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IR HEZ IR

BARAR IR

FAEAFGEEF IS HIV & femeE Rk, X665
%, SEMNHNAEREGWECNESLT XBG RFRL RS E
4A-4E ( acquired immune-deficiency syndrome, AIDS, ¥R % ¥ &
) Al TF HIV & RATF BG4 X ARG A &,

BEHEK

AR % kB % (human immunodeficiency virus, HIV)
Bikmtids, AR AFOEEERmIOBG RS, RE
AN RAEWR RNA EAT@ON, E4FB8AHFHHE. HIV
HANFemE IR G REOEEE S Z LAY (gpl20/gp4l) A
@Mt LR (CD4 ZARFRE F LR CCR-5 K CXCR-4)
AT . B0 HIV @BBEGRE A gpl20 S¥mie ki CD4

TGS, WEAMKL, MERLMENHE TR (AR
FZ4R CCR5 3% CXCR4 ¥ ) 44 ; FEBEB T A gp4l MK
ARE, ANRABOKRBAIBLIEREA, BHRFALRS
e Rke, TRABFHJNSE LB IR (N Engl J
Med 2003, 348:2228-33) . 3t LBAEAT—AKF gdndl, 34T LA
#E HIV EASemie, NABB ey HIV &R,

HHER, A HIV BEaATENB R QG RBEN, 4
HIV #iA¥e o sy st R e F i, X X W ARA HIV it
AIEF . BT gpal EERRASEBITRGAEER, BRARIR
HIV WAL H¥r3e .8 X £ L gpdl AVER Fetmty AR H HIV
R A3 w5 .

Owens ¥R T gpdl #EAKN KX KAFFAVGIGA 4
B FHIV-1 gp4l @A, EFWHHIV-1 FFG @O EH,

1
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HIC50/E4 A 1mM. Maria J. Gomaradi8 i x4 Lo B
EHRFL, EAALALSRHELDE XKGQIDEV #GQIDQVEA R
ARk de b B WHHIV-1 REFFH@ICRASFN, IC50EY
HA50uM, FH & F20065F % T B £ 5. Eckert¥ M AL BRAE
WRTF &k, BAFI-ANKRE, EFART AR5 EAFFH
HERAD B IR18AK, IC50 AL H10pM, CNRBIFFHLES
N-trimer#g K2 B K, M RALLEH e BRELTHA IHF
BRI FIF A4 A dedF. BRI A F %, Welch FHRET —4%
MEIFHD A IR15 AK(KGACDYKEWQWLCAA), IC50 1544
11 ~ 270pM,

AEAEHRFREAFABRSTE, BRHELEHFHNR HIV
B .

KRAAE

ERAABHRREOEAX (1) BidRRKXETES. L34k
AR B AL, A RIFGW4 HIV B emioE k. B,
X (D) FIFRERRETEY. EIRAMRIAELEEFMNH
BTHA SR TH7FRTE HIV &%,

AERA—F BT BN 1 T FHIRRREATEY. XL KRH
WA AR

Cyclo ( Cys-Pro-AA;-Val-AA,-Leu-AA; )
X (1)

t¥

AATHDAR LAY RARARIFRRRALR;

AA, THDRRXLEYRARERRF AR RER;

AAMGTADARER LA RARIERAREALAR,

EREAT, B3,

AA BB A XRER. 4-BREAXRER. 4-REXREAR. &
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RBE. BEBLE. RARBRIRLBE,

AMREH L XD HHRXAIAR. 4-REXARK. 4-8FK
AR, RAABR. B-HAMEARABR. "Gok TR A RBR R Bk
EXAEAR.

AA; Rt A B R, BRBHE. REAEBKR. RABE. TR
FBE R AR R

MEALANGRLERT R, ALXAFENIRKL Y THY
AR AT EDRE ZTRFAMERRLE A

(1) cyclo(Cys-Pro-Phe-Val-Phe-Leu-Glu);

(2) cyclo(Cys-Pro-Phe-Val-Phe-Leu-Arg);

(3) cyclo(Cys-Pro-Phe-Val-Phe-Leu-Met);

(4) cyclo(Cys-Pro-Glu-Val-Phe-Leu-Met);

(5) cyclo(Cys-Pro-Glu-Val-Phe-Leu-Arg) .

AEAERBHIRKRASRT (). Q35 K,

AEXAB—FTAFROUEES—FRELAKX (1) FrTRK
KATEDR L L ARFMERILH AR ARTH A BRI H
LR R

ARXRALRTBRAKAN (1) T rIRRR AT E DR K LKA
MAREBALEENEL T ITY HIV BREAXER (X E
) RIERE ST A &,

AEALHBATXTEG HIV ZEAAXER (e ER) X
ERE Tk, ARG ROELTATENLEE (CHLHIHAA)
AE T RTGHKEGRLAXN (1) i mRRXETEHRL S
HAMERLH A S TR,

EAZAYF, B HIV A HIV-1 B3R HIV2 &; EXZH
W EHRFEF, FrR HIV H HIV-1 &,

AEAZRFTEXN (1) 3 RAE L hRAAARIELGA LG &
T &
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A ZBAA M6 H & R B ARA R &, vA MBHA #A8 4 #,
4K, Boc—- RHF K%, HBTU A %4 iXH, DIEA % &/, TFA
A BARY EH, BTSN HHBRERA ], N C#E N,
BARAN Boc BA8 3 KA R T KA BRKRAS.

AZAP, cyclo ZIEI;AK.

AEARFBATEGCIEXN (1) FFRARFALMEH,

AERAARBZER (1) 2RI KFHERIBEIEY D-
X L-ZHRAR,

AEAFARBTHRAR R AREBFRHE"RIBTRY
FHRNSHRBERER R REFAETERNZIIFAEAGE
KF M. vlie: HERL, LI, AME, BRI,
AR, ARBME, E8d, Bom, wand, ERBE,
AP, REeARE, SERYE, THRYE, XS8REF. A&
BEFLAGMEBTXTH: 8, 28, 48, A, a&,
ek, BHEFAMNE, ETHE = REEEFAMNE,

ARERLRA, REPAGHHE S TEERSIRTAS E464,
Bl X (1) 2 REBHARKIBEHEA RS, RAAFHAHA
BARK BRI FEF A B BART A H A BARIBH A XL F
BB MBI F > L E—FRTAEHR, 28N, &R, 1B
FRXREFH, FHEREERN, ARG EERAFN, L
EAHBMIES, WRESH, KTEH, ILECLHEFX, R
©th, BRELHGFT X, THERLEDAORUKRPALEWEZ
BMALE AREMHHrARAE. ATFTEARGH T, B ARER
BHEAKER. THILCEAHE. BRAK. RILRKR. LRT
Wils. KRB, RELHK. BRR. RERREF.

AEAHKX (1) BRTEBREARAGHALS YT XNIEA.
BRAFETHORRIEHERZ., DREZLEHNHNTAHEA,
BRERIFEANF. EHEL AR THEHRN, REH, BHFE.
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ARRLLHLTRAEERA, MR F,

AR E T X

TEE LS LA RLAY EAFERIT AR, 22
FAABRBEARAAR BB, THERGAFHALLA, AR
BAAREZALANLE, TARAFREZALKESE, BRE
AR FEH NGR4T, TRARNIBREREZAL~T
B, HATARBITHRFG TS &,

EREATRAYGES LA TEGESNL:
AIDS(Acquired Immune Deficiency Syndrome) XER,
AT MR R BTG SR AE
Ala(Alanine, A) A R ER
Arg(Arginine, R) R BR
Boc(t-Butoxycarbonyl) W|TREE
Cys ( Cysteine, C) * PR B
DIEA(N,N-Diisopropylethylamine) NN-ZF AR T
Glu(Glutamic acid, E) ¥

HBTU  2-(1H-1-2 & X5 =»)-1,1,3,3-W F LS fAE8R
HoBt(1-Hydroxylbenzotriazole anhydrous) 1-ZXXH =

£

HIV ( Human Immunodeficiency Virus)) A %% 4 % &
HIV-1 IS XTI -T-F Bk
HIV-2 IS XTI -T-F 3k
HPLC(High performance liquid chromatography)® & 48
A

Leu(Leucine, L) 7R

MBHA RAERA T AR
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MPA ( 3-Mercaptopropionic ) A AR
Phe ( Phenylalanine, F) RARAR
Pro ( Proline, P) Fil 2 BR
TFA(trifluoroacetic acid) ZRTE
Trt ( Trityl) ZXFE
Val ( Valine, V) 2 2B
Met ( Methionine, M) TR Z R
)

FTEGEFAREDFRRERARE—FHARLNA, 12X HF
FRERA A AL A GGIEFT R4

4B A B Aa A Bk MBHA MEEAH R EZ&HFARFAE
H RS £ %; HBTU. DIEA PAR Boc RIPF R RELBK D
RERREEBRA LT RAELDNT) AR BRIFBREHFERE R
KAL) e,

LB 1 e (1) 4R

&M RKARLES 894 A ¥A 0.93g MBHA # 85 (1mmol) % EJA8
#4K, HBTU/DIEA A %A, &I Trt-MPA 54184, F
3| Trt-MPA-MBHA-Resin, FARETZFE X1 % R KER
F5l, A C3#%3| N %, #4544 Boc B2 RERFT & (2F X
BK: FHE, RTARE, $HKRER, FFEHRAE, 1985) #H4E,
HoEB. EERB. XAAK. S48, XAAK. MAR. ¥
PERBRAR K A, & L RS TIRE M\ HF W3 B R &
B, A 1.0omL XF&, 1ml 2B, ARRAHREE, #
A% 20mL & A& HF, T 0CRE 60 547, AmZEFHA HF, KT
B, MAALKCEBRREE AR, FRREREBESLR
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F9., AV EAIHGAKTCBBEZR, RAKERFZERER
BAREALW, MERER, AAETREREGETH. £ RP-HPLC
#5445 CPFVFLE # BRAABE Shd. MS: 940.7 (E4E: 941.2) .

IRAR (1) 694 B Bk F /5 69 &b BRARES e N\ 0.1M Na,HPO,
34 3eq TCEP ( ZRTEBE) 8 50% (v/iv) THRKRERT, 1&
BRRE S 2mg/mL B pH %4 7.0, RA Y HPLC B#al, =#HE
RP-HPLC 4~ & 454k, % T EF244eH (1) 94, MS: 835.6
(##1h: 836.0) .

EhH) 2. oW (2) ~ (5) AR
BREXRG 1 BB T %, BASEASYRE TP HREE
AR T &1 PHIRA:

£ 1
P, waeMmAs | MW (Riigs MW (b )
x)
(2) CPFVFLR 862.9 863.1
(3) CPFVFLM 837.8 838.1
(4) CPEVFLM 819.7 820.0
(5) CPEVFLR 844.6 845.0

£#4] 3: #FH HIV-1 A~F 4§ @4 7F B,

A B e bk g 0L RR A IR IS

96 FM L, NSNS CD4Z AR F2CXCRAF B 4R
H¥emEMT-2400 (1x10°/ml) Fo—Z RE AR, FR)
A M A 25uM A B KRE, BREUEHBOR, BANAREEEHK=
Ko BREMA100pFE R AHIV-1 B & & opl1 6049 AL 48 A8
CHO-WT#M. (5x10°/ml) (CHO-WT#MT-2& & F £ E NIH
AIDS Research and Reference Reagent Program) , 37C&4TF
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BFa8 B, EBIEHAESRETARSIAKRGEREL, WHm
Je @A 49 1C5044 A Calcusyndk 3+ K.
BRERFE, FHMTLERELE 2,

&2
oMb 4] a Be Rk A4 1C50 (uM)
(1) 0.793+0.061
(2) 11.176+0.840
T20 0.0031+0.0003

Ebisdh (1) . (2) 5REAERGFHLEHSETAR
SFAL, T20 AT,

FIUERKA, KEAKNAHRBAH K F HIV-1 -F4
iR A.

BB AR EAEAF X BRI Emu L, AMRE
RARBLER, REBCEAFHHAKS, TR L&Y #
ARG EARSR, TEAEYHAEARLANRPEBIAN, AL
23T B W R B R BT SR ML,
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W ® E K

1. XN (1) IrFsRREETEY. i RkAMARREZAL,
cyclo ( Cys- Pro- AA;- Val- AA, - Leu-AA; )
X (D)
£
AATHDARLAGRARARIFRARRALR,;
AA THDERLEYRARERRFAHAARL;
AATADABR LABNGRARIERRALR.

2. MRERAAEZR 1 HBX (1) IFREIEITEDI LI KRE
HARRXEZH AL, P AA S DERLAYEXARER. 4-REX
AER. 4-BXREABR. 288, S 8BE. RARME K LB
)i

3. RBRERFAAEZR 1 HX (1) IFFERIEITEDI LI KRE
HARRESALE, P ALY LA DENERAR. 4-REXR
ABK. 4-REREAR. XREAR. DHRFEXARBRIASHRER
R EBR .

4. BRERAEZR 1 HBX (1) IFREIEITED I LI KRE
HMAEREH AL, HF AAHBRBK. S8BE. RARKRK. K
ABRE. BRB MR,

5. RERAAZR 18X (1) IFHRKRIEFEDR L IHARA
MR EHAR, H&h:

(1) cyclo(Cys-Pro-Phe-Val-Phe-Leu-Glu);

(2) cyclo(Cys-Pro-Phe-Val-Phe-Leu-Arg);
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(3) cyclo(Cys-Pro-Phe-Val-Phe-Leu-Met);
(4) cyclo(Cys-Pro-Glu-Val-Phe-Leu-Met); #=
(5) cyclo(Cys-Pro-Glu-Val-Phe-Leu-Arg).

6. Haed, AEHES —HRAZR 15 E—FHAAREHK
(1) Frm SRR R EATE D R E SRR WAL G AL, RAT
3 R AR A

7. BABRKI1S5FE—FAAGX (1) T FHRKRIEMTEDRESK
FRAUAIEGEALEA FTHESLTRATE HIV B R X AERF (X
BR) HEGFP AR,

8. B RTEF HIV BRRMXAR (e ER) RERG T &%,
T 7 ik QL TRAERNZEAL (AILHHIA) LG 7T X
A KEGRARR 1-5FE—REX (1) BT FRKREATED K

10
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