10AFRFHFRE. 16MRRTFHREE R
i Q% 22X #A 2INERTHREEE ZRFTE AT
A RE HFARESHICARRTH_REE. 3-I2AEET
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HoRBARE., AZRFHEEARE,. 2R BB THRAA

ik, 1-6ARRFHREAE. -SO3HA-COH; #
m=0-6.

g ETREHER BT HRITENGE, AEHFEIELMN
& FH by, ¥E ANES e EARELSFLAZKRTH—. =
FoZ AR ENSWREMNRESFI-ARKBRTFH—. Pl RE
koM E, UBRFANPEIEE 4 TH. LB, HHRE®. B
wanse, DRE. R, Miesk. Rk, RoEE. L. AHER. ARER
P AR BE o Rl 6 A do TR % 09 B,

RiESHI6ABRBFERE, 2-INERFAHEHEF2TAHKET
Gkt i i aga. HALAXRMFRE. RKAKARIE
RARFTH—HRSOREN LS TARESH1-6RT, Kk 1-4NER
Fe AR ML, PleTFh A AL FEAFETEA &F
A4, KA AR RS AR R-RL MK, B, KAH R
iU FHRRAY, RBLOREE—HERZFEME, ENTABIL
KABHAAR Mot FkoBE R, BIM#, KAPRELLSHBC
NEGFHERSHHA, BHRHALZPRROEAREFMIKREY, @
BR Ot —eFMEK, EMTRABTAMBBERAT DT 05
R, ARAREFFREARD P —Ho e RiE “FL alsi
TAH6-I0NMER T LR NEANFHEAR, Kif “LFR CiEM
SHSNONFBFHERNKRERFR, AP REAINEEXTF IR
RFREGE. RAHGERT.

ik 2, At FEPLFRALEARTEERBLATHEAR
— ZHRZRKGEE. A ckepik, okegd, Eepd okw R
okob X SoEep ik, A EA LG I-6AKRTFHRE 2-7TARE TS
£ 2IABERTHERE, T-IOMERTFHFRE. 1-6ABRTFHRA
A, A BE. BA AR 2 7TABREFHRELE. ZATEA ZA
PTHRE. KA. EARELSFIARRTHRKEE. 3-RAKRTH

ZREARE, ABRRTHERE 2ZRARRFHRALRL, -

648 B F e A, -SO3HA-COH.
LERIZ-NRIRIH, MARVPRIAATURRAATH (P LEEX)
ABATA-REBR—MEHLINRTFeGRFo R, EAFPHERTINR
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FREEHALO2ANM KRBT TLAR. BHA. ARVFPRI—RAKGH
AT, Hikd2, RIRSZTHARERTHR, &R, R GHREHK
& B4R,

AXPK LGS HAREPX-YRAC-NORI &§iLt4;, X FTX-YR
C=NORI#RI1Z 4. 1-6ABRBTFHRE. 2TABRFHHABE. 274
BRTOMEE. 1-6ABRTHREAL, (CHY)MArS-COR3 491644
# ¥ X-Y & CHNHORZ2 & 1. 4 4 ; # ¥ CHNHORZ2 X ZR2 2 £ & -
(CHp)pAr#g ik 4-45.

AXPRERBTALATHEE LSOO HNEFT £, #FHR, AKX
PR/ TEMEENR-BERSUPERITEMAGHET *, HEFEE
TRz —

a) ¥42-EXEMEETREI-2 LA THEE M T E L8 KXRO
PHRALARP)S TXERALE,

HoNOR!

A PRIw ik &S s g A e RAKsS, HEMEHXIBGEFX-YR
C=NOR ) m& s # RO 42 4P %,

XA

by K IB (i3 1- B A A RE T ERH o T L L6 XROKH R (KL
$X-YZC=NOR!, A ¥Rl LXZ L, EL4EELARNER, FEL
+X-Y 2 CHNHOR2#9 X 18 5%,

E% 2 |

M XML H(FRE3-Z A D RATEE ML TELGXROFaEEEL
EAFRP)NF FX-YRC=NOR], £ FRIZ £)5 Ao & 6 sk £ B REL
o BRHEF, B L FX-YZC=NOR!, @& PRIZ-CONHy# X145
W _

A

d)# & & X-Y & C=NOR! % CHNHOR?(# +R1#R2,Z £,)84 X144 (&
X-YAC=NORI®, Ffik3l-ZAHExTHEERM T E LG XROF
HKEEARP)S TARAREAIALIRERE
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R*NCO, R*NHCOhal # R*R’NCOhal

£ #R3Z hal, hal& £ & 4 o K, 53] 3t PRIKXR22ZCOR3AR3 2 NHR?
HNRARI 8548 1 6 X 1ML &9,
X 2
e)d% & % X-Y £ C=NOH £ CHNHOH# X 11t & (% X-Y 2 C=NOHH,
HI-BAHEETEEREL TELHXROFEELARY )L AKX
FHEERIFEABRL, 4%@1#‘?1{1tRZKCORmR&rka%k
&g X 155 & Befb 244

ALPHFERSDTHR-EATHELEHEZ. Q2-FAREUEETHE
A AE Chk AR $ 45,023,263 F ik F ok 24T AL 89 BALK BB
TR LA Az BN ARG T R4, 5, SeHoltEPCTA
F L AU.S.93/0668 % ffix, 42-FMNRFHEETAAYS0%H £ AT R
4T B AE/N-F A BHRN-BALH # . K5, 42-BRTHELTUAL
TIK 4 2R T, 735]42-(E)F(Z2)F £ 4L A (X-Y R C=NOR!)#j iR &
M, RTUARERFT S B, FRO-BELSH TR —FT HETHE
J ) 45) 4o K M B AL B/ THF/ = =% E/pH3. szsuz CEPYLEY TR
4 (X-Y £ CHNHOR?2),

A +X-YRC=NORIARIZAZ A M AR ALBLESHTUAEE

WM EH42-B(X-YAC=NOR! AR Z £)4 . #loTHEL42-BETER
BANA B, AALTRIZ.CORIRRIZNH#LA M. B, FTWEk
42-85 7T VA 16 E UK 69 U 2 R R A S B [BPRARSNC(O)CI 42, &
2%t PRA-CORIMRIA-NRIRS 14, RATUH F A FRIZ-
COR3mR3A-NHR4# L&, %ob, ARREFble—RFREMNT, A
ETHENRTERAREFTARLEETNEF2-FTHI L PRIZ-
COR3®R3 2 5 % & Ardh 5 5k ML 85

L4 X-Y2CHNHOR28, Wi PRIZ & 6bm(BFREE2-HY
A E AR R BB R )46 TR £ B AL A,

EHEAHNEN-BRETNELRR, RXAERKT —H£31-0-
# 4 &4 & 14 % £ #9 Dess-Martin # #& X, 7| (periodinane) F 1L K& & A A K
P LW LA F ik, T EREEIEGRY TAN
AXAEDAA LB 445120802 F AT 4T, Hlde, AEIZHRY K
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M LA FPREL = fTHAREL -~ FARY —LFRLZETRE
#, MER LB/THF/ KL E, AL 6 £5231-0-Z 25 F4EET
HE#. B Dess-Martind#i& H B4k, ¥L£965%0 * £1F2|31-0-= 0%
Pk - AARTHEE, RELLFE, BREAAEEYEBR(EER
P E, S TAEPE LY, MEZLEAFTRHRERY AT
£ B+ $)5,120,842 9 57 £ £ 55 MU 4 T (T 8/THF/ K )BLHE. #) A&
Fik, BEBREGTRAEMEALHOEREE, HMBEBRAEZTE
Ta ARy L, HEEOELLOMELTHELALY B LLEY.

}E*T'.t:iDess-Martmmiﬁﬁﬁ'l i, BTFHE&RLABELADG T
a2 T 5l 4L 440,

(o)

¥ ¥R6Z-SiR7R8RY;

#HR7. R8FRIZ A BAMAIBAFERFHRE. 1SR T 94k
A, 7104 FERFHEARE, ZEAFPEREL,

B AR E, iked P AR RS LLAS, B, KAHR
BT —HH & L E LG XTI F ik, MEF HQRLEET
# 4+ Dess-Martin % #t %, # 4L 8 & ( periodinane oxidation) & &#TF,
#31-0-# Ry FHEEGE Wfr:iﬁ#&%&n:,axm@ﬁm # A
R T, BRATEEY A,

AFH&sEBashl il TUAEA G TEEFRETUARAIKT
Py i M .
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A K O AR AT 69 40 64 e A A ] T T A R A A €
E(LAR SR ORI AR EERBFETARAARATADE
X3 F ik b A B M. A A (pinch skin)f$HLX B F & P AT KB LA
M B E E AR KBS IR RS A BN FARARITT
R, EMFLA LT ERE EFREF kKBS tir 4 2 &
NGO EEARABITTINE, HELMNFLGEAY KX H EZ—F
EREBHEAFEGEAGEFEE T, ZTLEFTAFTEFKE T HT
AT,

1% #m J&, 5 5L 7] (comitogen)iF F 649 B4 Ak 4w 638 4 & (LAF) A TR shal
EHEREBALS O EEFFER. METZ, ¥RTEFNALBC AN
R A% &4 tm 6 5 PHA e lL-1 — A3 41720 B HF 42 B UG 6/ B Bk o 3 e AL 7
RITEIE, Bk A5 &M REGTHEL. XEE FAR KGR
ot —Rip IR, KEHASHmIE, REAHE, ASAHHLEY
B4t A A THE 5 TN RO ARG LG dns /A,
AT stE— e ERg, ATEas, LI8ThELdft
#, BEE—KBULEHARTHEENICsoE. EHARLAARR
PEAL &40 64 T BB A0 it AT SR e, B EEHICs0£0.5-33InMEB A, AT
AR AIC50M0.1 0 MT s T-5 M A eg 304 & S0k R AT, MAEAKL
A REARN SPGB RLTAATAS TR EXL{E, Etdd
ATH A EW, AT IATFRIBALSH M MRIE £ 94
ARFEMEX. e X AR K.

IC5oFMEE

— — — — — —— it — —

ICs5oiX B LE4n

AEPHRAMAASH LT LR TRl E b A EBALB/CH F R A
# 44 45 1 B) 4 4 C3H(H-2K) & & 65 & 78 B 18] 69 4K A X B 77 sk i 47 9F
#r. Ffi& 7 ik # % TBillingham R.E.feMedawar P.B.,J.Exp.Biol. 28:385-
402,(1951). M ¥, Ml -FARAE RS HY A BB 015 H 5
SR EE, AEMARLARABHMHERAR, B L ZHBEA K
DRAER S HREGRBASHHTLE, FTHEEAEHIRBRAR. K

7



10

15

20

25

30

pRaRHSERERFNR, SXABHEHDBTERFLEAMER,
EEMESEMNEFHABAREH, AHEAARMEFD, HHEHLE
PGS A E R A (R £ SD) S RAHITIHE, ERAURA
Bl AN RAT., ABRLEH(TR)ARBHYIBF E6-TR
WHF. Mdmgkgip MEoitiTkEg. dmgkgip THTFERE
A FeEA11.67+ 063X,

AN AFOETRAEASEFRB 5 A TR L XBAST
G RSO EEABWHR LT LERBRHAY XGRS, AARE
G4 T, $—4K K (MG F %6 (inbread) Wistar Lewis K &)
BB AR E(ARBNIE), KB E£L5ENLiZHFreud
AEF(FCAVAGIREAT R, REHIREEH—. =, £4£0-14RAD
JIAFE, EF16. 23F30KHE RS MRSTME, BEF16-0RNE
A (ml) T HFBE Mt F BT TR, £ NKREHBDGN)
ABEZ2MT-@eANFias IR, RiAadFiuessEi,
F—d, HERNELEREHFANE ARG, A2mykgt M F s
it iR, SRAFI6EABLEY RIS BGT o TRET;
FHRACMM S, oA K., THEEHT R TLA-T0%,
EAFBETMEELES KK LT R B AR AR TR
HE 1K T70%.

EEEEABEFER T2 PHASRIEHET ARBALEMZ
BERAY.

HEEAB R R FEPAGERAN T REAS WG I
KR & ] B, BT LAFK B 5k T AR ERIHA T HT-mIH
s R, EmEA T ALBAMe LRI HER. AASHY
P NESUAY AEAN RS REF R TARLERE—FHAT AL
BRI A4 6 & B E M B, B, MRARASHMEEF X PHAESE
REARARBRSD TIvH KA HHEI TR, FRAEMNES
MEAVEAEAREPEBF 2 PHELSRELPRLAMNSIH THE T A
Tl KRR T KA. |

ATEEFABIERB SR PHELER, HERSHTRATES

EIPRASHNER B AR, SR R, F. T RE(MRSSE)

B, A Bk R RS ARG R A A T8 T R
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BHMRBIRA ATHAZWHESLARS RRAE, AREBMXT
£, BER. EEMAARSEMBL, AR KRERM 5L K
. BA. ARRBEMRAR BE. WR(AEAE. BREREWMNR M
SR, SHSEEFOHESE. LAFRFIURRETEX.

BFAAERER, AELRSPEHNYRARNEBER. RE
HAEMARRELER, Hit, KABREGHETRTET FERE. K
AT-mied B M B, LGAL AR AN TR e BRE FFH K
BREL SATFTLABEREN, KA, KAAPREHTRTES
RERHBRAEELGERT, SATFRANY, TEREFAHBAN. K
. KBHELEEMIUARERTEDRLALESY.

YA Fafadre LR ARN, TLHAHIMWEOR, EHE. #
W, $5FA. BAK. A% REAXRLMAEARLALESN.

TWEMG 2, %KLBALSHAELENH MR LM, €I
TUE — RS AATH RS, RELABATHC
¥, {RALRT, Askvked, FLBRAFEBEG BT REY
b, FEEE. THEE. M EA. FK- 506, OKT - 3#ATG. il

M ALBAAD SRS A B AR LR H BT RN

B, RERVEOEMHGH, RRBHAEHR EFELSETRAY
Stepkowski®] L6, bt KB AR A PR AKTEAMNESTHELFHK
HBEANS L H TEEFREK BRI FSHY G FENR
[Transplantation Proc. 23: 507(1991)].

AEBRAS B TALERMEE HHER—REMAHH, HEL
B RS e AL BT SRR T AR BRSRAK, FRAMTR
A e, XM H0.01%LiE80/PHOSAL PG - 50(4-1, 2-A — B 6 BE A5 ik 4a
) °T 3 2] T4 % 69 o BRF A

B RS ART A LI —F R SHHWA, LTHAARM BEMN X
A, BEH. HAMN. FIhH(glidant), ELEHEIH. FAF XA A
BA ETAEOAE LA, BA T, ARRRE TS B E R
SR mEK, EMNE, HEBRASUAETOIGELALERE
HHMGRRRSAEHANEBRPRRT. HEHHNPH 54
E 599%M AN A S, EEGBABKCIEY RS EREEL R

9
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&, B¥E. LB, M. BH. K. H8E. TASSE BRTEHS
BAH. ROHRBR, KB EMP BT XRHE.
ﬁ%ﬁ%ﬂ?ﬂ%ﬁ&.%#&\%M\ﬁ%.&m#m&ﬁ%%,
R ERBRS TETRELSTHER L THESHREARKTY, AAEHER
FldeK, AMEN. BEARSIRAHW ETHEG BRI, L
RAEBRERTEARACETGHHRmAF 2o EH, AR, KiFH,
B A, HeRAl. AmkAl. EEM, AN, AeN. BABTH. &
EHBEERFA., & TFoRXEHEERGE TG REBERGEH O
KRN ZSA LE RN, Hlodgpirtsh, RERTRAEEN
k) B(OHE— A A, flde L8R XHT LY. lethicind b (4]
de BT iafetd). SERERGE, AMEBKRLT AR DIREY
o B LB A A AP R, AEAKEKRTA TE TIEBIEEN N
EERKESW, ERATFRAEASHFHRARBARTUAZARERLC
BHah EeT4E 4 gt Al |
AEERIELAHXGRABHASHTAEM LA, BRA

BAETEHAS, AHERETAZBHKARG, PTEALEHELTLVA

AR BRES T X O,

REAPAHTURXEARMNHBXLLARS, IRARLALETA
BARIARBEN, KLALSHTRARAKERKNSKRER, RE
ETRUALERMBR A, REAVLABETURESA ML EHASY
FastArik ML M RO M RGBRBANERAR, MEHKTE
BAE, HATHEBEWBEKEELMARE AP, AR ERTIURAEN
BARHX P4l H, F. HH, BEABGEET. MEAMNPRET
VAR 5 AR AR K 6 B A R e BRI, BSRT AR LS
MASGEERAEREGERTHAMEDR R RGMALTET
4, SHEGLTLTAFHAEERAS BRI QRAF, b, 0K
SHEERBSAEHIFREEBANBAELS BN F S ERBES LA
PR ERRSOER. FCHALREALK TR Lod),

5, AXBALYTRILE4H0.1-5%, KiE2%FHRMASMEGH
M TS Bk AR M eEE, LR AMBXER, LTE
GEES F ¥ 3oL 108
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FENETREMAKLASY. AHFX. HEARENGFER
BURFEHGRLamEN. RELATABEFREF EPHRA
GRS R, EHiSHeitit g M EHO0.1 n gke-100mgkg, HKik
0.001-25mg/kg, 3 B #4i%20.01-5mgkg. # 78 R AKTAAERS
MEENEFGIMNEAEL, REBRRNE, LEXHMEFHTHR
HHF;, v, EHE. FARLAFARAGADINETHAZEL
BES—LFEEAMLRE, Kk, HEBHELHILENEN

KBl MEREN. RE, AREHTRES AL ETEREL

SR, FRAEMBXTAAROEHEESY, HleaLaRH. SRK
HEMR., S8, FALSHEHERB O, AELMBXTUALH
BEMNSERRE, RELTUARETHROEL Xt EEEW,

T LAY T RALAFRAMSOHEFT EPo L FiL,

=4 1

31-0-(Z LA Fakk)42- B R FeEX
FHA3-O(ZLATRARA)THEL

F0C30494 A, &% EA(15.392,16.84mmol)F2,6- = F E K%

(7.658,75.76ml)# = K P H(100mI)E R Pl e Z LA FAREZ LT R

20

25

30

8 B%(10g,37.88mmol). #4470 F0C F B BI04 4P iLik, RARRAL
8% 2, B5(S00mD)#4E, B K (3 x 250ml)A= &K (1 * 100ml)# 4, FHR(MgSO4)
HELETF. ¥AEHBEETAKTHFEOM)F, £ E0CHEKRSHT
A kBB (150ml) A A (80m) &L B, HiR4AH FOC FHMIIE, ALK
285 (500ml)# £ 3t F0°C F s 3 3 ANaHCO3 45 pHifl £7-8. A#ERA K
(2% 250ml). #HA(L x 100ml)#e#k, FHRMgSO)HFERXETF, AEEH
PR IE 2| A AT R 4

1H NMR (CDCl3: 400 MHz): § 1.66 (3H, 6-CH3C=C), 1.75 (3H, 30-CH3C=C),

3.14 (3H. 41-OCH3), 3.27 (3H, 7-CH30), 3.40 (3H, 32-CH30), 4.12 (m, 1H, 31-
CH)

MS ( % & FFAB, m/z) : 1027.4[M], 589.3.
FHBI-O-(Z A THRE)N-BARATHEE

FRAAT, #H31-0-(Z LA TaRE)FHEH£(17.32g,16.84mmol)
#o Dess-Martin # #4¢ ¥ (periodinane)(8.65g,20.35mmol) T £ KX = 9%
(150ml) F 4 A S BHES I BF. AR RA LR, BAMALKMLE

11
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(500mI)#% £ 3 A K (3 x 250ml)Fe 2K (1 x 100ml)#k %, +ia‘=(MgSO4)%::ﬁ.
EEF. HREHFAARN T Merck-604 L5 A S.5- L8 7. 8595:5
Fo72it AT IR X &8, FH OGR4, & £4564.9%.

1H NMR (CDCl3+ 400 MHz): & 0.42-0.48 (m, 9H), 0.80-0.83 (m, 6H), 1.61 (3H. 6-
CH3C=C), 1.77 (3H. 30-CH3C=C), 3.04 (3H, 41-OCH3), 3.16 (3H. 7-OCH3),
3.28 (3H. 32-CH30), 3.90 (m, 1H, 41-CH).

MS ( & & FFAB, m/z) : 1025.3[M],

% #6145 2
42-ME-R-(BEAEEK)THEL
#E&FEA v
FRAAT, H4Q2-MEAFTHEF£(0.183g,022mmol; £ £ E %
5023263 F Frik F &4 1), HZ a8 3£(0.0143g,0.22mmol) F= T 84 4
(0.025g,0.3mmol) F F 8 (Sml) P 69 RS- WM 1554, TR RSMEL

EFARALHEIN X Gk AL (Merck-60421%,  FS0%YHF# & 485

RBBL), WAL R 69, BA AR T 5 R 81 TH20:80
PEERL, FHEZFHERS SN X 64 5L M EH(0.075g, = &
40%).

1H NMR (CDCl3: 400 MHz): & 1.65 (3H, 6-CH3C=C)), 1.75 (3H, 30-CH3C=C),
3.13 (3H, 41-OCH3), 3.34 (3H, 7-OCH3), 3.4] (3H, 32-OCH3)

13¢ NMR.(CDCl3, 400 MHz): & 215.28, 208.17, 169.26, 166.72, 158.83, 140.60,
140.07, 135.95, 135.67, 133.56, 130.18, 129.47, 126.62, 126.43, 98.48, 86.33,
84,73, 84.30, 78.90, 67.17, 59.29, 59.13, 57.51, 55.93, 55.88, 51.234, 46.58,
46.04, 44.19, .41.47, 40.65, 40.19, 38.93, 38.41, 37.71, 35.08, 33.78, 33.24,
32.05, 32.00, 31.82, 31.21, 30.92, 27.21, 27.05, 26.89, 25.27, 22.84, 21.97,

21.62, 21.46, 20.64, 16.32, 16.22, 16.09, 15.99, 14.74, 13.60, 13.18, 13.10,
10.33, 10.15 |

MS ( i & -FFAB, m/z) : 926[MJ, 590, 334

A FE 5 Cs1HzN, 043

i H4h: C,66.07; H, 8.48; N, 3.02;

%®{: C,66.25; H, 8.67; N, 3.03

#&7 %B -

TRA3I-O(Z LA Tk )42-B-2( e 8 X)THEL

12
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FAKERT, $EEHIPILO(ZLATARE) Q2 RRENE
# (0.105g,0.102mmol) . ¥ B # 8 # (7.6mg,0.109mmol) = T 8 4
(12.5mg,0.153mmol) F & K F B (5ml) ¥ #5 AW HEH 3054, WATER

it RAWRARLET. BAWRETLHLE(SOml), AKEx

50ml)fe &K (1 *x SOml)se %, F#HR(MgSO4)HRAET, FEEZRME
RA- 7 X &G PR AR 40(0.114g, = £94%).

1H NMR (CDCl3 , 400MHz): § 0.47-0.55 (m, 9H), 0.84-0.88 (m, 6H), 1.65 (3H,

6-CH3C=C), 1.75 (3H, 30-CH3C=C), 3.14 (3H, 41-OCH3}, 3.26 (3H, 7-OCH3),

3.44 (3H, 32-OCH3)
MS ( fi &FFAB, m/z) : 1040.7[M].
FHBA2-BLE-2-(BAEEK)VTHEE

FOCRAAT, #¥31-0-(Z LA T L)Q2-BLE- 2B A BRL)
14 L4 (12.0.974mmol)#520m| 10% 5+ T A 4% 8% P 8505 vk 64 25 A A 1)
B, FFIEEk B T8 T ES AR S B S%NaHCO3 K a8 L B4, AME
RARFe ke, FRMgSONHKLETF, FE54&5 ATHAES
4 48 ) &9 PR R AR AL = 4 (0.812g, = £89.9%).
EERABRFRXEFEPHRAREBEERET:
LAF ICs: 3.88 nM
LAF: 0.85
B RS A EW ) 10.810.4
53453
42-BLf-42-( A AB)FHEL
FOCHRAATIONHA, A REM24E&FEBTRATH31-0-(Z

LA PR A)A-BE-42-(RA T R E)E 14 E £(2.08z.2mmol) 69 XK
FE(75ml)E & T B M A INRAM A LR T £.7% wh 75 & (2ml) 24N
HCIL= &5k, #¥pHAE3S. HRAHBHEI044, AEIOAHEH]
A 2.5%NaHCO3(100ml). 7K (2 x 250ml)#Fe 2 A& (1 x 250ml) b #%, Tk

(MgSOg)H &L 2F, AHFHKRSWN X & ArEFM (07638,

£41%).
'IH NMR (CDCl3 , 400MHz): § 1.60 #o 1.63 (3H. 6-CH3C=C), 1.72 f 1.74

(3H, 30-CH3C=C), 3.09 and 3.11 (3H, 41-0CH3), 3.28, 3.32.3.34 #z 3.36 (6H,
7- fo 32-OCH3) |

13
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MS ( % & FFAB, m/z) : 928.4{M]’, 590.3, 336.6
L F 4 ¥ Cs HgoN20) 3
i+ H 4 C,65.92; H, 8.68; N, 3.01;
E£R{E: C,65.36; H, 8.53; N, 2.82.
EEABEFRBF 2 PHBRXERERET:
LAF ICs5p: 5.60 nM
LAF: 0.18
ARt A &0 9.6£0.0
EENKFOET KRB PN TFARGT SRS -84%
55 7649 4

2-ME-2-FEREFHEF-42-0- R A THRASN

SERT, HRap2baa- A -42- (RAZRL) THEFL
(0.813g, 0.876mmol). F.844(0.228g,3.5). kB 8(8ml)F= K (8ml)#y RS
W RAE SN E, FFERA 4 A T8 2 B8 (100ml)A A NaHCO3 1% 5L B
A, HAER KA ok, FRMgSOsHAELEF. WaZWET

S RWAL. Hi R M T AR AE Merck-60 L 3 2 1A X & i ik AL (M ER A
S0% LB LB RIS R R LB L8N, A EZF MRS A XA

AR AL 49(0.289g, & £34%)

1H NMR (CDCl3 , 400MHz): § 1.66 (3H. 6-CH3C=C), 1.75 (3H, 30-CH3C=C).
3.14 (3H, 41-OCH3), 3.33 (3H, 7-OCH3), 3.43 (3H, 32-OCH3)

13C NMR (CDCI3, 400MHz): d 215.17, 208.11, 169.67, 169.30, 166.73, 164.31,
164.25, 156.37, 156.33, 140.05, 138.34, 137.28, 136.07, 135.78, 135.09, 133.51,
133.25, 132.17, 130.61, 130.22, 130.05, 129.40, 127.33, 126.81, 126.66, 126.57,
126.44, 125.76, 125.50, 125.22, 98.70, 98.50, 84.73, 84.34, 84.28, 82.70, 78.92,
68.91, 67.21, 59.29, 57.93, 57.82, 56.34, 56.31, 56.16. 56.09, 55.85, 55.56,
52.00, 51.25, 46.55, 46.06, 45.68, 44.54, 44.18, 41.92, 41.83, 41.48, 41.40,
41.26, 41.14, 41.01, 40.88, 40.57, 40.42, 40.35, 40.19, 39.77, 39.30, 39.17,
38.97, 38.83, 38.66, 38.59, 37.98, 37.45, 37.26, 35.53, 35.13, 34.88, 34.79,
34.72, 34.57, 33.83, 33.49, 33.37, 33.31, 33.24, 32.19, 32.03, 31.98, 31.85,
31.70, 31.64, 31.20, 27.35, 27.21, 27.03, 26.80, 25.23, 25.04, 24.45, 2431,
21.62, 21.51, 21.37, 20.99, 20.74, 20.63, 16.69, 16.30, 16.18, 15.95. 15.80,
15.71, 15.03, 14.57, 13.88, 13.64, 13.18, 13.13, 13.07, 10.16

MS ( % %FFAB, m/z) : 969.8[M], 925.8{]M-CONH,]', 590.6.
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EFABEFEEFTEFPHEFRARERLT:
LAF ICso: 2.00 nM
LAF¥: 0.25
B A A EwiE: 9.5%1.1
%34 S

42-BLE-42-FERTHEE 42-[0-(R"-2-AFX))-H

BT RO(RE2-AFR VSR _SABERELRESRE NS, KB
£ &4 24 & F xBH A A K AR S (F £71.1%).
IH NMR (CDCl3 , 400MHz): & 1.654 (3H, 6-CH3C=C), 1.751 (3H, 30-CH3C=C).
3.138 (3H, 41-OCH3), 3.334 (3H, 7-OCH3), 3.338 (3H, 32-OCH3), 7.17-8.58

{mm, 4H, Harom).
13C NMR (CDCl3, 400MHz): § 158.96 (42-C=NO-)

MS ( i & FFAB, m/z) : 1017.5[M], 590.4, 425 3.
AFHMERFREF X FPHAAREL R LT
LAF IC50: 1.50 nM -
LAFt: 0.40 )
AR AS AL A 550 7.820.8
LA FEFEEAY ARt THBOT S TN -53%
%6

42-BLE-2- BN T e FE X 42-[0-(-4-K F )]

BT RAO-(rE-4- AP R )RS AR SR Eg LS, BB
T A 28] & sk B A5 TR ARM AL S (F £34.5%).

IH NMR (CDCl3 , 400MHz): & 1.653 (3H, 6-CH3C=C), 1.753 (3H, 30-CH3C=C).
3.153 (3H, 41-OCH3), 3.29 (2x3H, 7-OCH3 #» 32-OCH3), 7.2 (m. 21, Harom),
8.52 (m, 2H, Harom).

MS ( #i & FFAB, m/z) : 1017.2[MJ, 590.2, 425.1.

EERAKBEFRBFT A THRREERLT:
LAF ICsoi 1.80 nM

LAFM: 031

B A AEE: 8.010.9
| j%ﬁﬂ?
2-HE-A2-BREREE 42-[O(RTH)-H5

5
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E-X 3
npoe

BT AO(RTR)EELERERTRE &8 & AT, BB EEH2
4| & F EBRF R AFHES (T £25.6%).
1H NMR (CDCl3 , 400MHz): & 1.28 (9H, ten-buryl), 1.654 (3H, 6-CH3C=C),
1,75 (3H, 30-CH3C=C), 3.136 (3H, 41-OCH3), 3.336 (3H, 7-OCH3), 3.37 (3H,

32-OCH3) ‘
13C NMR (CDCl3 , 400MHz): § 155.89 (42-C=NO-)

MS ( i #-FFAB, m/z) : 982.5[MJ, 590.3, 390.2.
EERAHBRFRETEPHAREERLT:
LAF: 0.1 u MB, ¥4 % 3449%,
=364 8
42-BE-42-BARFHREL 42-[0-(RATX)-H
BTRO-(REATFR )R A8 XA an i ag dish, B EEH2
%) &7 £ B 13 AT AR AL (F £29.9%).
IH NMR (CDCl3 , 400MHz): & 1.65} (3H. 6-CH3C=C), 1.747 (3H. 30-CH3C=0).
3.136 (3H. 41-OCH3), 3.332 (3H, 7-OCH3), 3.35 (3H, 32-OCH3), 5.134 (2H.

=NOCH?-, at C-42), 7.27-7.37 (m, 5H, Harom)
13C NMR (CDCl3, 400MHz): § 158.48 (42-C=NO-)

MS ( % & -FFAB, m/z) : 1016.2[MJ, 590.2, 424.1.
AE¥RABRERBFEPHRRELERLT:
LAF ICsp: 21.67 nM
LAFst: 0.03
%3419

2-BLE-2-BREHEE 2-0-HAX)H

BT RO(MAL)ZEERERS 2R ERLIAST, RERES
# & F & BH AT E AR AL S (F £57.1%).

IH NMR (CDCl3 , 400MHz): & 1.655 (3H, 6-CH3C=C), 1.751 (3H, 30-CH3C=C).
3.139 (3H, 41-OCH3), 3.336 (3H, 7-OCH3), 3.395 (3H, 32-OCH3), 4.60 (m, 2H,
=NOCH7C=, at C-42), 5.17-5.31 (m, 2H, -C=CH2 , at C-42), 5.94-6.03 (m, 1H,
-CCH=C-, at C-42).

13C NMR (CDCl3, 400MHz): § 158.1 (42-C=N-O-)

MS ( fi &-FFAB, m/z) : 966.5[M]’, 590.3, 374.2.
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EERAAERBRE T EFHRFRELERT:
LAF: 0. luMB‘T i %] £ 4 43%.
3.4 10
42-BLE.-42-BKE BEE 42- [O-(F-2-# &)]-A5
BT RAO-(F-2-i)k ks SR &2 kE gL, REFAS2
#) & 7 ik BH 13 A AR MAL S (5 £35.4%).

IH NMR (CDCl3 , 400MHz): & 1.66 (3H, 6-CH3C=C), 1.75 (3H. 30-CH3C=0).

~3.13 (3H, 41-OCH3), 3.33 (3H, 7-OCH3), 3.415 (3H, 32-OCH3). 4.69 (2H,

=NOCH2C at C-42)
13C NMR (CDCl3, 400MHz): § 159.5 (42-C=NO-)

MS ( i & FFAB, m/z) : 964.2[M], 590.2,372.1.
EERAHRFRKEFEFTHARRAEERET:
LAF ICs: 8.13 nM
LAF:t: 0.08
R A H 0 AR 8.041.1
R 11

42-FL §.-42-[O-(tt-4- L PR -2 AL THEE |

BT R RS 6T th42-B F-42- BTt EL 42-[0- (“tt"/t 4-% F
2B A RI-0-(Z T A TaA)42-H R -42-2 % 2 R EFHELA
Sh, B8 5364 34) 1T PR AT MAL M |
MS ( % %F FAB,m/z ) : 1019.5[M].
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