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K & N- PAHRER.
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BA, FTRAEE, VTRABRK CRARE AEEAEK 7
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TARAEVIE, VAK C&RHE AEEA FRAK ETARE F7TF%
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ARARLE SR HFERGRTA FITED

AZRS A HRIE EF R RATEFEGOTKRB R, EHFKR
ST AR B ( HIV ) RARZGIHAER, @ BLEAEHY
GBI R A, SRR R A LR A &R EP 484 281 4T A K4
T, Hf, RERGHA R FRAT KBRS AR (y - FFK -
N -FPRAELRR) (AE L. RARPFTIFRIBA T A 2RAEDFIAH
RETAEHHEITE], 124 EP 484281 T, 5 LA KRB HIV FH
HHEAAPEFEZRR - 4 - FRAFRXTFTEASER - 4 - KRB FMAN,
FH R HIV EREIKS - 645, R 3 FWRMIA LA EH. &
FEFGRE, EHREEHEFRABRFPIEAREY 3 TR EIAZE S GRA
E, AR HIV FHE#E B FRRG, eiHH SR AEMTE M 7
BEEATATHGLEREHHAE AL REBBEERFMER, (2N ERAE
FAMBFANBREG, FARBE T AWAR HIV AT THEGH 2L
FAGRE, BAALZAGENIRENGRIEE ZF4EdY, RITEHE
A &R HIV EH, R KRRl TTERTHRIEH & A RELA
TP EFE, mHRREE AEA T SHROHE AL A k.

AEREFBIEX, | TR R,

/B.C.D.E.Ii I
"N KJLHG.

£ A - KEAFTTIHRIERN B

A ARWAEX I HTFRAE SRR,

R;-CH,CH(CH3)-CH(OH)-CH(NHCH3)-COOH 11
Ef R AEAERRAHL, kiR XA,
o - RETE, 988, L4883 F4R,

AWAEX A8 (D) - RIKE,
CH;NH - CH ( R)- COOH il
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EF
R 2 C- Cobodk, Sik, thik, SR TOE MR I4M, F7
#EA RE C - CGRAEKE C - CoRARK REARB
A — P RA,
COOR;, CONHR,;, A+ R, TR AMXIHEY C - C A,
X-Ry, AP XZORS, RiAAMRIHN C, - Coluk, &K,
I, FELEXHSH, RATEFAFERLFX,
HE, KL,
2K,
CHRRs, ¥ RyZA, PR, CERENE, FBRsZE FAXR
Z, iR, XKL C - GRARE C - G2RAREL
AL, KA TBAR, UARR-TAIEEL - KA THAKL - THRHA -
CEEAL, REAABRA, i TARRKE, |
AN-FE-y-EZEAZABIN- TR -y - ZHRAXAZTRE,
AR,
142 J AR N - PEEZRR,
X AR,
A (D) -AKEK (D) - LRE,
AN - PRERE. |
AEPH—AETEZUREELAX N HF7R2EE CH RAAMKELY
AR, BX I P69 R EH A AR X440 C - Corolk, SR
KL, APxEERETH-FHAER RAK BREA - R
REE, X C - CRARARK. Bkl PE, X &X, FA
A&, ETE, 7T, ®RTHE, x& FRE AL &RRE TH
FAFE, WaEK, THE XBEE FREA altfsTid. RA
A F e A AR AR AT Bk A PR, CREA BER p-F
SR TEE, FALHBIARHABAL. REAATY C - CRARL
o Cp - Cy ZIRAEREBRAETER R APTEARE, —FHEL AR
A, oA RE REALRR FRARE —wAEE —Faisids
RTHERL RYREATAREATR, ¢k, @i, Fak ETH
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FTEAXBRTE., 5%, RETAZREAHFRE RiFX - REARAE
BRI C - CoE, WA, Xk, FREXASH, LTLY
FRARFE. BARGFERGIER, 1 - EiF2 - BE, £FAH
BIFA 2 ke, 3 -wbwk, 4 -wbmedk, 2 v, 4 - v,
bk K Ao F Skt - 2 - A

Hiktgbt, AR AAAIRHL, BRa-RATE, DAN
~WE -y -REATRE, EXERE F, I#IJEAAN-PAEE
B, GRZREAK, HAZ (D) - BEAERFMKAN - PEHAE.

AREHX T, X I Poy REABAAEFTE, TE, &K, HEAE
A, AVE, RLE, AFE KRETEA FRAFVTEA —PRAV
K, ZAEATE, —Z&ATHE, REATHR, FR{ATEA —wEik
PR, —FRAEFTE RTEERATEA AKRTA VARTEA A
AR, FREEK, TEARK, #EARA, FTHRAEA FEA
A&, CRARE, AmaidFZd, pefAsmi, REAfAEE PaR
EPA, CRAETHA REAAERTE RTAAZRTHE FEA &
K, mEXA, FHRAL ETRE, FTAE RTAK BCTHREA ¥
mik, LRI, ARTHEK, ®mARN, FRHAEK, ETHREL FTiF
A, RTEREE, R, 2 -wwhAsA, XifeEek- 2 - AEE,
AR A

LG E B AR AN I RS EXHBRE, NERER S
FTHR, EFBRXITHDAVTALRE REREAEMETFLERME
R AMR A, EH5H, JIAFGBARAR AL -, HEEAK C P
AMMOBKE L. FHEBEHERBHERL, H—F Tk
FEWSBG TR, whpfk, ¥A2HRAX I I FRKEE S 68
BE, WMERRABTHR, AFaX 1 FHDAN-FE -y -84 -
TRE, REWRHENBEFYREERTELHENALE, £S5, 3A
H R A AR B —F A, FRRMGBRREAR C. ERETFHAL
WA E BORERFEWERESEABEITR GG, ER SRR
RV ERARKER, Hliow Ekwh, REAEKE TR, Kk A5
BEARTET 40 B, FABEL T, KB E T Ak Sk ¥
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ZHARAE;, RKE, MIHEERSTHREELNFERANES. By
F A K E € %2 # Secbach £ A B~ JF ( D.Seebach 5}-‘/\,
Helv.Chim.Acta, % 76 %, 1564 - 1590 1, 1993 ) . %4}, & F#ak
R aOEREERNY, Pl LK RN, XAFTE_HLERLY; &
ABAEFBRE, Pl P REA7, RT R, FOXBRY, RPRMA. EAEY
HXA BEARARER, b, BtWR, 820k, HREAERFLE BE
FER, #lde, FAREFER TRRAZARATERL FFTEREATEEL
REERASY, Pl R ERER, Bk HTA TR, B, X7PR, &
5, RIRM, Bl EMAT YRR 28, ARBEBRGE A A, b
do RN, FAMNKRERSTEY, Flieds, BAKGHTAH TR TE,
FROUE, ATRUEARRLE. LEENGELRXALEE, &
BEHEREGRERE, Hldo N - ENREHBERE, N - SEREHABRT
B, N - #AK - N -#%K- p - PRBBK, £288K8LH; N-K
R, HlamBALE; B SR ENGAL, Fle PR — PR
RPRBALG, XA midy, —wbw ik —HALd, fo 2, 20- XHE
R B, Bk R EATRE, THR—AHGF TS,
AR R F R AR, THAE A AR RS, miZRSW T
6 AT IR 2T AR F &) — AP R AR ST . Xy R R B, KR
Wil X [ A= 8RB C £ Ban, HENAOHESHNE (D) #
B (L) ME., AZXAFHREHFEFREZAXTH76 (D) BHEE
B C oyt dk, FRMEAR (D) MRk, (L) #HH
ﬂFXTBMM'J}iFEJ . BT R BRI B R 6% vR, VAR FE SR 6
B, # W Seebach FALKIE Z A ARBE LW HEXBETHT @K
AT, FAXKFTAF@MAIT ( D.Seebach A, Helv.Chim.Acta,
%76 %, 1564 - 1590 71, 1993 ), R EOHEsriX iR FauT
52 M HL TR ( S.David,Chemtracts Organic Chemitry,$ 6 %, 303 -
306 W, 1993 ) . KA B EAHRTT HE, ZRAREHNEEH
ARAEAT AR R, LIt CEEEKRETHA (D) HR
HFHP S, KEWEIEPTTEM - (y - BR)-N - PR - SEEK
FOHEFRBERICEF AGA R REWE TR, F4- (y-£%) - N
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- PR - ZREBEARCAETNEAREREW LR TR IGAER,
AR A KK B — 34

B, AXEHEAFHIGEEZHEL (D) BB KL,

THA S ARG BRI S R TAA D Ry 10k 72 etk
A, #lde XA Eur.J.Immunol.1987,17,1359.F #43% & Sebekia benihana .
BARANEFERIERAT, ERET—FTHILTFHERT HRILE L L2
8 o I

FEAAKEEGR N, AX IO HBARGHEREE, LLE
CMEREFARE ESFmE ( HIV ) SFH4ER, B THA R HIV
Bk eyl 2 LR AKX 5 4E 0.05-50mg/l & 3R JE B 5T L5 F] bl
AR, BX I TS, EL8, FoeMNETEREAHY, b
EAMRA A 2 AR LS AR & RERGHH.

534 1
3-N-FA- (D) -~ Z8K-4- (y-FX) - N-FEZE®
IO F A&

Eur.J.Immunol,1987,17 %, 1359 R v#HE THADEAHER, AR
Sebdkia benihana ¥3X#H £ A ¥ N - SRRy it fTRE, Z4HH
WTH3I - N-FR- (D) - ZIBEKFEAEZHNELEMA3 - N - P& -
(D) 28B4 -y-FEA-N-PEAZRERFRBLEE. HAGEHK
#MAE A NRLL 11111, €& TH3h4 LA
A5 3 4R
NRLL 11111 6935832 S £ R 2 HRA A 27 CHEHAHT 3R 10 X,
ZRANRSG PHAERAZ 7, StHEAW 20g HH#E, 10g BERRY
( Gistex ) , 10g Bk, 40g i&H, 2g &B45, 40g 305, F= 1 KA.
Fa3E A
FIEHRAF W 35g B HHE, S0g iy, 12.5g Bk, 50g £#, 22.5¢ &
WY, Fo Sg ERASS, F5IHKREAR. BN EARLSA Sml gy w54A
SR AR [Im] KRR, Sg ABRES (1I1) LXK4&4, 50mgKI,
100mg #ER, dg MBRH LKEY, 2g fA4L4 (11) wiRkE4, 200g 5
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AR B A A A 2g SAEE A S, BOEMAET 1 RAAF]. RIS
F 3 T de AR A 10ml# 0.9% 235k 7, 3% &% s A E] 100ml
MRETFREHFRANRT. HIEHFRBWAE 27T CTHRIEBWE, RELLHEH 200
Bip4uhEkd R i, wxE, PRAEFIALEEFANAAHE
( 1:10 ) JFHHEE=X.

EXo¥ 8

B TFERFGEBANE (1 FHEBK, 1ml e LR RIFANE
#&, 200mg4aEi4, 255mg BEAER S 47, 120mg BrE — 47, 100mg 5
B4R LKA, S0mg BB KEY, 12.5g K 28y, 2.5g HEIRIUR,
10g 4y, 10g ## 4 10g H34E) HEPHF T 7.3, FE120CTXHE
20 24F. B ERFHGHIZHRY 10ml AR L ENEF, "REWAE27C
Tz 24 b0, BREHREEDBE TR, KEHK 100mg 3 - N - PH -
(D) - 288 -KAEEMNL T, FHEHRE3 X,

3-N-FHX- (D) -2ZF#H-4- (y-£X) -N-FEAZEH
FIEHEFNH B

ZEFELRREEAD T B R L, BERAZATHRER S Kk &
e g FRBUR R ae dE 7k K Bk %, 5B WM 250g Al ( Merck &2k, Bt
XA 0.4-0.63 B) #HATE#E 5 H. FIEHAEHRSHM 70g AKHATEE
5%, #%15mg 3 -N-WE- (D) ~Z28&8&-4- (y-FHR) -
N -VRAEZREBEAEAENEZHH K. ZHRAG#ELEL[alp = — 166 °
(c=05, ZA¥K). Z7H TRATELS, MELEHSHHEER
150 - 152 °C, EHLE TR DMSO # '"HNMR # ¥, N - EP;& y -
7Rk - TREBEEGHAFREE 1.05ppm & 2 $4,

%?;

LA 2

3-N-F#- (D) 2REFEELTHHE

Wi g4 7 ik &8 D.Seebach £ A& Helv.Chimica Acta 8% 76
%, % 1564 - 1590 |, 1993 #§LakF 2.

10
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HHIR T8 T 55 X5
22) 3 -o - PAEBARBEE

£ 0 ChBEEAK (BA) BT, 3 30ml & 1.omol EETHAZH TR
i B 8.7ml —F &t 800mITHF Fé5i5i&. 0 C TAR# 20 54
MEWZERALHE - 78 C, kA3 - 78 CTH 10.0g SRFE £ A
£ 150ml LKvg Arkw P oYk 5 KA ) EX iz, ARG WIE
- 78 CTFHA 1, REBATHEN CO, K. 6.4ml 89 R FE T B A&
RS MT, JFEAE - TS CHLHH 2 . KRB, A L.lml =%
Ak, BEEETTIE 20 C, RAWANRE THIE 14 I FleRd
P 4S 24, BB, RAMAIE 20 C, A 100ml 85 10 % BERL,
KARA 600ml ¥ LER LB B, KMFHREN LR LB HI/EF K. S5HA
MR &, RAABRETR]R, FATEF. A SRS 500g 2k ( 0.02-
0.05 B) #AT&#ESH, AFHMRALELELERTKRG 4: 1 GRAY.
SR MO SATE—R, FWEMATAR. £5)1.9¢W3 - - F
FABEFRBAZTOLER K, EHROBEL 138C.
%)3—N—W£—D—ﬁ%&%m%%

£ 0 CF, ¥ 2.4ml 69 2.0mol 4% SACHE A2 va Aok wh T 49 75 5% 78 3] 1.0g 3
—a - TEEAREFIEE E430ml AW ER TRk, BRAWEO
CTHH 22 D0, MEMmAN 2ml 48K, HiEm10 %6568, REH/M
A 10ml #2588 K. REHE 25ml LB OB ERIRIE, MEXENE
EYKMEBRER CRUEBFR 3 K, BRALELEGSZ 50ml.
S AMRPCR ST BB TR, REELT TRE. 5%BH M 3008 Ak
HATEESEH, RIMRCELE. FAEH OB AR, FA
AZTHRE, F340lmg 53 - N-Fh- (D) 2EK - FBFEHE
EREFHHK, ZEWAR &% 128 - 130 C.

FHp] 3

M- (y-FK) - N-FRAEEBFRRBEETNE

3-N-FE- (D) -~2Z8%-4- (y - L) - N- FRAERRK
2Ny

11
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F 0 CHhERAK (RA) BY T, ¥ Sml g 1.6mol JET 426 TE
R ME 1.12ml —F & 8T S0mITHF F#7%&. 0 CFEE 20 54,
MG ¥ iZERAIE - 78 °C, Fefistbdrs - 78 CHy 1.2g4 - (y - B3)
- N - ¥i - ZREBRIE E A S0ml £Kva Sk b o5& S KA 3
FRFEEERP. ERAMAE - 78 CTHEK 1 I, FHASLHBLR
KR ATRBANRRA LRSS T, BAHE - 78 CH RS2 . KB,
KR RETIZE 20 C, e 10ml 65 10 % &, K488 100ml ) T8 T ES
FIR. KARFSEA LB LMK, A AR, RABE TR,
FARETF. i@k A 100g 2k ( 0.02-0.05 B) #f7&E45H, &
DAL CRLE. ¥R THBHyotE—R, FREMNATAR. #
ZEFE Smg#I3 - N-WiA- (D) -288-4- (y-%%) - N
-WRAEEBAA L. RELWEALFIRE, AXTEHENZHAS
L 1 PRAE SR ZARE .

oA AR

A AR T KA & Myoshi FAAF# ( Nature 294,770-771,1981 ) #
MT4¢ T 4. £37CTF, Mmies HIV - 1 (#4 1B ) #4712
MR M., REHFHESE RE@BRESIMALEFny, XEEHm
TAAFRAREFRAEY. AHAT, EREOHBHLELRN, BB
FE M EFRTRE p24 REGKEZRBAERK, ILETHE LS
w4 RIe. AREREF3IR4 KX, #A ELISA & (5K %% R A
k) kotramie i b e p24 iR, ZREIHFAFRY R LR
Wampe EE b p2d $iRE, BHAFE{a k2 RAF B ik P
p24 REMATIREL, TR ZFE ICs . EXAREF, 3 - N - Fh-
(D) ~288-4- (y-FA) - N-FTAZRBIBEEH ICs £
0.1lmg/l, LtAatt, FRFE E A &9 1Cs 1A% 0.5mg/l .
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