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1. X, I4eé-4y

A I
\ L K 1 H G

REBHRETELOE, X TPFHAZ LREATHRAMGAREK:
A XN I #L)-a-N-F RE-B-Z AR,
R1

II

AP RIZ (E) -2-THEX-1,

B o-RAETER. o-REAMKER (ELHER). FABRIHRAER,
C X I & EBRAREG ILABR,

X
H,C 11
3 \\N//l\\
H

COOH

¥

X2 O-R3 E¥FHRIZA. XA, X, AKX, AL, ET
EoAAATEAATE. RTA, 1- K%, 2- K%, 3- K%, ARE,
BRA. FRE. FEREA. TBA. #ABtA. TBA. FFARBEA. X
TELE . BRRAKR,

Lk XA RBBRARMHEEL., FTREA. AL, AL, F
AERA. D ERTF. BE. BRERAK, R

AE. FRA. AL, ERARE. AKX, ETRE. F7T
KA. HTRE. RTRE. &K
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~AE-N-FR&E.  N-FEXA-N-FFKL. —AKE. —FAK
. N-TEX-N- FREZRLFHIK,
N-T&A-N-ZRXERLFHIK,
N-TX-N- AREZFLFHIK.
N, N- = TRAZLFHK.
SRR THR. . R, "Gk, ke, N - xRS,
N-FBREA. N-ZBAEA. N-RTHAEXABERXRE. N-F4&
EABARE. N-4LX-_FEE,
REXVIHNEL, Y2E—AAETF,
[H-N’ (CH;) =CH- CO - OH]Y"~ X VI
N-FA-F R, N-FE-BEARK N-FE-FFBRK,
SRBR,
N-F X-FRE,
SE-R:
HRE. (D)-AEAEK. D)-ZLABK. 0-2LEA-D)-£ A8,
N-FA-FRKE, F=
N-F A -S4 2B

o = HE ©

= &
~

2. BRAIZBR1EGXITALEHGESEARFTH, L+ X &£ O-R;, AR
FHWHELET, ¥EPF X R SR AKX I oW EBRETTHE
HO-R; ¥, ¥ ¥ Ry X mARA|EK 1, HERFAEENOEEE, R
T ABL, HAERBR R 5 A BR &G A A2 T 2t st Am ik,

3. —FHWELSY, QHEHEHETHRRSGRFNER L X TG
HRAEBFETRZNOELEHF ETRZQGHFWA /R A .

4. PAZR 1N IS I BFETRTHLEENEGA T
HEFRZONHBHTRAIE,
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5. BAIZR 1IN IREGHRABTFLETREINLELENEGA TS

WM. AB. RERBRKARREFDFTERPERITFHMGHELR A
PR E A DR

6. RARRK 1MW XN IREHRAABFLTRINEEMNERA TR
MREF ORRBRFBEETOHDFGRAR,

7. BAIZBR 1 XN ISR EGFETESHEEFNEA TS
QG A B ERG AT RO R EZHNETNEHPH AR,

8. RAZR1HNIHNSDRESGF L TRETHEESNESA TH
SR FAELEYGEY TR E,
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A FBEE

AERTEAHBYFREE. SMHREFE. sMEHBHHY
RAiF @M thihinsdth. KEPHRAF T EREHF XK
MURBR AR b R IT MG ER F k.

FEEE ANRBETRRRARXERERAA BRI, FIMEEA
LY R & F

EP 0194972 3£ T £ K 3IZILEAB LA IR LRI E E47
A, XBBRAREXGIAFTE. ABRXBILBEEMEWMG L EITH.
FRFeFAE REM., BP 0484281 R T EA BB L EIWH KN Fo
FHIVEMRORBE EI/TEY.

AERANFTHRANKREAEL, EMNTATFALRE. REXER
BARLBERBAER, TRATFRABRIEK., 57T~ afF
HEWRG . BHAAZERERRFFERFTL T,

ARERGE RN EZH A HE LRI 3 (LR LA B
RORBBENFH k. BP 0194972 #iX T EAMKRER E I A X BRAL
& Fik. BP 0194972 I 5 H R ¥R B EAEHELE, A REHW
BF, MERERVNB TS FLTFRMAL, s, AR
AW R ALIE SR AL, T REA R TR ERR, UAAE
B A BAR T BA #EEA—FF RS S — AR X 69 £ 4.
AEPMFTEIMH—FFEk, EXFHFRANYFTEP, TLOKEEE
RABFRIN—FEZESGERARE, SBF %, BRRAMERE
%, ERBEAE, BAEHHRRERSE. IHHAHFTELHFE
A FRFRGMBBRAET I ZEHBRMARE.

FTXHANKRBEHEFLERETRAALR J. Kallen F “IR7
BE: Ao, BBFELARF, PERANEANEHAE (AW
#2%» % 2 B, H.-J. Rehm and G. Reed, ed., 1997, p535-591, %
T2

BEBT X1 TesE HIHE A T RABR
N-9F X —-T#% X -5 R 8 (MeBmt)
a-£X TH# (Abu)

PLEA B (Sar)

N-F ¥ - &£ &8 (MeLeu)
9 R (Val)

Kb W N -
oo QW >
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6 F N-¥F X -J &8 MeLeu)
7 G R RBR (Ala)
8 H (D) -7 #&.B& ((D) -Ala)
9 I N-9F X -%& R & MeLeuw)
10 K N-F % -5 £ & (MeLeu)
11 L N-9 X -4 8 (MeVal)
B, RAXAHEAREIXN I1LEH
/—B—C——D—E—F
A =l
S

L K H—G
BREAHBZLETHESHE, APFHFAZELRATHRLERGARL,
A X II& QL —a—N—EFiRg;.R—B-ﬁiR&,

Kl

X R1IRETHRRI-THE,
B oRETHR. o-AE KB (EHAK). FABIMER,
C X III 69 BRI ILRER
X
Hac\N)\
H

COOH Alll

P X2 S-(0).R2, £¥&)nZ£E. —HK=, R2 &, £B]K
IR . HERIBEY. LK. IR B4, hfR B fegik
B, BRARBRYGFERLFL, F

XRZ O0-R3, AP RIAZR, REARRAN. AR, 1%
Fo XTIty K. LRSI E, RBE, XH

X Z X IV sy X,

R4
[/L‘\m] - X IV
Y
HPa) R4 Fo RS Brabik AREBRE. FEARLFE, T2 —A4

M&ETF, XH
XRZX VAR,
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R6
S/‘\ﬁ/RT AV
v

l
R8

H 44 R6 o R7T 530k IRBRARF R, AF—RHBRA—A
3, R R AMBMRRABAKHYKRARE, YE—ANAET,

C RXVI®HEEX, YE—-A1WBEF,

[H-N* (CH;) =CH-CO-OH]Y" A VI

D N-FE-FTRE. v BEN-FTE-FTRHR. N-FEA-FHAKRK

N-91 % -7 76 R84,

E ZRE,

F Nﬁ?i"%i&’
C ARR,

H

HAM. O-FIABK. D-LAK. 0-BCLE-D)-LRHK,
LK N-PA-TREK, F
L  N-FE-ZRH.
AFg I-THERSHERE RAMA,
B—Fd@, AEAREGLESHEX TS
/—B——C——D—E—F
A ‘ W |
\ L—K |J—H—G
REHFETESZHS, AFPFHFAELRATHRAKRGEL:
A X II#&@L-a-N-F i}g&—ﬂ—;‘é%&,

HPR1Z (B) -2-THA-1,

B o RETEH. o-RAEARR (EFHABR) FARIAKRK,
C X III e9EIRARE LERBR,
X

HsC )\
NN COOH AN

H
FF, XA0-R3, HPHRIZA. FH. TH. AL, FAE,
ETHE.AATE FTE. RTE. 1- KK, 2- KK 3- KX, 7
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B, BURA. #FAE. FEA. TRA. BABA. THEA. AR
A, RP®A. mEAEAE,

Lo XA R BARAEAELEX. TRE. TAE. &AL, F
AEEX. BXRT. A, BREARAK, R

KA. FREA. ZRAE. ERAKL. FAEKA. ETERE. AT
AEA. HFTHREA. RTHEAE. N, N-—_FHE. N-FE-N-TEH
AN N-—ZR&E . N-FAEX-N-FRKE. N-FX-N-FHRAKL.
—RRE. ZAARE . N-TE-N-FRERALFMHIKR, N-TX -
N-ZREBFLFMIKR. N-TE-N-RARXBHLFMHK. N, N- =T
RAZLEFMK, RERTHR. edb. %2, Bok, i, V-5
AkHE. N- FBEE. N-CBRA. N-RTEEABREARE. N-F
FEEEAREA. N-4FX-_FBLX,

RAXVIHEEL, YRE-ABETF,

[H—N* (CH,) =CH-CO-OH]Y" K VI
N-FE-FRBE. N-FE-FAKRE N-FE-FELAER,
MR R, ‘

N- X -5% B,

ﬁ‘ﬁn&’

HAM. D)-ALAEKE. D)-LEKB. -2 E-0D) -« K8,
K N-FE-FTRER, F

N-F X -4 R BR.

KB EGEFARTE. TEA. B, AR, ETEA. ##TX.
FTA. TR, -8, 28K, 3-8E. FAA. AL, A
A, TEABFEFMIK,

ERRBEEGEARRBHE. IRTR, FAE. KTE,

BHAEAI AR R [2.1.1]1 %, BABE X, —FKH
[2.2.2]1F %,

i BB AN KARTHE. WARE. THE., RWE. K
—E. LA, oA,

XERFERPHRAREGEFALZLE. FREA. TARE. ARAE.
FARAER. REA,. EREAREA. —RARE. BARKA. 5F. BLA.
BE. KA.

PREABEANEPIRFTAE. TERA. ERARE. FRAKL. £
TRE. FTERE. FTERE. RTEREA. 1-RARE. 2- A RE.
- ERE. FARARE. RARE. HIRAAL. CRAALFHIK,

Qi o B~ ~H <p B 5 B v~ B
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ZHRAREGEFARZ NN-ZFRE. -FE-N-THRHEX. N,N-=
LR¥E. -AEA-N-FRE. -FE-N-FARAE., —HKE. —FF
KA. N-TE-N-FREZFLFME. N-TE-N-TREEFF M.
N-TRE-N-BAREAA MK, N, N-=TRAEBLFHIK,

ZHREABRAGRALTA—REBR IR, EHRRBKRTR.
Mhed b, JRSE. ek, kR, N-RERE, AR [2.1.11E5%.
RARMRA . RE=RHF(2.2.2] F 5.

BRAM AR TEBA. TBRA, ABA. THRAE. FHABRE. X
TEA. RAEEA.

BLEREEFRZN-FEBRAR. N-TBEARE. -RTALEZER
A N-FRAZARE. -EXFBAL. N-4RX T8k,

BRGFEGEFRZTRE, AFKL, FTARAXRRE, RAXRR,
SRR 1R 2-BEA,

RFERGEH) R E . Eeh | ohel | abur dhe, wEeR . wb,
=k, RifEeb, XKF8Eeb, Xifokep,

MENFEF R —FEMR. S-FE-S-FE4H. S-FR-S-H AL,
S-F A -S-FELRA T AL, S—+ ZmAE-S-F 4.

NVEAHAWGEHZ N-F R A 2-HaK. N-F R bz si—4-
AR N-F - =B AR N-F -3 ook -2 - R AR AX,, sbme -2
AR T EBRES . vbrr 4R K T AR BB, mhen a2 sk
TR ES .

F CRA S-R2 ARG VLR BR GG K I 1o R AEH &6, WE
Y CRMABBYKELEZTHEARRAETF, X BERBEEF HEHH4S
ARFERT AN L, Bl —siibdh. AREHERE. AL DY N
MR ITE R, R B FXR2XHARNEY, EKRETHRHR
BEAE—FELHNENFAL TN —FEBRHRLE., BROYZSHAZRE
BER, PlimREARE. REASP. —FARAESTEA-#E
£1t42 (lithium hexamethyl disilazide). i FiX ik B 5455 M
FEHREEEE S, =", —8., FRARTABSRLA.

H ¥ C A S-R2 BRARAHVRBRG X [ /Lot R A4 449,
FI BT HS-R2 A F C A4k X AR IR X 1 1044+ 69 IR,
A X, ey R2ZMBITEA. FERBE, XEX IVRX VAL,

Fd CABS-R2——H ¥ R2 R ——RARMGIRBKL G X 1 1o
MR AER S, KR C R S-R2——H P R2 ZBLA ——RAH
MLEBE X [ EHE—HELHENTAR. . BERXCNGH
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MATEHLRE, Fle T, T, PTEARR-_FTEAM. E46FXBR
BLUIEFH A B, Pl FTEENR TAY, B, Pl — 8. W AR "85,
REHAER TAHEEN . Pl —F R FBE., FERBETURSE B
k, THEEFETHABRATREN, FTEROXBREEH T A —F 5
AALH, Bl L REE L5 B R A VAR BR G BY, A AR BB do
4—F KRB, TARER N = AL T B8 A K oA B sbf 4] &3 9 C 24 S-R2
BARGMEBRG X [ PR AT, H e R2 ZIAKKBMKE.
FHRAMEN. MR Rtofetd. IR, 3BIRXK 2 R KEE L.

H 4 C &4 SO-R2 Fo S0,-R2 B4R &9 LABL &9 X, T 1044 2 X HE4)
&0, FH P C B S-R2 BRAR A ILAB 8 X, 1 1L 15 —FF M M A
PRA—FEHGRARNLE., ZRAMGELARZTRIALEA. REBMA.
R, LRTE. MRERXFTRX LA, E46TFRERAY
R B e K A PER GRS, AENG ow Sckd. =85
KRB, RERAKGHEIER, Flo—_—RFKE. |45, 9/ TE.
w9 S.vk R ="

- C 24 0-R3 ARG ALRABL A X, [ AL T vh B X F4H) &4,
R#IA T C A4 S-R2 MM ILABR X 1 1044+ a4k & S-R2.
EXBRBEHEERAXNRER FAEIGEREITH, FlolBRk. TR
4. TRRAF, TRELTUAARZ I HBIRR I stsr. L%
BREOBHERAEMNASRTH/ERGESD., IHABRPwRMEE., FX
R BAEEREL. SREB, ARTE. TEAAIAHTIRE. %5
BMENS GO TFSEAESS. HFELEEEA G hE Fae X HHRE
1Lt bt bdh. B HIBRMEHI R = R, TRLK. Rt
AN, XEAL )RR H TR RELELIFRIOH £ XIRILEK
PEALE L6 S-R2 R O-RIBMARASAAE ERAA, BR—AXVI g9+
HfEEF, cBHE—VT HERERESGVFTHEYEEENREE, HBR
& 4.

AZ B s RP)F LERE FFF—FL 24 0-R3 BARLAX
A H—FF 0-RIBARA RN T8k,

HPREBBRECAXVIMEEFHX LW R —FFERA TX
B TR PP EIAR, XL A E T3 RARRIEARAA R K312 3
%oy, RMTFERFALFERRBZTHPEAIKR., RETEFKBHEY
LT, XA REARRBRE, 26, ERAELEA TG
J RS EZBEANNPIARERERL, FHEAMNAEEE. &. %
BBy IR, devlvk. Xk, HBEME TR EEXNL
WARLS LHAARLSGREAR TR, B, AP RABMELE C 22X
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VIre® FeRRBE EAARLALHERLG KEFT X,

RKEAPSHER FREREEGEE, HHICNGELE K,
ERXREFQZALETFTRAMGAMKN, ORA. BFE. 8. FE
Sy, BAEHY. Rk, R RpHE. EEAEREGEHEKRGHERL
T, KREBASWHTFEREGBE L AI7EAE A BT KA A PR
I eltER., tmEAEFY, FHRZHHELETRE SRR RBKIR
Bb RIEAER . AP A ERE RS REABRTFRAETER. B,
AEPIAS TR FRENET, QELIVARAARRK, REF
MEEEFHWFLERGRE, £/, KLAPALEHTA TEFTRELX
EAHRRREAER, QB ERBRTFEARERAT L. FARPREE
EX. B, REAVLESMETRA TFEAAELERARK, FlTHEER
BERKF. MERARKRFNHEZR.

AE P H —F A ERFRPEE ST HINREhfe BHZ
WE, HloBMRLFMHEARFARERCIREESHSME.

#fm, REXPALSGHFFHLELRE, FloBRHNEL A% E miR
TREEHEL. FF. REIMNZHEPHFTALIE, TR EFIFL
AR AT 2R FE .

Ft, KREPILEHIELEHFETRSHETHTFHEWFHFR
EQwhhdh. s hmd. LB, REFRRAURRLFH T LA K
RS RERFBNBEY. ARARKELEFREARLAARKGEY.
A G RRREEBRGIFRORELEMHGHY. AT HFFARFE
AP ey,

AZ P H T AL 25 5 E o748 % 6 FAeH) o/ K F) —22 4
RBhmsd, FELAKRE. AR RAYTBXEZ 0 REZLH,
REVAEHEN BB ARG XBH B INRZLTH. SMNETRE
. HRA. RBBEARFOHEIXHRAH., SAHERHEILAH X
#, SHFIEE AIRERBFANAANGR, R REXAESHEA M
BARE, e 54 S FTHTHBBARLE,

HHLHANERAETARNGEMN. ARG ERARFFMGER,
AHME Img £ 200mg & kg A E.,

3% #& 4

1. 3— (o X -2-#04K) -SR T & :

¥ &R Qm) ERAPRMAES. & 4 RiASH I o4
(1. 78g, 75mmol) , R /& Am A\ — XL P BR 4k dh 4R . RS- B AUBEHE 15 5-4F,
S AR E. B 15 S5 m AR FeE & A(Sg, 4mmol) R TR F

11
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EBOMYE &R, REWAE-40 THHIE 15 8. REmA 2,2- 0
R B (7.2, 33mmol)8 T0ml R T A FTESIER, % A-35
E-40 TFHIF 2 . mA B AR RAE(S5.56g, 104mmol), 44 fE-35
THIF 1004, WEEFEE, ROWAHIEH2 I, T, ZisH
ABRTEFTRESEER 3 R, &FikEPzk, A 2N SRALHA. HK
ER, ZHRBATER. MAERSYEBEIRKREERL, A _0LEB/VE
=96/4 ., FFiFHICEWH, A HFFHIEK.

RS Y F AR A IR EAE L6 JR-T 49 '"H-NMR AL F 4545
[8(H3)]#4 6.36ppm, S+ # 4K B & % 7.13ppm. 48 B # PC-NMR {4[5(C3)]
A 58.81 #= 58.45ppm.

EMF LB 1, AT HN s E T =8

5 35 Z Rt =

2 4,4°-—t® X gL 3R E4-BR)-FBEE A

3 2,2°- = R B AL (LA 2-BAR)4- (BT REAERR)-FHRE £
4 2,20- bR X AL B 3-(R A 2B )-4-F R AR - RO F

5 2,20- =R A Z R 3-(CRRE-2-BR)-2-EHRAR- KRB

6 2,20- b A sk AL 3-(R 2R )-2- B AR E

7 2,2- bR K skt 3-SR E-2-BK)-8-(D)- L KM -FKEAE

8 —X A —miey 3-(REBAR)-REFE A

9 2U-ZFREACE —HALY  3-Q-—FREALABERA)-KEEE

10 V- AR SE A B 3-(GRE R E 2 A BAK)-SRRE A

2,
X Gl F AR T 5 A EAT KIS

32 56,45 9 S(H3) 3(C3) it H &9 #
(CDCI3) (CDCI3) R”¥ MS
2 -(RRRAA-RK)-FREE A
FHk A 6.36 60.19  1311.84 1311.8850
FMEB 7.13 58.46
3 3-(RA-2-RR)4-(-R TR BLAR)-KRE 712 58.58  1327.84 1327.7922

*

12
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1 3-(mE R -2-BAR) -4-FRAEAK-FTBAE  7.12 58.45 1297.83 1297. 7507
5 3 (v A -2-FRAR) -2- EM A B -RIOE A 7.12 58.77 1325.86 1325.8316
6 3-(mhre R -2-EANR) 2- A M -IeE &

SR A 7.08 58.81 1325.86 1325.8517

JEME B 7.33 58. 15
7 3- (b B -2-EAR) -8- (D) - L AM-HIEAF

JEHIAK A 7.11 58.12

MK B 7.60 57.63 1327.84 1327.8436
8 3-(CRAZR)-RFEAF A 6.18 63.62 1310.85 1310.8732
9 3-(2-—FPRACHEBEN)-HREE 5.7 59.32 1305.89 1305. 8762
10 3- (FIL R IE -2 RBR)-HLREF

ek A 7.0 63.00 1367.86 1366.8120

JEMR B 7.56 60. 90

11, 3-EAK-3-KEANR-KIEEF

w3t F 60 700mg %) 8 45 300mg 4- = P &I weE 4 3ml
LU IR T AN 0. 5ml LERAT. ERAEFRBLEET HI 36 IE, K5
A 20ml AXK#HEE. REGVYALBUEFRR =K, SitAMFERE, &
SR OINFBEE. K. K%, Z2RBRATER. RAZTHHRASHE
SHKEE, TRALBOEEARMAN. FRFA B K&K,

12. 3°,3-— 8B EA-RIEHE

¥ L 11 4 (100ng) 5 T 2nl L8, A L& K (100mg), &
HWAES0C T3 . RXETE, ¥RAHETLRTE, A
BB AARREE. AMNMERBATER, RAEF. ReHgaK
&, 3% 3 49 %) 45mg AR S, LS A RAREAT P Y945 4E NMR 425
% 6. 80ppm ( LA B H) # 74. 53ppm ( ALE B C).

13. 3-ZEBRI-FFAF

M A6 500mg LS 8 WK 3nl LEERTMALERE
(100mg), ®AWAS0C Fh#k 2000, AXEFE, ¥ELPET
LERTLE:, MBRAAERRRE. AVWMEEBMR TR, AXET.

13
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%AW e g &35 543 5] ASmg ARAAAY . B ES W AERNE T
45 NMR 42 % 4 6. 82ppm ( LR B H) #= 74. 40ppm ( FLEER C).

14. 3-F & A RFeE &

¥4 1 2% (131ng) % T 20l WABE, A R#LE (25mg), R
L4 50C Famdk 5 8. mARK Q. 5n)FELEFE, HEA
WETLEBRLE, RBEBRAMEREE. AVREEBRA TR, AKX
E . RAWHEREE XSS 45ng RS Y . ZASHERKK
15 % &5 ¥ 4E NMR 42 % 24 5. 84ppm ( LA EX H) #= 83. 30ppm ( FLRAER C).

FALS BT BB AT, A EEA 12 FHER RAARE -
) 1 = PR ATH &

KT A 14, AT HNERHET 3 9

52 3641 24 ik 8 (H3) 8 (C3)
(CDC13)  (CDCL3)

i5 .3 3-LAFFIEAHE 5.93 81.58
16 5 % B S-FHEEFTEEE 6.02 79. 50

17. [D-Sar—- (& THAKL) 1L £

RN 14 B4, 22 A LR 10 TR EEE 1 W,
AR TERSETE, FHFEELEGY. ZHEGWERKENS T o454
NMR 42234 6. 09ppm ( FLAE.B H) # 76.00ppm ( FLEER C). FHH A=
A 1274.74, MEXFEMS R Z R EH 1273. 898884.

18. [D-Sar— (@ AL)’]-rIE &

I B A 17 3BAE, JF A ABERERTE, FIAFELEY.
AL A AR B A P A4 AE NMR 4554 5. 96ppm ( LR E 1) #o
80. 80ppm ( FLE B C). i+ H A& 4 1258.69, M4 HMS AT R E
A 1257. 867583.

19. [D-Sar-(&&A)°]-3rFEH X

W 4 1 54 (130mg) & T 2ml W & =k%h, AA INZE& (1nl),
BAMWAE 50C Tk 5 . WmMARKK(.5nl) 5, MATERTHE,
AW BAES, SBAWEE, MEBISAERRKE. AIMER

~

tide

14
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BRAN T IR, AKX ET. RAWAGAIK €% 2473 55ng AR5 A, %
o B AR AT T 494545 NMR 4125 25 6. 96ppm ( BLEER H). +HH &
YA 1218.63, MESoHMS R EZHREAH 1217. 836248.

20. [D-Sar— (ZBEK)]-FKBE+

¥ 1 74 (500ng) & T 2mnl v Sk %hFe 2nl K T B, A
A5 2% B2 (200mg), BAWAE 50C Fm#k 5 8. ALK (Inl) &,
MNTRRLE:, REWRAED, 2EANEE, NEEBANERL
. AVHMERBRA TR, RXET. Z4eW ik &4 5433 255mg
AL ESY. ZHESWENKEAG FOHLE NMR 125 4 6. 50ppm (AL
B H) #= 57.60ppm ( BLEE: C). A K4 1276.73, A &5 F MS
P M IEH 1276. 824005.

21. [D-Sar—(¥#&L)’]1-3r70¥ %

EZART, B Ea4 19 74 (120ng) %5 T 1ol LB, AN, N-
ZWA B (60ng), BRAWEFTERTEI 5 IEF. AP s (0. 5nl)
B, BERFIR, REVEGET, RALWELBLEL INFRE
Z a5 H . AIERBERIMERERRE, BLRAEBRMNTIE,
EEETF. BAWAH K EEEIFH Tong /LS. mSbHBH
T ek [a]®=-215°, c=1, CHC13. izt &®H & [al]®=-215°, c=1,
CHC13 & A 4.

22. [D-Sar—(2—- (N-Boc-3-&ALAFEARX))’]1-FFH %

¥ gspl 10 4 (140mg) % T bml LAKw A vkvdh, A 175mg
N-Boc-3-R & & B o 5 i 8% B2 (30mg), 244 50C F Au#k 12 0.
REWMAEALET, BEREAVET LR UEPRRPEBREANALER. 5 &,
AWANGHRBA TR, AAXET. A4V R I K &% 545 %] 75mng
Fr AL oM A0 23mg [D-Sar—- (2~ B-AA B EAN))]-KFA F. 15 1b
AWM AERKREG UL NMR 125 4 5. 97ppm ( LR & H),
[D-Sar—(2- 3-&AEFAK))’]-3rFeH E 655 5. 91ppnm.

Ry 22 TR, AT HESE TR 44

st Bt ek

15
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23

21

25

26

27

28

29

30

31

32

34

35

N-Boc 2-& X &
N-Boc-5-8,3 X A

N, N- =¥ 8%k L&

N, N-=Z R TA
N-F&-N-(1, 1-=WXTH)
aXveE

N-4E R =P ot-R A& T8
N-Boc-2- £ K -3- KA N8

3]
N-Boc-2-# ¥ ik -ntek ke

vE
AR TR

z
| |
i
-
i
=

[D-Sar-(2-(N-Boc-3-RAELHEAK))' -5 EA X
ID-Sar-(2-(3~-RAZHARX))’ ] -FE %
(D-Sar-(2-(N-Boc-3-RA KAL) ] -HAH £
[D-Sar-(2- (3~-RERAKX))’]-xLBE £
[D-Sar-(2-(N,N-=FRAZHEK))’] KB F£
[D-Sar-(2-(N,N-=Z RAZREX))']-wa¥EF
[D-Sar-(2-(N-F XA -N-(1, 1-—F AL KX)2-RKAL T L&
E))l-mieh &

[D-Sar- (2-(N-4F X — VP& -2- R A AKX -FB &
[(D-Sar—-(2-(N-Boc-2-R A -3-KARAX))]-wwE 4
[D-Sar- (2- (N-Boc-wbto-2-28) - P RE) | - E &
[D-Sar—(2- (eo-be-2-2K) -WEL)'] XEE4
[D-Sar-(2-(N-F R -k -4-2%)-8&)’]-KHEEFE
[D-Sar—(2-(N-F A -R AL Tr-3-X)-&NK)°] oW
r3

X LB B 45 4R NMR 42 5 3 F

5 3 B ¥ 3 (H3) 8(C3)

(cDC13)  (CDC13)
23 [D-Sar-(2- (N-Boc-3-RA LX)’ ]-%E £ 5.96 82.01
24 (D-Sar-(2- (3-REZREA))’]-xHEE+ 5.92 81.53
25 [D-Sar-(2- (N-Boc-3-RAXEX))’]-HF0@ & 5.95 81.76
26 [D-Sar-(2- 3-AXKAR))’]-xFeB % 5.94 81.73
27 [D-Sar-(2- (N, N-=TPRAZRARX)) -7 & 5. 89 80. 63
28 [D-Sar- (2- (N, N-=ZREATRR))]-KEE £ 5.88 80. 54
29 [D-Sar-(2-(N-F X -N-(1,1-=F X HK)-2-8A T 5. 84 80. 13

AN -mdk

30 [D-Sar-(2-(N-4F (X ~Fm-2- AKX CH X)) ]-xF&  5.99 82.12
31 [D-Sar- (2-(N-Boc-2~- R ¥E-3-F% R X))°]-3x38  5.96 81.89

16
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W&
32 [D-Sar— (2- (N-Boc-#b#- 5t -2- ) - P R H&)’]-3r7§  5.87 79. 46
33 (D-Sar-(2- (b f-2-A)-FRK)°]-#BE X 5. 85 79. 32
34 [D-Sar-(2-(N-F R -skg-4-FK)-&X)’]-re¥+  5.85 79. 32
35 [D-Sar- (2-(N-F X - R EFX THE-3-X)-AK)°]-3c  6.03 78. 50
B £

A A Feb) 1 G54, TR T I LE:
3-(2-F LK) BAN-FIEE
3-(2-FRIL)BR-FKIEEE
3-C-RALR)BEX-FIE X

3-(2-PR ALK BZEA-FAF
3-(2-TRI LK) BENR-RHE
3-(2-LEA-N-FREREALK)EK-FKFEHE 4
3-2-ZCLRICE)BAR-FKIEEF
3-2-EF/RACK)ARK-FIeB*
3-C-FAREALA)BER-KAAE
3-(2-FAALCHKR)BER-KICEZE
3-Q-FRAFRILACK)EXR-FILHE X
3-2-ERALRIALHK)BR-FRAF
3-2-FRAFRALCHE)BENR-FREZ
3-(2-FARABRILCK)BR-KRAF
3-2-TEFARRATLE)BR-KOEFE
3-Q2-— St mAAA L) BER-RIEEFE
3-2-EREAFARKLLE)BR-TIE £
3-(2-ETARAA LK) HR-KFE L

3-Q A TARAZE)AR-FKBEE
--FTERAZR)BER-FIFF
3-(-RTEALAZA)BER-FHAEF

17
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3-Q-ETHATVTRIACHK)BER-FIAEE
3-(2-ETHAZRICHE)HENR-FFEE
3--ETHAFARAA L) BER-KIAEFE
-2 TAFRICH) BR-FEE &
-2 THER LRI LK) BAR-FKIEE L
- THAFRAKL L) BR-FIEAF
3-@-RTAVRACH) BAK-FKIE £
3-(2-RTHACZAI ) BR-FKIE X
3-C2-BTAFRAKL L) BER-HFRBF
--RERTRAZHK)BAR-FRE X

3- (2t Bk L) AR -RFAE &
-2k TR LR BRR-FKEAE
3-(2-Gok K LK) BmR-FRFAF

3- (2~ A LR BER-KIE £
3-2-N-FHERAKAEALCHE)ER-FLE 4
3-(2-N-BTHARBERLE)BEK-FICHB XK
3-B-REFTHRA) AXR-FKLAF
3-(N-WHE-3-RLHFTHRE) BER-FKEEE
3-(N-ZHA-3-REHFTHRAL)AR-FEAE
S-(N-FFAE-3-RLHX TR AK-FEEF
3-(B-whk k) AR - H F

3— (N- 9 JL—3-wbek bt 3R ) K -3R T8 &
3-(N-Z 3wt e ) AR - Fel £

3— (N-JF & 2k —3-wbk e 35 X -3RFe 8 &
3— (4-vkoe ) AR -3KFe &

3-(N-F -4k L) B - B &
3-(N-T A4k R)RK-KEBF
3-(N-F @4k L) BR- KA %

18
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3-(2-FA LA BRAR-2-BRE-RTE &
3-(2-F#AAL) BRR-2-HREBK-FKFEH £

3-(2-RA LK) R 2-HRAB-FHER L
3-2-FTRIALK)RR2-BRB-LFAF
3-(2-CRITCHK)AR-2-BRAB-FRIEH F
3-(2-THA-N-FRERA LK) BR-2-HBRKR-FILF L
3-2-—ZEALR)RR-2-SAME-FE X
3-(2-ERRLLE)BR-2-HRE-FKBHE
3-Q2-FAAATCK)BRR2-BRE-HRTEH L

- (- AR BRR2-BRE-REH £
3-Q-ERAFTRACK)ANK-2-BRBR-FKILAFE
3-(2-ERALAATZR)BR2-BABE-FRH £
3--PAFRAA ) AR 2-HAB-FTLA &
3-Q-TEAFARA LK) AR -2-BEEB-KOEE
3-(2-CARRABACK) AR 2-BRE-FHEF
- Q- FHAR LA BER-2-HRE-FKIOE £
3-2-ERAFRAACH) R 2-HRE-KEAE
3-(2-ETHRAZR)HBK-2-BRE-FICH F
- TRAZR)BRR-2-BRE-FRIEHE
3-C-F TR ALK BR2-HMAB-FKTLA &
3-(2-RTRALA)BER-2-BRE-KTCE F
-Q-ETHAPRACER)BRNK-2-BABM-FOH %
3-Q-ETALARA LK) BR2-HABKR-HTel &
- (- ETASAEARACHA)BR-2-HEKE-FAEHE
- TAFRACH) BEK2-BAK-KILE X
- AP THAZRILLK) R 2-HRABE-RFLHE &
- TEAFREACE)BR-2-BMEBE-FKEE £
3-Q-BTEAFTRACH)BENK2-SE|E-HKHH £
3-QC-BRTAZEAA LR AR -2-HEKE-FEHF

19



99807316. 4 W 1 ZE16/42T

3-QC-BRTAFAAALRE)BRR-2-BRAB-FHF
3-(2-RAFRTHRACR) BNK-2-BAB-HKFEHAE

3- (-t A ) AR -2- MR BRI E &
3-(2-%R TR LK) BN 2-HRBR-KIEE L

3- -Gk R ) AR -2-BABR-FA X
3-(2-kER LK) AR 2-BREK-KRIEF
3-(2-N-FAREE LK) AR -2-HEE-FBF
3-(2-N-RTHRER L) BENR-2-BRBR- KA F
-G-8 unTRAL) AKR-2-BAKR-HFTA L
3-(N-FHR-3-FLHFTHE) AR -2-HABR-FLEEEL
3-(N-THA-3-R LK THEA) AR -2-BR/RBR- KA L
3-(N-FARE-3-REXRTRAL) AR 2-BRE-FKBHE
3- (3 L) A 2- B R B -RILE E

3— (N-F & -3- R R ) AR -2- MR BR-FTeE &

3—- (N-Z A -3-wbek e R B —2- A BR - FLE &
3-(N-F &AL -3k b L) AR 2-BAB-FFEH £
3- (4R R)BRAR-2-BAE-FHE &

3-(N-F A -4—km L) AR -2-HRB-HFREZE

3-(N-Z -4k ) AR 2- B REE-TOE £
3-(N-Jp A 4% ) BAR2-BRE-HAFLEF

3-(2- fv—ﬁﬂ)m& 4-(y- ;IJ;E W%%ﬁ&)—%i@%‘%
3-(2-RA LK) AR -4- (y-BE-TRERB) HKEHE
3-Q2-FTRAZER)HARA--BE-FTEATRR)-FCRE
3-(2-CRALHK)AR-4- (- FEA-TEATRR) -FREF

3-(2-TAN-FRELA)AKA-G-FZA-FEZTRR)-FH

3-(2-ZCLRACK)BR-4- (- EA-TARLAR) -FRE X

20
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#*
-2 K LK) R -A- (B EA-FTE AR KB F
3- (2% FRLA)ER-1-G-BE-FRERAR)-KEH L
- FUR L) AR4- (- BEA-FTEEZRKR) KL Z
-k HACE)BER-A-(-EFA-FTEERBR) -FEHBE
3-Q2-N-FHRBERX L) BER4--BA-FALALRABR)-KFHE
3-Q@-N-BTHEREEILR)BEK-4-G-EFEA-FAZTRR)-FT
LS

3-(B-REFRTHRA) BERK-4-(-BFEXA-FRAE
S-(N-FRA-3-HERTHRA)ARA4-(-F

B
e

-(N-ZHE-3-E 22X THER)ER4-G-FRA-FTEAZAR) KT

W&
3-(N-FHAE3-RE2XTHRABERA-(-FEA-FAEZRE)-IR
;@-w-'%_
3-(3- R BER-4-(-FBE-FEAZTER) KO EFFE

3-(N-P R -3-mt& ) AR -4-(y-BRE-FEAZRR)-KFLHEF
3-(N-T 3 -3-wbes b ) B —4- (y-BA-FTA S 7S

22
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3-(N-Fd@ A -3t i AR B -4-G-BA- PR ELRB)-Y
*

3- (4w ) B -4- (yv-FEX-F R ZRB)

3-(N-FP R Ak m )RR -4-(y-BE-FLZ

3-(N-Z -4k ) R —4-(y-FX-F

3-(N-JF -4kt ) B —4- (-3 -

3-2-RCA)BRR-2-EHABE-FBE
3-Q-FARA)BER2-EHABR-FLEAE
3-QC-RA ) BR-2-EBAB-FAEE
3I-C-PRELA)BAER-2-EHRBR-IRTCH &
3-(C2-ZRATLA)BRR-2- EHRE-FE £
3-Q-LHEAN-FTRALK) AR 2-EHRB-HFEE
-2 ARATCKR) AR 2-EHRE-IRTEH &
3-Q-ERRILCA)BR-2-EBMEBE-FRTLA £
3-Q-FARARCH) K- 2- EHRE-RAEE L
3-(2-FKARA LK) AR -2- EHRAB-HFIE £
3-Q-EAAVTRACLK)BR-2-EHMA BRI H &
3-QC-ERACRATCH)RR-2-EHMAB-KRILE £
-QC-FAFTRRALRKR)AR-2-EHEM-FEF
3-Q-TAKRARA L) R 2- EHRB-IRIEE £
3-Q-LAFARATCK) R -2-EHAEB-RTLEA X
- RAAL LK) BR2-EHRE- KRR L
I-QC-ERAFRALLR)AK-2-EHEB-KIH &
3-2-ETRACK) AR -2-EHRE-FAH &
- TRACLK) AR2-EHRKR-KIEFE
3-Q2-F TR R -2- EBRRE-FRIH X
3-Q2-RTRALA)AR-2-EHAE-KLHAE
3-QC-ETHAFTRALHK) AR-2-EHRE-FRFOH &

23
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3-Q-ETAZAALHK)AR-2-EHREBE-FIOE £
3-(2-ETEAFFRLALR)ANKR-2-EHRE-HKICA &
- TEAFTRILZRE) RLK-2- FH AR -KILE £

3 QA TAZAALHL) HR2-EHRE-FILEF

- TAFAREACHR)BRR-2-EHRBR-FATCHZE
3-Q-RTHAFTARILK)HR-2-EH KB -IRFOEE
3-QC-RTEZZAALE)BAR-2-EHK[R-FIOEE
3-@-RTAFRAALH) BAR2-EHRBR-FRFARE
3-C-RLHTHRELR)AEK-2-EH AR -FICEF
3-(2-MR R LK) AR -2-EHAB-HFIBE

3- (2% F R BN -2-EHRB-FRFERF

3- (2o X, L) AR 2 EHREB-FICH E

3- (2Rt L) BR-2-EHRE-FEE
3-(2-N-FRBREXCHK)AR-2-EHREBE-HILE X

3- (2-N-® T HARE/LRTE)HEN2-EH KB -IRFOH L
-B-REFXTHRA) AR 2-EHRBR-FILEEL
3-(N-FH-3-R AR TriA)BmR-2-EHRB-FIOE X
3-(N-ZA-3-R XX THRAE) BR-2-EHABR-FIOFF
3-(N-FAE-3-REKTRL AR-2-EHABR-FICHF
3- (3-wb bo k) AR -2- EHM R BB -HRFA E

3— (N- W 2 —3-wbe po ) SR —2- E 4 R AR -IRFE W &
3-(N-Z k-3t e ) R -2- EH R B -FTB &

3— (N-JF | L -3t bo k) AKX —2- E SR B SR Fe il &
3-(4—kez ) AR -2- ESRBE-HKILFE

3- (N-F 4ok st ) R 2- EHRE-HKTed %

3- (N-Z k-4 ) R -2- LR BRI H &
3-(N-F B4R L) AR -2-EH KRB E

- (2-F L) BRAK4-FTEAESABR-HRTCAE

24
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3-2-FRL)BNR-4-FTHBRK-FIOH %
3-Q-RAATLHR)BER-A-FRAEEBR-FOH L
3-2-FPRIACI BN 4-FRUEAR-FRFF 4
3-2-CLARICRA)HRR4-FAYAB-HKIEHE
3-Q-THAN-FTREA ) BENR-4-FTRYGR[EKR-HKILE L
3-Q2-—ZRAIE LK) BR-4-VIASRBR-FIH %k
3-Q-EARRIECH)BRA-TAEBRB-KE X

3-2-FARAKL KRR PLAESRAB-FIEE X
3-(2-FARAX K BER-A-FPLABEBR-FBE L
3-Q-ERATVTRALR)BR-4-FTHEERER - KFEF
3-2-EFRALAILE)BR-4-FRERE-RFOHE L
3-Q-FEFRAALER)BER-4-TERRAR-RTOHF
3-Q2-FREAFARICK) BR-A-FPRLABRE-RTOLH |
3-Q2-LHEFRARALCH)BAR-A- TR ERB-KFLH %
3-Q2-—HARKA LK) AR - FRERAB-FIEE
3-(2-EAAFEFRALLHA) AR 4-FLYAB-HKBA L
3-Q-ETRILZK)HBR-4-FLBRE-RIEH &

3-Q M TRACH)BR 4 FTIEERKBR-FIAA L
3-C-FTRACLK)BER-4-FTASABR-FIEHE &
3-2-RTRLCHK)BNR-4- TR ERE-IKIEE L
-Q-ETHAFTRAZHA)AER4-TRAERAB-KRIAEF
3-C-ETHAZEAA LA BRA-PLAEEE-KAEE
3-2-ETHAFARALCK)RR4-FPRAERBE-FRFE L
-2 TRAFTALACR) BR-4-FRABAB-KRIAE £
- TRZAA LK) BR-4-FTREAB-FKILE X
-2 THAFIALLHE) AR -A-FTABRE-RIE £
3-2-BRTATFTEACLA)BR-4-FRAERB-FB X
-Q-BTHAZLAA LA BRAR-4-FTLAEAB-FRIEH L
3-Q-BTEAFAAA LK) BR4-FPEAEREBE-FIEE L
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3-2-RLFTHRACLH)BER4-FTLERE-HKIEH L

3-(2- M REA LK) BR-A-FTAERBR-FEA £

3- (2w FRAZHE)BR-4-FEBRE-RILH &

3- 2" R LK) AR -4-FTRAEREBR-FRILAZF
3-(2-B R LHR)AR-4-FTEERE-FIEEE
3-(2-N-FHhokir i A)GR-4-FTRERE-LTOE £
3—(2-N-BTHRERCA)ARKA-FEAERBE-FOEF
3-B-REXR TR AR4-TALRE - KILE X
3-(N-FA-3-RLARTHRE)AR-A-TRAERBE-KAEFE
3-(N-ZHA-3-R LR TRE)BRA-TLAERE -KFCHEZ
3- (N B E-3-REFXRTHRA) AR 4-FTLAERBR-FEB L
3- (3 I ) K- 4- P AL KB -HIeB &

3— (N-FRA-3- B BR-4-FTRAERIE- KB Z
3-(N-Z -3kl b L) SR -4- TR B RE KRB &
3-(N-JF A" RE-3- i L) AR -4-PRABRE-FKEHE
3~ (4w ) AR -4-FABAE-HKEH A

3~ (N-F 4wk s ) AR -4-FTEBAR-FTLH &

3-(N-T 4% X)) BR-4-FTRAERBR-FRLEE
3-(N-JF AR 4R HR-A-FTRAEBREBR-FRFEH F

3-(2-FLHR)BRA-FTEAFERR-FIAF
3-(2-2RFP)RNR-4A-TEFTRKE-FRCH*
3-(C-RACH)BR-4-FRAFTEAR-FEREF
-Q-PEAZA) AR FPLERFERE-HEHB £
3-2-LEA LA BEARA-FPEFERE KB F
3-(2-ZHEA-N-FREACK)BERK-4-FRARF T RE-RILEAF
-2 LAA L) BR-4-FTEARTRE-FEE
3-(2-ERAATLK)BERA-FAFERE-HKELEHE
3-2-FAEKECHK)BAARA-FEAFTRER-FKIEE L
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3-C-HARA L) BZNKA-VRFERE-FKAB L
3-QC-ERAFTRALK)HFR4A-FTHF T RE- iﬂ@?ﬁ
3-C-ERACRATZHR)BER-A-FEAFZREB-FBHE
3-(2-FEAFRAKTH) B4~ ?’iﬁ%ﬁ%ﬁi—iﬂ@%%
I-C-FEAIFRARAAZR)ER4-FTEFTRE-FAE
3-2-LEAFRAA LK) BRA- PRI ERB-KILAE
Q- FARA LI AR 4-TEF TR EE
3--EAAFERA ) BRA-FAFTRE-ROE £
3-Q-ETRAZK)BRA-TEAFERBR-HFILEF
- TEAZHR)BERA4-TRAFZRE-FRIEE
3-Q2-FTRACA)BR4-FPEAFTRBKR-KIEH £
3-C-RTEAACHK) AR 4 FTEFZAB-HLE L
3-Q-ETAFRACK)BR-4-FTAFRTRE-FKOH £
3-Q-ETHRCEACZRA)BERA-FEAFZRB-IRFAE &
3-(2-ETEAFERAA LA BRA4-FTRAFZRK-HKIEH £
- THATPRAZHA)BER-4-PEAFEZAB-FKIEAE
3SR TRLRACR)BARA-FTEFFZREBE-KLA L
- TEGFRARLLK)BER-4-TESF-TRAB-HFBE
-C-BRTEFERAZABERA-FEFERBE-KLE £
Q- RTEALAAZR)AR A4 FEFELAE- SR
- BRTEAFNAA LK) BEARA-FEAFBRBE-FREAFE
3-2-RLHKTHEAZR)GEAR 4-FPEAFEZRE KA E
3-(2- b A LK) BAR-A-FRF FERBE-FORA L

-2 TR BERAA-FEFATRE-FICH 4

3-(2-"Gopk R, LK) AR -4- PR B RE-RTEH &

3- (2K CH)BER-4- TR FRERE-HKFCE 4
3-(2-N-Fhok sk ) BR-4-FEFTRE-FEEE
3-Q2-N-BRTARFERACE) AR 4-FPEFBREBE- KB L
3-(B-R LR THEL ARA-PEAFETAB-HIEEE
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3-(N—J+ AKX -3- "R RAR) 4-FEA R EZRE-FKFLE £
3-(4RmAK)4-FRFTRR-FFTE L
3-(N-FHE-4-%kRAKR)4-FAF FRE-KREH £

3-(N—J+t AR -4 %TAK)4-FPHFERBE-KIEH &
3-(N-ST A4k &) -4-FHh}

3I-2-RZHAK)-8-D)-LAK-FKHF

3-(2-2 ZAK)-8-D)-LAB-KIE £
3-Q-£ACAN)-8-D)-LKB-KFHAF
3-B-RAAAN)-8-D)-LAB-KIE 4
3-(3-AAK) 8- D)L RBKR-FKEHE
3-B-XAAAR)-8-D)-LKABE-FFLHF
3-(B-RATAK)-8-D)-LAE-FH £

-3 THRIM)-8-D)-LKAB-KIEH X
3-(2-RATEI)-8-D) -2 AB-HFILE &
3-(2-FAAZEI)-8-D) -2 KE-FIOE &
3-(2-—FRICAK)-8-D)-LAB-KFAHE £
3-(2-ZLARTENK)-8-D)-LRE-FRBHE
3-(2-TAE-N-FRAIETCANL) 8-D)-ZLAKR-HFFEHFE
3-(2-—ZRAKITCEN)-8-D)-LEAER-FKFEA L
-(2-EHRAETAL)-8-D)-ZRE-FIE &
3-Q-FARARTCANL)-8-D)-LRAE-HKFA L
3-(2-FEAKLTLEA)-8-D)-LAB-FIOHE &
3-QC-EARXTERACAR)-8-D)-LAE-HKILEFL
3-Q-ERACEACER)-8-D)-LRE-KILA L
3-Q-PHEFRAKALTZAR)-8-D)LAR-FIAE
3-2-PYHAIFXIRATCEAK)-8-D)-LAEBE-FIEBEFX
3-(2-CLHAFRAALCAR)-8-D)-LAB-KIAF
3-Q2-=FARRKITAR)-8-D)-LAR-FKFOH &
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3-Q-ERAFARRTEANL) -8-D)-LAR-FFEF
3-(2-ETHRATZANK)-8-D)-LRE-HIHA L
3-QHTRAZAL)-8-D)-LAEK-FKIEE £
3-2-FTHRACEN) -8-D) -2 KBE-FIE &
3-2-BRTRATCANK) -8 D)-LABK-HKRIEHE
3-Q-ETAFTRACZER) -8-D)-2LKEB-FKHEE
3-2-ETHCZRITCAR)-8-D)-LAB-HKIEEFE
3-Q-ETHEFRKATERE)-8-D)-LABR-FFHZE
3-Q-#HTAFTRECAKL)-8-D) - L RKE-FREF
- THLRATCAR) 8- D) -LAB-HKTLRF

- THEFRRKTCAR)-8-D)-LABR-HHE
3-2-BRTHAFTRACAR) -8 D) -2ABKR-HKFAAF
3-Q-RTHAZAKACZAR)-8-D)-LAB-FKFEHFE
3-Q2-RTAFFIMATCEAR) 8- D)-LAKR FREE
3-2-REHFTHRATZAK)-8-D)-LAR-FFEH XK
3-(2-wkR A ZAK) 8- (D)L RE-FKFEEHE
-2k FHRTANL)-8-D) -2 KE-FIOE F
3-(2-"Gek K LAK)-8-D) -2 RBR-FKFLHZE

3-(2-% AL TEK)-8- D) -LRAB-FIH %
3-(2-N-FHEBREECAEKR)-8-D)-LRAE-FFOBF
3-(2-N-FFAaARE]L AR -8-D)-LAM-FFOAE
3-(B-R AT THRANK) -8-D)-LAB-HLEE
3-(N-WHE-3-RL&HFTHRAK)-8-D)-LABR-FTH %
3-(IN-J+AA-3-RLEFRTHRAA)-8-D)-LARKR-FFEA X
3-(N-BTHE-3-RELHKTHRARL)-8-D)-LABR-HFIA X
3- (8-t B A IL) 8- (D) - L RE-KRIEE &

3-(N-F R -3- b e A K)-8-D) - L RER-F Tl %
3-(N-BRTH-3-EaR)-8-D)-LKBR-FFABE 4
3-(N-J+AA-3- 1B AR)-8-D)-LABK-FKFAAE
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3- (4T EAK)-8-D) -2 AB-FFE 4
3-(N-FHh-4-%w aL)-8-D)-L2AK-KHEH &
3-(N—JF AR A -4k A R)-8-D) -2 K&E-FTOBF
3-(N-BRTHA-4-—%kwAK)-8-D)-LRE-FRFCB £

36. FHREGLEEAE

AT EHANESINFRETONES I HHAER, EATRE
XE: H Fliri ¢ A FTHFRBENLSSHD 1993, Verlag Chemie, K.
Krohn, H.A. Kirst, and H. Maag, eds., p 229-240. & ¥ B4
KA & vidast IC50 £ &, B IC50 ( 3RF8 8 & A) / IC50 (4%
XA A4 )

5 3| £ A% 1C50 (ng/ml)

1 0.2
2 0.2
3 0.2
4 0.2
5 0.2
6 0.2
7 0.2
8 0. 4
9 1
12 1
13
14
15

FRRE G eI X%

18 Bl FiXiX%:G. Fischer F(A D E F 52 WL F FH/IVol. 43,
1101-1111 (1984)., B4k k%, 4 10.0+0.3C T, ¥ 5pl IuyM EAHA
EHE G 18 & E T 1250ul HEPES £ #i&k; MmAo-HRELE G,

44



99807316. 4 w1 ZE41/42T

Z ¥R IEH 30uM. ALK 4LS4iE T DMSO, 53 10uM E&, MmA
FlEEE Y, EHALREN 0.1, 0.5, 1.0, 5.0, 10.0. 50.0. 100.0.
500. 0 #= 1000nM. e 5 94/, M A Succ—-Ala-Phe—-Pro—Phe—-4-
FEE N-BE B, ERAKREA S50uM. £ 390-450nm T A 4 5% % & 5 @)
Y ER D K BAER. 3T 3 1C50 f4:

53t 75 4 2 #r IC50 (nM)
HRIEEA 12. 43+0. 40
14 3-FPAE-FBFE 11.57+1. 59
15 -CLARI-FIWBE 11.13%1.03
16 - RAR-LIE L 20. 39+1. 26
17 3-RTANK-RFHB & 18. 94+1. 03
18 S-WHAAK-FKTA L 10. 15+2. 21

HIV &4 & #p 8 45 A

1 A T REF ZM XS HA HIV-FR G MTA T efe 2 Wi
T VE . R. Pauwels €% 5 7 7&» 1988, Vol. 20, pp 309-321.
BXAA ey ER R R AT & P!

I 3,4 J* 4 IC50 (ng/ml)
1 450
2 1000
3 1000
4 1000
5 1000
6 1000
7 1000
8 500
9 30
12 150
13 150
14 100
15 80
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ARG B egEH

HRBEE LW, EAFRIAEINLSDOELET, ¥R 3 Bk
tachyzoites RH #k %5 B 4F 4 40 i& (MRC5, Bio-Merieux) X Rl 3 3 72 s
B, A3 WARM ELISA 2%, #XbHesEde T

5z 3& ) 7= F A 7 ARG EH (IC50, pg/ml)
9 0.1
13 1
14
15
K &

A TRAER KT XKD XIS Wegi £EH: Pearson
CRRBEELY XY 1959, Vol. 2., 440. ¥H4EXib oW EMIE &S
wkif 80 FHIAE KR O RL Y. A1 EMR YL EDS0 A7, %45 H mg/kg,
BPA 2 Y B0%K VA AKEG M E, o F Aow.

5 745 j* 4 ED50 (mg/kg)
1 25
2 25
3 25
4 25
) 25
6 25
7 25
8 25
9 10
12 15
13 15
14 10
15 15
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