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(57) Abstract: A pharmaceutical being used for treating HIV infection is provided which has the following peptide sequence:
X-SWETWEREIENYTKQIYKILEESQQDRNEKDRNEKDLLE-Z, where S is Serine, W is Trytophan, E is Glutamate, T is
Threonine, R is Arginine, I is Isoleucine, N is Asparagine, Y is Tyrosine, K is Lysine, Q is Glutamine, L is Leucine, D is
Aspartic acid, X is amino group, acetyl-hydrophobic group, or macromolecule carrier group, Z is carboxyl group, amino group,
amido group, tert-nutyloxycarbonyl group, hydrophobic group, or macromolecule carrier group. The drug inhibits strongly the

infection of HIV.
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ATy HIVEAENEY., LEoWALAR

FARAR IR

AL AT REHAR, ELEMH, FE—FRTHT HIVEEY
Hiy. FasdALAE. |
FEBAR

1. A S J& B Wa 52 - o SR 6 AT

A%t AmE (HIV) T RBEABESHFRERSE, HFIlRE
15H % & B s 42494 (AIDS, PP &% ) (Barre-Sinossi, F. etal.,
1983, #% (Science) 220: 868-870). &R EH &ML, L MR L
Fr i s TAR HIV 2% (Maddon et al., 1986, Zmj& (Cell)
47: 333-48), HIV 5 CDA+Zmi R @6 (D4 5-FA FEhabk, Bfh CD4+ T
HemiaZ HIV 69 £ 2%mf0 (Dalgleish, A. et al., 1984, AR
(Nature )312: 767-8 ), ABCHIV &/, CD4+ T3 & il X TR,
AR EEIK LML, ATALBRELRY ENBRRE. HEEAE
e FEEl. WS, RLaRAL, RBMA (Levy, J.A %4 &H
HIV A Ao fhRamie, 2B HK 20005, 63-T8 X ).

YERX R E . ST R H G RATHEAL e iR TR B A AR
HEZREZ—, 2REHECFETLETTARREE. 5%, &7
—F—BATFARFIER. 12 2000 5, XALG=THAHBZEL
HIV, A% HE, HIVESEEERaEk, R4 2000 5 B LRER HIV &
A eRINT T ———FF . CHABLA FIAE 20-49 5 8585,
w1 LEA % RILE (R T4 48423k 4 (WHO Report ) 2000, UNAIDS and
WHO ).

B AT &I HIV £ 8 £ 4 #FF: HIV-1(Gallo, R. et.al., 1984,
#% (Science) 224: 500-503) #= HIV-2 (Clavel, F.et al., 1986,
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A% (Science) 223:343-346), XMFA LM REFPHE—R AL |
FHSEERREARNNV-13HAEEE Y LIFHTR G5 AR B(A-T
F2 0 A ) (Jonassen, T. 0. et al., 1997, %@ (Virol. )231: 43-47),
AP HIV-1 ¥ EBREZHATHIE. 2B, PE. g, REE. 5
kT, Ha). PEH. ARHFHF (#FEELELIRSE (VHO Report )
1996 ), £ E& HIV B 24 B. B. C & (Yu, B.S. et al., 1996,
EERAETALE (Anerican J. Public Health) 86 (8 Pt1):1116-22),
HIV ¥ BABOEATEZTR, 4, RESOREGERTS
gpl120 5 TR Safe i@y CD4 5T R A KA Ha944, RN T aieBt
E. E—HFAOETIARGHYM T, RealhEiaoads
(Berger, E. A., et al., 1999, & F 5 E 4% (Annu. Rev. Immunol. )
17: 657-700) . @&&J6, QEEZRGE HIV it amie, Bl R,
RE LR FER. RFHEFTEMELS HIV A RNA # TR DNA,
T e TR A B BAL T ARG BB DNA.  HIV &3 DNA T Ak f e %
KAETIREY, LT ERFELBGBAT, LA DNA 31575671
XEATELEEKRDNA N, AATHR HIV 693K &L Roe, T. et al.,
1997, & F & (1. Virol. ) 71(2):1334-40), WA ELE L L ER
b RAEEE, FTBWh. WRFREEEANEHmER, £ HIV
4 oRNA ERF B XM REBGE, RETQHRIH I REE, BRAR
B RSEMEEG Xiang, Y. F= Leis, I., 1997, mEF LA
(J1.Virol. ) 71(3): 2083-91)., &/&, HIVEEBAX &M EHLEL,
BB A6 AR, Pl d F o5 XA E miest Kiss-Lazozlo,
Hohn, T., 1996, tx A # F ¥ s & ( Trends in Microbiology )
4(12): 480-5) .
MHIV 69 2R BT AE th: HIV A6 RN EBAE 1) RERK
Witeddtnmie; 2) #HEFZEES; 3) Ba@iFheL; 4) RE
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By B Ae R
2. 5 HIV B 2 8478 57
%5k, ATRNHRGEAHBFRHE, EHFMELETHS
X, 22458, TEAFA BTG E GG LTERGEY.

HHRGEGE S RLE, RFFVTRRK, FRAERBIRE DR
PHESERAGEEFLE (Levy, I A fe Levy, J.A., 1988, EF3&L
#£ (Trens Med. Rev. ) 2:265-71). B &, ¥R EAAH B G SH HIVEY
KHRHELEF W R HE., st HIVEE G gpl60 X gpl20 A BT
HA—. = ZHERRE, EHRPLEARE, GRS EREYE
85 HIV A &, sH4K39mA HIV X3 McElrath, M. 1. et al., 1996,
£EB B E£AFE 53R (Pro. Natl. Acad. Sci. USA) 93:3972-77), HIV
BGGRRREER, T2 RBARERFOREWREA GENL LN
F2% 3 H (Bloom, B.R., 1996, #}4 (Science) 272:1888-1900),

R EEIEEA NIRRT T MK E: HIV % 4 F B &7
(Charles, C.1., etal., 1996, £ HEFHL4E (TAMA) 276: 146)
Fa HIV Z @ B34 7 (Miles,S.A. et al., £EEFRLERNS
(International AIDS Society USA) 4(3):15). XM EHH/EME
HIV B8 e e i——# FRALFHRFNTE. BRBTX
b R R 4Bk A (Lafeuillade, A., et al., 1997,4%
Fesmded (J. Infect. Dis.)175:1051-55),

% 3 F B3P .35 AZT. ddI. ddC. 3TC & d4T . i sy
FIH ST HIV B G R T2 7 & jR e Shdpeg i, B a2 o o 408
MK, 25 R A BORE B AR R £ )LH4E (Vella, S.#e
Floridia, M., 1996, £ B B FRX Z %4 (International AIDS
Society USA) 4 (3):15). ML HIVH HREFH X. EAKRA,
HIV X4 10°——10" 38k, RmRERAFEHHH X10°#
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. AEAIFOBRZOTTREAXEYARABRARAYEERE,
— B FRELEXRGRERSFF B AE 40%9 8T (Myers, G and
Montaner, J. G. , 1992, #4435 53 (The Retroviridae) vol. 1. Plenum
Press, New York 51-105). & R 4% FcBdn ] sbdv 8% A 34k,
fedpE ROFEGFEREF LG FRRETHE, AR FEGH
i

JUAP 45 X BRI R AR B R EH LG, aieF s,
ek, FFHRAT . SFAMB KR MANEBRMRE. F5 RAREE
ZX LR, TERFESH (Fischl, M A, et al., 1987, #f
X LEFRE (N Engl. T.Med. ) 317:185-91; Lenderking, W.R., et
al., 1994, FHFEHAZEFZEE (N Bngl. I. Med. ) 330: 738-43),

EOBHHANLFEFERYGFE. RETOHRLARG R T CEE
WA RANITA EaBEWRF LA L T &% M Condra, J.H et
al., 1995, B # (Nature) 374:569-71). B &aBivH A QEa4A &
EFAEAT. EHRE. FLa. o JEEK. BERFAERRLL

(Deeks, et al., 1997, XEEZH4LE (JAMA) 277:145-53),

s EATE, BRTEAGKS KR HIV ik, FaSE. B
s, %97 HIVREALEERKEM. BaHl, S KEGTHHLL
5T HIV RN T E,

&t HIV R A RRR B, T840 IV 6dife s kT L9715,
AR, AT HIVAEERGEANTR, EFREAT —Sdng
S ILIE IR, X b O Fe— e dT HIV 3 4 FBedv 4] 7 fo HIV & & Brd )
M, ART | —4t3t R 2,5 6940 HIV 36577 (De, C.E., 2000, E
A j& %% 423% (Rev. Med. Virol. ) 10 (4):255-77) :

1. FASRAETARARTHAIV @B gpl20 Bk e st A6 5% 5R

B, BBt AAR4h. BBARESITES. LS E, &0



WO 03/018045 PCT/CN02/00405

X, HHLEEHmEESRS (Baba, M., et al., 1988, £HE XA
2R (Pro. Natl. Acad. Sci. USA. ) 85:6132-6);

. R ITEOME CD4 ki) HIV 69 gp120 Hémpast s, — R ELATHEM
CD4 feEREFEBI M L8 (D4 5T HLE4E, Ami
W HIV 698 bE, {2 &4 TM CD4 TR B MBAN B & 6 HIV-1
EHRAZAEFHMEA. BAXBELREXATENRAFEHN
(Gomatos, P.J. et al., 1990, % #F F 4 & (J. Immunol )
144: 4183-8);

. # A 634 ET (Chemokine ) A A F Ak FLET HIV A G/,
Xk @358 CCRS 454469 RANTES, MIP-lo0 A MIP-1B, %5 CXCR4 4444
SDF %, BT S b3 Pt HIV 49 gp120 5 Zafes B T4k A,
E ARG RS aI L a Rk, MmIRE] HIV A4RE. R4
B F % AR LB R A E A6 K ALX40-4C. T22 A RALE%
AMD3100. TAK-779 feREMHEE;

. RIRTHOME CD4-Tg6 fedrHlksh HIV 4 58, Al RRBFHATEN
Fo |

L@Edh Nl GREGHEARENAEZNEZEEAIR, b
2,2°-dithiobisbenzamides (DIBAs) #= azadicarbonamide (ADA);

. gpdl 84 K BB F A AE A AR, de T-20 T FLBT /A& 40
f@ (Jiang,S. et al., 1993, A (Nature) 365:113;

. J5% mRNA 5585747, 42 CGP64222. fluoroquinolone K~12,EM2487;

LB s BOowoo#® A o Carbonyl J
[N, N’ -bis (2— (5-hydroxy-7-naphthalenesulfonic acid)ureal #7245
FEXE B B4 HIV A B a-s)k e 492 (Maurer K, et al:,
2000, A HAHHAF (Bioorg Chem) 28 (3): 140-155).
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3. [MEWA-EIEA ALY Rk A H A

# % ENF ARG RS, AEESRT, RERIBLESHIC
BEZ ) 6 Rk, CLIERS. k. BURS69ERF (White, .M., 1992, #
2 (Science) 258:917-24), feiLibifsramit & A RAHTH: T
Pk, 5. ABARGLSE. BREHBGEORBSGETE: &
FFe i T 64 B A B LLA LA B,

AEKRFEE “Gid” fo “GUERE” BB F A HA R
A B A ARIE ) g R AR . LR AR AA L BT A2 Sa e
RATLEN, RBERRFORES. REATARY “PAmzx” H{—fb
LR ARSI, ot FlE RES mieeks-, RBTdH mian
HEks. KK AR “Bi” THEBHBEA X, OBAFRASE
ety E, AL L5 RGN RENGRSEE (ealss
B PR A 6 kA ).

LR, ROROUBEARFAIHFTERI ARG XELE
(Weissenhorn,W., et al., 1997, B (Nature) 387:426-30). &K
BART 5 BG4 HIV 5——Fusonex AHATA M FLEAFHANRG T 40089
AR PR

HIV @B LR G 50 e GRS ity kb2, &,
KRG FAMA S BANITHREG gp160, ERFTHRE, —HE
EERGEH gpl60 KERMFEEGTL: ABINETE gpl20 FodEBie
gpdl. KIEEH gp120 F= gpdl V5 JEMEELEA-, JPAZRRARGT T R IA
ERERHERT. SNRE SRR EMNY gpdl FRXEA SREF MRS R
WA, BT HES S femieBie)akoalE, gpdl BARA T mfak
4y %52 5-F (Ferrer, M., etal., 1999, § R-&# A HF (Nat. Struct.
Biol. ) 6(10):953-60; Zhou, G., et al., 2000, 1: A HEAIF

(Bioorg. Med. Chem. ) 8(9):2219-27).
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ASTS M CRIEE: EREL ML LRSS, gpdl HESH 6
FA R IR, R Nshfe C-3bagsRaedhal R 3 A “R47, W HIV @it
g —. gpdl ZRARTERM RERAIL, HRERAE MG
(Chan, D.C., et al., 1997, #mt (Cell) 89:263-73). {1 feRI AR
e bmpe A B W AR, epd] MIATRARR M K RAERe A MR,
W Cs%fak L5 % N-sd3ik, gpdl &) NSRmklBAeRAR. EAF
@ty gp120 B snfaE E oG CD4 RAME T XIkeEASE, gp4l B KA 4K
BIEHM BT, gpdl 69 NS REREET R, 0B LM, it
i, gpdl ATRAER MY R RIFRAH RAL TR, “KAT” ki f. & gpdl
8 C-s% 5 N—sk P ket R 42 A —Ah, ZRAREMBI K NSat e R B
K, K4 PEMREERAET LERLRY R4 RS, REOUERE
s R ek AE—# T (Jones, P.L., etal., 1998, b 2& (1. Biol.
Chem. ) 273: 404-09) .

BTk TG AR AR gpdl C—3 (127——162) Fid Fked s
36 A R A B W S Kk — — T2, €8 E&EMHH:
X-YTSLIHSLIEESQNQQEKNEQELLELDKWASLWNWF-Z,

b gp41 C-5% R 2 A AR T-20 8655 g4l &) Comkdd St 5 5 N-3q &k
LRGeS -0 L, BBARIRE A9 T-20 shABFRET HIV &4 gpdl 558 .40
eSS (1CEMFEEA ) (Tiang,S., etal., 1993, AX (Nature)
365:113; Wild, C.T. et al., 1994, £ B B £ AR (Pro. Natl. Acad.
Sci. USA) 91:9770-74) , AFEEF S 24 “R4HT RS, T20 ek
3] gpal 89 Cshikéd s B N-shakdiifastd, RFARSmeBZ
ey “R4P” LiExFAR (Kliger,Y #= Shai, Y., 2000, 5~FTAEHFLE (1.
Mol. Biol.) 295:163-8).

W T ROt %) 64 VE S e SR, BT 'S oA B e A 3 B,
REMA., AT, SEGRIER SR HIV S58AMER ERadds
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F ety E i, CNSME RBBAB MmN, REF et e
HIV X HHLBHEHGEA. RE, KK gpdl B RABRA 7695
BEFEERT: RERERRTEA AW HIF =AM, A LBiE
T-20 AeAe b FaET HIV RS, —. =30k AKX 9R AIDS 35458k
ABIFIAFZ T-20, T-20 RFBEaptE, FRMSMERAABESITE. X
E4T 200mg T-20 A6 B F MK S A AL HIV

HE; BT 30%RALY HIV S ERKE| R TARRIEG KT (A&TF 400 4~/ml ),
fa B, T-20 2t E 878 = A2 peg HIV LABRA K, —RALY CD4+ 4
JeLA P¥em (Kilby, I.M. et al., 1998, i K-E % (Nat. Med. )
4:1302-1307). &k, ATE KB T-20 TEAEAMRE AR M6t
T-20 Judk, FRERAST T-20 F L ghd, Rimf KX IUHA KR,
T-20 4K mH4 A (Pilcher,C.D. et al., 1999, 3% (AIDS)
13(15):2171-4),

5 B AU AR LR 69 HIV 3 4 T8 57 fe HIV & Bdr 41 F 48 1k,
RREITHIR T - 20 694EARM 0 S K. AmhiE. R, T-20 KAk
RHFHE 200mg/ B, RFFAETHEE, RBSGBENEREE. 50,
BT R FRK, T-20 LERSBAT A2 —ZHEEEE (Kilby, I.M. et
al., 1998, A &R-E5 (Nat. Med. ) 4:1302-1307).

AHAE

BT bk T-20 FAAGREFRE, ALK E 6L REeE—HE
K. SEOATHT HIV Bayshd, Haddh, ARErEgsd
R, ZFr BN SR ZHWA B R B, FREKAHHZ, ARk
BlR G BRIV HE 6.

AR PEMBZEFENGFRE LI, BidH 36 MREABBABR T
KIPHEFIATS BRIKGE , A Ak &4 3 m L3438 2 H Bp #k3X 2] E sk KK BR
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HBH, ERBERT ALY,

AREPRRBT TRENPEARATE:

—FF T 657 HIV Bty 254, i 5% R HIV B BLAE G gpdl PHTA
g —B ke, RE\EARLKY, ZREELA L TREBAF:
X-SWETWEREIENYTKQIYKILEESQEQQDRNEKDLLE-Z

FE Lif kgt (F XA ARL B B R & &4 (Fusonex )) ¥,
BAFEFTREGBEABBANZ L IT: SAHLERER. VHERR. EH
BRE. T ARRE. RABRE. | ARERER. N HRITABE. Y 48k
2B K ABEB. QAHBRABME. LABERR. DY RITLALE;

FEF, XERGERE. TBA. B RS FHREL b
HE—ARE; BRSAKREARE G FRIE. ABA. RTEEA. 9-%
AT EBART AN EE; R R OTHIRA B AR - BBrB sty .
R LB o RIAH F g E—AN L H;

L WAk A, £ BRRE. RTEEE. HAARAKST
BHREH E—ALA.

Pt R A L3 X LBRFe L AR BB % ik i F RSB A, Ask
A RTEBA. 9- FATREAFHE—ANLE; £ B X8 L85
T ERDT R WAL AIER - BBSEAY . L _BfamkKiuidy
BAE—AH .,

Bt EEG X A TBE, IABEARE,

—H R TH97 HIV Bty 542009, WBRL I, H5Ha WA
HREH LA RL A4 (Fusonex ) VEAA HBORD FHINESH MR
AL B A REE AN RETAEEPEA . BEEHA . AE oRVA
3R HEIA, AHEE B, B ALV SR A 4T 4 R4, BRANR.
aF#E. pTIREFyTHE P H—F R F.

Wik e BRI, S AT 35 A R HIR h 2k ) AZT
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(3-&KA&-2, 3-ZBESHF). ddI (2", 3 - =BLAMAF) . ddC (27,
3 — —BLESEE ). ddA (2, 3 — —BLESRIF). dd4T (2, 3 - —BL&.— =B
B9 ). 3TC ( Zwkek"T, Lamividine ). Nevirapine. Atevirapine.
Delavirdine. PMBA. PMPA. loviride ®&—FRZ#; HHFEG5HIrH
##i% B Saquinarir. Ritonavir. Nelfinavir. VX—478 ¥ &§—F 2 F;
FEGEHATRIF Ak SC—48334, MDL-28574 h&§—HFK S #; %% mRNA
3R HIR K A,
AL AT T AL RG24 (Fusonex) A-THBRAEST HIV B adét
A ORA . AHLLH N Fe BB R R 6G A& REK,
AR A EHEEHA T RARAST HIV B4, aRA. A
28 3] Fe SRR BT B B 69 A 2
A5, REAZFMEIEB LA, AL (Fusonex ) Rk
P ABUB RS BART T BT R & Hlde, ERTE—FERLRE
RPSR. BEGKTHEN DNA GERHEE, RSLELSBREFE
Bl G EAK ARG 2 5T A ZARRA LB RAAR T s
HERRER, /IR E,
AKX 24 Fusonex A —ARENBFBRGARABELGES
FF R B I AR X BB IERSE R B iZ B BERAR B4, B
TEHE (BRRT) BRE. &, BB RARRBRESF. LTHA
HETERE o /ZBARG L CHEAR SR, ARk EZ
M. A BF AR Fe /R RERF. e, BAREAAGFEREL. 8.
K T-TEIATH B KRG RAR L., AF, LBAX I-HATERE
AUTHETFRGRIER L. F5b, MIRGRALR, T-TAEL, X
REATHE| RGBS, fH, ALY RATES K F T H
BRER. B, TERAKG—ANAIEANAREBRELY D-FHK, &
BT LK. mE, RRVNGKGES A REREATH—

-10-
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A BsmtgdE B RGENRABRZE TR, VAR n AL B T & AR 6974
M. EHF| R F o [ R4 F BEATE MK,
b, LRGET T A — A LN EEL R Fo/ B EaE K
Xo-TRAKE,
XEXSTEAETEHE (BRRT) BA-BHBRIESY. RUL_BERH%
KA.

FTaEsAKRRATH L. KTt gpdl ZLEMMAR, ALK
%t T —ANi 69 54 FLET f]) ——Fusonex. VAT AKX P #H B Iusmk
5 bk
1. Fusonex X —A 436 R EBRE % k. Fusonex (SEQ ID: 1) 74 F

HIV-1 (B &) 648 E G gpdl C R RABAFGAARE (A

F 1178 151 4 REBEAF) (SEQ ID: 2), RRALABAF| 4o TF:

WIEWEREI SNYTNQIYEILTESQNQQDRNEKDLLE ( SEQ ID: 2)

2. ¥ S (LK) miE N34, B AL R AHImEo—3Rk 6 N-3%.
3. ¥ E (BRRR) A4 118 4569 I (FBAR) [1118E]; wfely 122

15 E® R AR ) BRUHAZEGAENER, MR o-3RE.
4, BT (HFEAB) %# 1194269 B (5R8) [B119T]; BWREZ S

W (ERB) 117, W120 Fo W60 B AR MG FARM a £,

5. B (BRBR) %38 12545469 S (L2888 ) [S125E]; wAME5H 129 1%

FH K (BAR) BRUTIRAGHEIER, AR a-Ex,
6. ¥ K (HEBR) & 129 4569 N (RITAEM:) [N1298] 3 b

125 45 L&Y B( SR8 ) AR A 2 8 8948 Z4E A, AR o-3%a%.
7. ¥ K (BRABR) B4 1334269 B (BH-RABR) [E133K]; AR5 136 A=

137 45 L &4 E( 5888 ) B R AT ZH 6948 24 A, Amafe 2 o—3%4%.
8. ¥ E (BAB) #dk 136 58 T (FRAB) [TI36E]; wAEL 13342

FR K (BAR) BROUFZIAGHEER, AaREa—Ek.

-11-
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9. ¥ E (H-2BR) Hdk 140 4569 N (R IT4ABUE:) [N140E]; vAEL 144

4 B8 R AR ) BAROUHFIMGHAEIER, KNmfda-3ik,

% b3 gk 38 6437 7R A RkAFLBT ) Fusonex W R A B A 5] %

SWETWEREIENYTKQIYKILEESQEQQDRNEKDLLE (SEQ ID: 1)

AE PG T E—ANEH &BH Pk F7E 6 k——Fusonex,
Fusonex 4 36 N2, HLMFTET HIV-1 (EBH ) 5 BEZG
gpdl &9 C3HREBAF] (117 £ 151). AKX WP A4 $ Ik Fusonex £
VARBARS) B ) 5 5 oA, eARIT R A i R A i ta by
RAR R mfioARRRA-. BT H| a4, Fusonex 864 Ok ML FFHIEA
alie, AL RO FLAE R A AR AR 3t da L ) R R 5 tm Bt %

A2 HIV 5| A RkA-5280 7, Fusonex 37 4] Rk&-AGIRELIL T-20 14 20 4%,
B, KL AR HIV AEF HRETR. BEKEIMEA.
5 T-20 ARtk, ARKEAE)Bk——Fusonex EABETHE. BMSEHRE,
K —A BARARGGHT T F R B 17

Fusonex #ILAFEE M QIE ([RMET ) #4 HIV & kB et CD4+
tmfaFa € e dgiE . o, KK PTF R4 Fusonex H] A F-kd
& FIRFEMALE R Fusonex W54, HFARERYPFERS 5 Pusonex
FEWREBR M.

AL A4y Fusonex 7 A T#IHl—WEEBEH LG EHFH
B, AQHEIWHARRFALGERZRE (FHNAHIV) GRAE ML
A3, KX RE T BAER Fusonex B IAATA B H HHFRF (FHA
HIV) @3 R F G AKIEA fafote & 6937 7.

AKX AH AL Fusonex £T AP @A LHEOZERFE R —LK
BMA RGEHFHRE, KL B BALAD R Rt miei £
A P E MK RBE S A MESIITHBR(EXRBERLRT AN
FRAREG ).
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AL A4y Fusonex & 7T A F XA T fedy &l & rk b 49 4L840 .
RARFAY . ZMmEAAR AT EHGLEY. I, REATRLY
Fusonex AR T A Y. RHFXVFo/RRFRRKHMHGT BT,

ALK L H B Fadw A3 4| ] ——Fusonex R 4744, Fusonex
BETE AL CHAN, FHREY —FHLECRRFNERSAH T
A EA, AT IABHARLCHALDWGRFERE, LER
HIV &g, X8 ¥ T L5 JR ek a4 5 7 A 48 R XA B 694k A 34 %,
VERAE, HBPIREERGERTRTEWRERRERIEA.

AN, REXATETE—WIRA AL 4 B A Fusonex &,
Eirddh, e (2RRT): RALEH. &AL AFLYE. Ak
3. AFT &k (eh—Ba R AR —F A, RERLE =
HimFed, REELRNLHRAF (FAH), ABERRAFS
Yl R LT

AE R B4 Fusonex R EATAEM L EHRAFNGHAIBLET —
FH BT TR CTRABRY B EHRAEFL T HGA BN E, Kmik
ik, EEEGR, B TR S APEEIE R 55 2 mAi0e
B, BEBRAFGIR, FFHERESE—T T EREEGT &,
M3 T 69T BRI ) T R,

AR AL QIETRTG AdE (LEE HIV) B aasdfe
FR, HFArAsaLHaiEh K EL Fusonex, XEATLEMFfE ) —
T HE BT R o/ R—Fr 25 F ETHEZ G HAR,

5 Fusonex X HAATHWILAE 6974677 €38 EFCsetyfeii 2
FIG B AR R IF G A2 0% Fusonex 5 5 —F B A REME L4 5T
FER., ZEBANCE (EXRT): RAEFN, b@aREE

(Cytokines) &.3% rIFNo. rIFNB. rIFNy; 35 FBH3p4IR), J= AZT. -
3TC. ddI. ddC. Nevirapine. Atevirapine. Delavirdine. PMEA. PMPA.
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Loviride #ei- & MBLEA FRMBLARNKEZHF; REEGEBITH A
Saquinarir. Ritonavir. Indinavir. Nelfinavir. VX-478; #&ANk;
%7 mRNA #3% (capping) pHlAldedd; WMBEE B, FHRUIVE
MG ReAE kA4 4 A5 (castanospermine ), & @A THE|F);
FE LB 4] 7 SC-48334, MDL-28574; sRFEMA]; CD4 SAKFLET#];

HACE T AN, b feldAk; BRI AL BRI,

B, REARBET —FBREGmsdd, ATHR#RE(L
FHIV) e, sbih, REWLRBT §EEWMTRNGBREAYG. K
& A P34k 4G €35 Fusonex ZHEATA YpyFfe BV —F K E % T MK/ Fo—
352 b TH & W BAROIA R 35, TRRE B MR, &7,
BRSO i 7 e A T

APHFEAE “FAFERE RAFEASRY—FRARS. &
FRNEE@IOE, AR %L miel BV RATER, FRZmie
T, AEBE A A G, LA H F A TRAFRELCHE.
2R ELRLTRANRFOY XEL TR ILEKR DN A, BRHE
R&F. RFRTIBEME EAAG LR RS, FHENTHRAIMNGE
E T RERERLHE LA,

A inE A RE BT RTG AR E” BIWHFRRFGE
Hfethll, MG REEREITHARLE, RERBBAERLTIRY
ER, BITARGIRECRE: REARGRE. BTFEh/RERELY
BAREF

AW HEAE R 69 RiE “fr4E%” 485 Fusonex I KL 6945474 Fusonex
F51. BZ#. ROHEA B, &—ARENSREBRGBRY . BN
Fa [ R K 6K,

APHFEAGRE BN BAYRTETAFERERGRIR
&R GETHT. B RHEY, LBRAFN.
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AFHEAGRE “BRAER" FEA—FBPELSAYH, St
AT AT RS FrE— T H BT = L SR EA . RS “H
B R FERABAN N —F LT IR RFRE. HFREE
¥ BRI E T W09 T B, IR RIBB R FAHEAT R — T B A W&
.,
AW B AGRREG 2 S Bk AW AR B AR B AR 54k
2. IKETE 5L RGBERGBEER X, o1 —HKRAFHAA
ABREL, ZKREH ZA;, FF. & 104K 10 Al FRABR S TR
HFK, 10 Ak EREABRBEGIRTRA % K.

AXLRXGRAFFNAREBEARBANEFTER TR FTLT:

A (RER)
R (&)
N ( RIT&ABREE)
D (RITAKABR)
C (FREER)
Q (BZ&BbE)
E (H&8R)
6 (HRER)
H (£ %5 )
I (FEEAR)
L (Z&aR)
K (Hi=B)
M (&ZRAB)
F(RXARRK)
P (H &)
S (£&AR)
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T (#2B8)
W (E&ERR)
Y (B&&B)
V (SRR )

T #3%X A Fusonex %57 HIVAECHmHFREE.

Fusonex j —E A HFFEMNN $ K, KAZ 6K A3 Fusonex (—
A gpdl FTfedmRey 36 RIABMAK). M h it/ RE 0. &5
Fusonex MUK, XLRLELETLE QBERETET. ALK
RITFARLCH IS WL T RF WA, FAZE HIV 84
i%.

AEAAAE HIV AL CRFARE LR, *ER 24 D W
FIFHEH. Bib, AREERERENIRANBERARFBENEH.
ARERNZEH B il mirk oA F AL ma 4% kS
G —F 6 9T R GBI A ‘

F &3 A €35 Fusonex £ W& BEA A 2657 HIV Bk,

Fusonex #§4k A &M AR @ 894K @ gpdl. Fusonex &4 AL
HABIHHRBERGIENCREAOTFAGHERFR_ALECE
Jo, ARBF Ik AR B R X R miett iR .

A¥HAAIE: 4 Fusonex 55— R Z A REVEA LG HEE
SRR, TReRAAR A R REA . AKX H AR 8.3 Fusonex & 1
T A NQBRA B BA- A A TACT R Y FTE R S5 A
FE, MmBRELENE, R BETRALSHIELEHE, ARG L
PRI RIE, RE Y BAA B LT L RR R 5 & 5% a6t 3
HAG L

AERFBISABIEHLGH 1V R H5E7FR, EF5%6E
-7 A M F 4] Fusonex REFTEBfFE Y —FHE B 7 H . XML
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RIF 2B — IR FH .

RER KT A (H312 HIV &3 ) /LT —H B R FH.
AEALERBET —FE7 HIV ZEGHR AL, COEFREY
Fusonex X444, FE D F—Frsmaisdh. Fusonex XAFT4
%fﬁ%—’%iﬁ%i%i’ﬂ’%ﬂ%ﬂ‘ FREE QBRI . mREERMOEE
A RILE RFRSTHN A . KL KBRS A 5% EA4 B
R0 A et 4R

ARZE A7 ik QI8 3 5 ) Fusonex R 4744, YA B 8.3% Fusonex
ENHBS A Y, B Fusonex Fo £ —F L E BT A, XAMEA (Jo
YHRbt, R aRAEER ), AA&ELBRFER (CEAHR
Fik). ARFTEPERE—BNEALRARZ At d, ME
55— B WA RAR At ik b, FHE LML H R (F
A, A AT R — A a4 R Aat i,

AERAEHEF AP E. BRECELTALNYGRZE,
FET T HREN, RE LT AL NGRS —FF 7 F5abk b3 4]
FFF, FRARNAFRENXIITES S LECRAFHNIALA.

“BRE-A 7 B QIEMAT R FA Ley s R RS —His T ReH—R
R, LaIERFTIAFFALETRSFLTERNER, PERFEY
BRAANF—AMK, “BRAAH” TOER—RRFHTELE, Fis
—F A, BLF Y.

% Fusonex BRAEF 64L4EFT H 64 (FRRT) THRRE K
& RN A REE, Fr45AE nRNA 313%, Fr4) HIV &4 B,
Il ZaELL, HEESE, R REad . RAXEHEREX Y
B (B RRT): "AEHER, dofaliti& %, 4o rIFNa. rIFNB. r IFNy;
e yE R RF; FEEFZHEHHR, 4 AZT. 3TC. ddI. ddC. d4T.
Nevirapine. Atevirapine. Delavirdine. PMEA. PMPA. Loviride #=
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EERPLABFRARXBLARREY;, REZAHFHA, o
Saquinavir, Ritonavir. Indinavir. Nelfinavir. VX-478; #3F8dy
#17], J= SC-48334. MDL-28574; y&3 mRNA #f3% (capping) #74|3]do
Ak, MEEE B; A HIV FHGBELEL S TFEEER
(castanospermine ); ZEMk; BEAWmIIFHR; AERAHEV; CD4
TR, AUETAHAN; PRk ROBTHAALE
REA-FH ) .

F & #ik Fusonex &) % Bhet .

Fusonex BkJy—Frdu HIV Bt HRMHA . X THE Lfomd:
QBN gpdl BRI AW THAFREH IR L, Hlbiisd
gpdl W RREMERESLMHPNGTEY, Fusonex THELERF
gpdl L&A, MRk EaFL mits ahditse,

AZ A4 Fusonex Bk HIV-1 &9BBEE Y gpdl HEAABER
117-151 7 dak, &1 36 ARABRAR(ARE BB R LB Z h 4T ):
X-SWETWEREIENYTKQIYKILEESQEQQDRNEKDLLE~Z ( SEQ ID: 1)
T 4K Fusonex (SEQID: 1) 364&%, AL ENKELIES
TR FE ML Fusonex Ak (SEQ ID: 1) ey MiSRS. XA Brag
Fusonex KT &34 4~ 36 NREBRAL G (BPMWELE 36449 2
FRZ ] ).
“X” TREAE, BAEHE, ¥ (2RRT) Fa5L, A5,
R T-TAHFHE, OB, 9-HAT AL (IMOC), AMEERXHT
BRE e (BRRT) BR-TBHBRESY, R _BEIERLY.

“I* TREBIE, B&, T-TEAEE, X5 TFHELGE (2K
T ) BR-IBHRELSY, RTL_BERBEKMNY.

AL A AR KR @35 Fusonex BB LSb, EaiE (KRR
F ) 44 Fusonex (SEQ ID: 1) &5 %, 2 —AXEANRLERGIR
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Rty TAYFa/ RS E Pk, BEABRIBAD T HENRAREAR
W 2~15 AMRABKEGEEBER. —NREMNEADTREFN
Fusonex. Fusonex K Bf. £ F=/3K Fusonex Rl &2 W F.

A K BA & B3R 3t — W @.4% Fusonex (SEQ ID: 1) #§F Z 4, Fusonex
] % #6400, Fo/ REH FRF7E A Fusonex BB, XA &
4 Fusonex. Fusonex K Bi. £ #=/X Fusonex F] 2 Hthsk & 4. X
K&k 4 h Fusonex BRAF] PR3 1 AR S ANRILBATER, @R
BRAFIREN THRA 4-6 NRABR, XX XTI RATERKFF
ENTERTXEANBRLRS.

BERBRYEARP RIERYPER. RPHBEBBRARY b LA
RAABAT . Kol Fo/ KBRS ME G BRI B R IXAX, Fusonex (SEQ ID: 1)
R 3 89— AR % N RER BT

F@#iE L Fusonex BLAE A 6L sm F 7.

AL AR R HFN T HALCHT AR, RFEEL
HomHHR. KikdE Fusonex 5 £ B HAFN LA . T5 Fusonex
—R A QL ERABREFRN O3 (BRRT)EATRELHNTEFRE
Fe kB Y, e REBIHR, RETQBEWHAN, BRI FNF;
YR T RFEFEE T RARENAAEN; A TRA—TRRLE
S TR IR, AR S AR B R A IR EN . ARG
BARART B LEEFFRABFLTANGEANERRSERA G B,

Bk Fusonex XEATEWT HE#FZARFITHA, o (2%
T ) HEEGFATERBAER . BT ES T F B AL F R R A AT
A4, RAERAAIE S BT RNA fo DNA 694 AR, X BHZFATA W42
REABME LY 3 RRA, FrHlisZmilRn oM AR, Kk
gk % 3 DNA 69 5], R4 HIV 457 R, J= ALT = ddI 4R R 9133
# HIV-1 695 %], F-eikdbofsss7 HIV AR A AIDS. R, AXEH
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BRTHEEE HIVIHRG R EFH, BT A TS Fa4EA.

P& &) Fusonex RAATEMTE B W4T 4E Wb FAT A HIR A1
A, FEEFMEWERE (ERRT)2, 3 ——BEMF (ddA); 22,
P ——BLASF (dd6); 20, 3 ——BLEMYF (ddI); 27, 3 ——BL&
fadr (ddC); 2°, 3 ——BLEMMIF (ddT); 20, 3 —BEA-—KaM
F(AMT) o P -BREL 2, 3 ——BLEMT (ALT). FiLTioEE
ABRETIEY, £t 2, 3 ——BREA&-Y -FREEE, f (=
REF): 2, ¥ ——BEA-Y SRS 2, ¥ ——BE-2 -fK
;22 3 ——BLA-2 -RAREIE; 27, 3 -—BLA-Y BRI,
o 22, 3 —ZBLESY, 3 -ZBE-Y -AREFREE(ERRT):
2, ¥ —ZBLA-2, 3 -BLEA-2 RARMIEF (FA4T). AL 94k 27,
¥ -ZBA-Y - RAREFH RALEPAR EeE R, GFE(ERIRT )
2, ¥ -ZBA-2 B -ARMHF (F-ddA), 22, 3 -—BLA-2 B -
AR (F-ddI), & 2, 3 ——BLA-2 B -AMKMYF (F-ddC). B |
SR HTAKET A BT LG E, ERRE L IRAFE MG L
E, BAREFH, FEE SRR RE T AR,

AL RAEE A RF R A GALEA 035 AREY
Fusonex R EAT4E W fody BF 4G ALT. ddC fo/K d4T &, vAJ&57 HIV &
. BREHHHELS I ([RRT ) A KF4 Fusonex R i-
FT 4 MhFedy BE B ddT; Fo/ XA R F4) 3TC. Viramune. Rescriptor.

Sustiva. Loviride. Nevirapine. Atevirdine.

Fusonex RHEATEY, AT 5B HANPESER, XX
FHIH @3 (ERIRT ) RFRRFREY, CEFEALFREKF (BAU);
FRAFARREKYE (BBAU), RKTFTAFALKRYF (AMBAU); RTF#
FARAFTELRKRAE (AMB-BAU); #& ¥ A F K AR (HMBAU); &A%
FEFEAEFTRELIKR AR (HMBBAU),
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Fusonex RAATH BT &% R mpoE T aF B8,
@3 ([2RFRF ): rIFNa. rIFNB. rIFNy; TNFodv4l#], MNX-160, A_ T
FHEaA. Ar THEB Ao r THhEy. EREHBEAAHOIE: FHK
¥ 49 Fusonex XA MEYFE R FHRTHE.

FOMWRAN I ER ERFROMIERE (FREFLE) RIEA,
AR FRFRET ERR. BOABWHMNERNBIRB T ERBERE
M. AIDS EH AR GEBHFMNE, ¥ HIV-1 KFEZHHETHE, CD4
HE@pe A FH (Deeks, et al., 1997, £ HEFHELE (JAMA)
277:145-53) . JA&% G BT 7] 5 #4347 Fusonex #BRAE A T
o= £ RIAE A AT R E R BOR. 49T HIV Bty ik, B
AR LA BEY Fusonex REFTEWF—HHTRENGEG
RN B4R, 0 (2RMRTF ). Indinavir, Invirase, Norvir,
Viracept, Agenerase,

Fusonex AT HLTHTL 5 -oRNA M HIV HY, Jei
Fpvk (Virazole ) BRAMER . AF Ve AMEI R, EIRAE TERAEW
A%, mRNA H3REMFTEE GRS HE, Fo/ BT RZEHTF 6 F ik,
Fusonex &£ 7T 864 4 HIV 4R 4EA .

Ssl, KEZ A FTE N Fusonex R AATEYTEREE BBEAEA.
MEEZBA—FEHERARREE, CHYHMEAAFEELLE
KT a, MEEEL B AL TEST S0 B mdE, @36 IV Ay
wWAER . BREE BIAST P EHM, (23 Vst e Sk,
Bk, HEEE BRHE FEETY Fusonex X AATEWPLAES . X FrBt
SR H TR AR HIV AR, Wi AHFIE R E & 48 AR F 69
AHEFEBRETE, IXARLRELELRBFENE,

AKX ARTEE Fusonex RESTAEY LT HEBE G m TIWHF4E 24
BBk aAR A . SR RARIEA —F I SR G m T A Bk, HIV G
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EoFA RKAERAEG gpl20 Fo gpdl, HAGHERIME 20120 5 CD4
HAREMER G BREEMA . ERFIHBEAET AR TRAFG RS
P 35 . Fusonex R AMAWHEEZHESATRALEHRAEA.
A % Fusonex REATAEM LG Lk FkF76 57 R B 85T
R, TRARRRA-LEE A G ERr. #lde, TR S EER
MK Fusonex F= AZT BAA-EAMBOR, Jo: 34 HIV st fmfedbe,
A TARTE B, ) 4 T B E M, A H FE RNA X EZG ARG8T,
FF.
TERAASGHHN. NERLHEHBX. BAAAGAALY.
AL PR FAIFK Fusonex RAFTEWFE S —FrLEHEITHG
HAEAY, THATEFAIRGARIEANRFERELE., REWGATE
B BRA-F 25T = A Jm [ R BOR .
ik 2 A 444 Fusonex X EATEY, HERES —FELER
FAEF) Jo i 5 BRI . BB HIF . oRNA T garElil. &G
R ER . REFERA . CD4 ZARFAEH . AE T AR 4174 .
b fmph gk, A BRI H A AL A EIR . XRBTR e (2R
T ) HFXMPREL LR ; HARFAFHF AMD-3100
(Tremblay,C.L. et al., 2000, ¥ &% 2& (J.AIDS) 1: 25 (2) 99-10).
EAXALZATEE N, 75 Fusonex REASTEMBRAEA I ECHER
#l a4 (2RRT ). 2-BLA-D-H] & (2d6lc). HAFAFRZALRKE
3. #E (virazole ). A4 -F (rifadin), SR, FEHF T
( rifabutine ), # ¥ & 3% ( ganciclover. DHPG ). )k ¥ % %
(Famciclover ). A-¥3%-% (Buciclover. DHBG). RALALL FHEIAE
wEwr (fluoroiodoaracytosine ). #t3f. = RAMRErTAZ . MRS
(ara—A). ara—AMP, 3£ THi & 5 SR i TH FAE R 852 ( BV-arau ).
1-b-D-F 4B ek v dE H—B-5- 2-iRk T A gime. £RITH, &AMk,
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FOREZB . ZFRB. (S) - (STAAFE) -6-ARIEfe i BbE 7
R Y . RZ 9 6,358 Fusonex REAFTE MAfEAT Lk e ooy
ResH.

sboh, PR ag R THA —Fr B ik, ATATAY RS
MRET HIV 894K, PR ARG XA By AL A 69 EH a3 (f2RIk
T): RESFIEENTE; LCTHAS IIVHBEZHH, REE
FHMIGEIFRY, EFARRERET HIV 760K, hdlHA
ik, ESLELT, RAEAGKRTRI MG HEGGER. 286, &
N RS ARK A RS TR, Amdid] HIV 63— &g 5 e HIV
L E

AK AT R G EAT RO 2T BE—RREY
BRI J= B e HIV B R BB, Sedp ) HIV 23 tmi sl £%
AR P IR AR IR A BARA R $ede AR B R R R Sk A A,
PSR W 6 REF LS 5,

A BRI E, PR fold 6§ RmABe—R., XEFn
e (2RRT ) 7 YR BB S BAN4E; R T E YR LoiE o 5
B8; Puronic ¥ LER, RMABTF; HEKkE; HiA,;, AL CHEY
AR & mF deEA¥ (BCC) FolMBRATH . & T F k2
& (ERRT) 2R, A, LK. BBEA. #k. R TREA.

T &@#L9 Fusonex &§7| &.

T AR EARGELDS (GEA) B, ALTERMHA
FEF A ME Fusonex REATEY., LFRKUKGA KA ET
R ZABUBRABRARAR BT R daty 7 E R, iR EAEWF 8, L9
RAEBEREFFHR. Hlde, THEHLHHEXR 0.2-10.0 ng/kg 647 iz
Fusonex, 34k 4~52 A. K&H &% 20ng ~ 200ng/ K. RAKLEHH S
%% 30mg——80mg/ K ; K £5#4: 52 /. Fusonex RHEATH G222 )
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AAGERR—REBERER, BFRAER 1—2 K, ZREMNERE
Fusonex A7 464 fn 883X 3] 1mg/ml—10mg/ml, THAE R
& o K ELH] 20 % &9 Fusonex AL EAR, HEHiE, HiEid HPLC 3
R, FAEPTH Fusonex 9 ERETALIFNE iR E .

4 Fusonex X EATEMPAMEA G4SN (FeduRmFHEN ) 84 B
B8 L EATIBRBARA R BT Budo b 27 SR 27 693 57 2 0 2,
B BHH A ZRLE I BRAT R0 A GRZH1K 10-50%.,
EFPARNEERRFHREGHE. SHIFTH. IF. BAherssk
EEHYIEAER, EEN sl dofTHE BATHR 400 . BB P BF XA
AP EREANE. RZ, wREFGREFBZR, EEALE ol dofT
KaRE.

HBEIT R ERIZ AW RABRERAERIILE R BALE PG A
. X ENAWFHEAL T BRTEATES FRAF MR FIS W
LR AE ., o F B IEF LDy (RBBRTA 50% K FBHFT)
Fo - H A HEF BDs (TRBURT 50%EBEFREGHT). FHfs
TR BA F R BB T IRE, TA LDy / EDs bR R R F. %R
FBEAK G A W AT . N R Ae 3h 4 TR IR FRAT 69 BB T H A
FELE. IR ERTFE -~ LG RETER N, BF a3 ED,
H A RAFRRIK, REFARERA GH B fold 382 AL
F. X TR T AR A A R AR F, R 63 YR T
A &HECEA E# (HPLC) kA&,

TaEALAHHF L HER,

¥4H Fusonex RIMTEMWYERBLHEELTRA, RHKS
A Fusonex R F-A 46425 A 444 53E B W BARRIRH F Rb, 1Lk 5]
ST FAER . BRI HIV B NFZ. AP HAsHi LB
RAFRABIBEARAAR BT #dm,
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ARE R KRG RAFEETRERE B RF R, BP57 69 AR
st S R EA IR A . AR 96 Bt HIV-1 AR, SUFR& T
WILEL BT EF AR Jo: T R AL ARGt HIV-1 &bk K50
X —yma4BARegEA (HIV-1 & HIV-2), 44e: f£ Fusonex BKA £ &
FHT, A—RIRFRBEITHBHREEY (Di+tale, REBY
. At aRe ARG XA FEMRATRE., pREEFREE
HILT ZAMH, MiEFARES BRE HIV-1, eRRAFEERBITH
RAE VEWH, ERELSBHRTHERS HIV-1,

AE AL QIR HF ETEZ IR, BRI % Kie/RH
Rt RETHNE, ATeH25. EAkER kg L
EFITL, THEAXAGEESY, FilRRARERNEEWEILE Mt
BRAY, o (BRRT) #RiEst. IrR s Wte TR R 248
Pt B F ETEHESYBARRARELT T RS HHH A, XL HK
B AL PGS HEAERS . A g, RAK. BR. BR. B¥A
REFHHY,

AK R RA L4 25 A 8- A ARBRBARAR AT o by 122
%, LHEATOFEE, AWM. EEIMELY; §Hsta s aiemn
K. KT, BAEH. $A. EESTR. H5A. BEA. AR
RiEsh K. AEASL. REASGSF. AE e (2XRT) A,
&R . B, &EFEN. BH. BR. RE. S BN, BERA.

AT FERIL, KRXAFRGH LD THEA—FREFAEES
TEZEEK, A FG B R F ETEGETHA . KLH
& B R BT & —Fr R AT R FofR T e T MALS 6450
BAR . A ERRI R B T AT TR, H T HEES, THREALNA
6976 T R LK ISR, JeE B K, SRS, HH P EER A TFiE
WHENSER, XEBEENLZMARALEHIG.
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AEAH A % KB I 25 R 20464 v IR R T A B ARBRTE 7 BB 23
BRI GRS Y, BmI BB, LB mNET BN, FRA A
RBERA QRS EEHRGH RS el 33U, BiE. &5
Hob FWERE; S SBH iR, SRR, Righ. 4ER
. AR, BEER. YA E. 2ALATEAAS L. RYAS %%
Sife | R OCHREII, oR4E, TRRARBA, RXRRTH
el BEER, B, RERAL LR RN, BRASEREAEZ L AR,
TRARGERR, BRYTLOMBEMAMIK. BL. RO ELER.
carbopol k. BB, —Rb4k. ARG BT IERBE LEFH
BRI RER A . AT RAXIFFERAESY, THRR A6 34
KREAEEMBERANIBERAEGEORE.,

AFuRHERALHEIEHARARYEAXKE, AAHAK
Fa—Fr3E B do b ol BB H R A BB E. R ESHT LA
Hl e flbE. AN mithy, Fo/XBFRH B LIBREBRE. LTHE
BRI REREERS . ERIRET, FHMSHTERIEF TELY
B, JefBrid . BB BRR G 8], o, BT AR .
O JREGFTA R R AE R T RAARAGSERNY, FTFupldng,
it o~ KA R R RXENF 5T Xms.

st FERAL Y, REYEM G HT AL 498 XRT R
AR R, TREIZECORRFR, RAEA LFEE WL H] m =R
ZRYR, ZRAKRTR, —RUALE, —SAEILCESHAK
R ER. ERERAFMNGERLT, NERLLETEAI AR eGH2HER
HE . BN B R RAR YR Fo 25 B T 5 RS FT3E 4G Bk Fo—
FrAEHHRER (IBERIER) GREYH.

W BT G RECH RE T § 2 AR, i, ARELH
BUES REEHREE. BT EHSGHNTOREREEHNEIHBX, i
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. ZHRNEZGFENTELERMENER A, MBI HNELSE, Fin
ANBFEH . TR H4TRARER. BRI KA YA ILH
BN, BT —ZHBRFNe&FHN . BN fo/ oA .

BT 8 Mo 25 64 25 R AL A4 Q3676 WA R 6 R, BRRET K.
FEPE R 0 B R AT R RE T AR EH B R, A E AR X
AR QLIS By b de Z AR XA R IR BB B, Joi BR LB R H b = 8,
HIGFR . KMEH EFRT A E I & RILE W, BT ALY
SBEM. LABRXTRE. TIRAEFRAATREWASEENRERN
R A BT, AR SRR R SR AR RS
ThHELeGEE, AR XRRESA KRS, REEA.

B3R G40 A- g 47T Be | R AL M 8- B R Je b R KA G F] . TH
F AR S T TR R E H i B e .

FRT SRR HRISL, BT PT ARG IR Zh A 4 Bt AR K R
. EXFFRECE R TRALTIIAENERNEL S, Bh, Ak
BREFTEDRHGRALHTRLEYRSBIRAKGR (i ILH ) X
BT KRR . XBE ST E W e fiE 3ok A,

AR PFRARAE WG BB A 2F8, ERBERBHERN, 5
KBIEQ A NR A KA EIEAR R . HEBERATH VPD L4k
%. VPD Z2—#dy 3% (EZ/EFW/V) FBEE®E, 8% (W/V) #dE
MEREHEEN S CEERE, & 65% (W/V) H¥9R 8 300 EAKCE
VU R A&, W VPD 54k A (VPD: SW) & 1: 1B VPD L 5%
6 H BPEAKER P IR, XAEBAR R RBITE RS,
Tk B A H st 5 B FEMRIK. ERERLEREMHEGEL
T, HERARAGIATHRRG TN, T H, EERL R —HEELT A
b, o T AL REEQGIEERRERAEARRES CRAR; RT
B S AATRE;, REAYHEGREMETERRR T,
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PR CHRBRE; AEHR ST RAET M.

B ik 6 25 A 40 A 7T €463 & 69 Bl AR RBURAR AR XA A . X
EBARIRBH A i (2RRT ) BERE. BB, S8, . &
BENEY. ARAES YR OB, ETARANGRALHLE,
HHIXBET B TR RENEERSGEAH . ARENHZT
i H RARBRBARAR BT #de,

T @SB AR KA A €.

A K B Bk 64 Fusonex (SEQ ID: 1) BRERILEA BAGIuAmEF M.
B b, APEe B AT E ST REAF AR FZRETHN, HAHZ
HIV #4150, M8k & & R A F MR 444E.

P AL BR  RRT IR A S T R E 09453, &3 (/2RMT ) HIV-1
Fa HIV-2 69 FTH RERABRA T-HhE@iem & (HILV-1 fo 11), AK
B &4 BGE ST Rl EA S B TR F 09154, a3 (B2RRT) Famie

M ERE. BRBFORRFZRE. BEAEGE. ABFG LA
FRF AT KR FE,

KR BGE T B Fo € S B T A A/ RAFEH Z A F 04,
a3 (BRRT) AtREA AT, RERRE, MWARE, AS]
PRI FZ BRI,

AL RLE—F QIEETASRA G TR AT EGRREIT LR H R
Rt T REIRGER.

7 & 35303 BA A 25 37 ) HIV &9 A 3.

TARIE A K B HEAT @38 Fusonex oL B IEF A 6YIKAA 25, R EK
A 35 FE AR 1 48 B ST A B b S TRAR B9 5 A B HIV 64 B4, Mdada ] &
FARR HIV G EH, KL AHLERA TEBRET L HIV B
K X6 % B AR IR ) de, FugmF K Fusonex RFEATEH EHRA B
B ESIRLEHRAENSA, TH4 HB. EBV. CMV, AL EHZ MR
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% (&3 TB).

AKX A 6 g5 -7 Bk Fusonex X A7 4 68 JAE @A I 4 HIV &2,
REAHGHEBNNETLRBTIINEN G 3. Jo: EERGEHHEART
Bl EAEATIE B 691812425, .t (o RRT ): 24 ez 4.
SRS LR ESH RTEMNF ), LASMEARIK (deo a6,
HMfe A LR, SBIHBE, BMEBEF);, vk, ERIMEMELE
HRRTRAGLH &R,

B R4 Bl R B, KK 624 Fusonex) B4 3T
K BHER: stRE, HAR HIVAFGROFRABRNEE G, BE
AT, B H, BERSBYAREGRAN, BERLHHZ, Bkt
RGITH, X THERESNEA.
i B ] &4 f) Z= 3 OA

B 1 &A% %4 Fusonex 8 AR BRAF 5B, H9, Fusonex (SEQ ID:

1) & —/A4 36 NRIBEREG % Bk, Fusonex (SEQ ID: 1) 2 dy48 & F HIV-1

(EZA) & gpdl Cam ey KABAF] (117-151) (SEQ ID: 2) 44 &
Ko, MANBHRA LR FHFRERA, B 2 £ Fusonex &
Fusonex &5 gpd41 & N 3% (35-70) B AR &5 5 44\ Superdex &
o B ARG TR,

B 3 & Fusonex & gp4l &) N 3% (35-70) KRB RN I AHHRHNT
—REMH —HEREE (CD B#).

A 4 ;% Fusonex #r T-20 #9488 Mt by R A . A Meg i &K ( £ H )
% Fusonex &gl mkdh &%; AZMH s (ZCEH) A T-20 &M £&,

A 5 Fusonex Fv T-20 s} A FHF L QGRS IH WA E . RERA
% R EBE MR ERX Fusonex (FH B ) A= T-20 (F 3k ) ¥4 HIV-1
69 gpl60w L A 2aferks-. &K gpl60 X B A T7 3 REFA H 6
B fafiat &3 CD4 AR fek A A BRE R F oy femiesds, KA EH
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AR FEAREBOF KA., EIA RS REETT RN 6 2T B84
RAEBEMS 100%,
ME 4TAE t, & 35-80°C 4L B A, HREARAN, REXAHH
( Fusonex ) ®F& M2 T-204574F%.

MB 5TAA &, EHHIVZARRGFHT, BBATHIV-1 49 gp160m
HR W iR AP E A NI FAEAAarkiR, KK (Fusonex ) 69374
MR T-20 23555,

FLAR LT N,

F 8 it Ak BRI AKX 9.

52364) 1 — A% 91354 Fusonex &) &% Fasbib.,

Fusonex #§&- R M54 431A 92 W A R S IR RM L4746,
A RAERAT Fast MoctbEF ik, tEAT S-HEAFTEEE (FMC) &
ABRRPEIEBRERBER. FTAGENE: ZH TR (TFA). K.
SHE AL, 2. 5% —HiB A 0. 8M & 4 KBy,

7 T ¥ % Fusonex &9 £ HF M, KL% LR, B EBUE
. B L A SRR LR & R AAS s FLA L B . MRS LR
B, B 442K E4 LB Fusonex LARLIE 20 548, BEERAA
LEK2IR, REEAZTTHR M I,

2. Fusonex #Ak #9346 F] B A0 &80k AR €335 (HPLC ) #47. /£ C18
A (15 pm sBHEH) £, A4 0. 1%TFA 647K/ TR &R AR B JeRL.
46405 8 Fusonex BKA) 47 & HPLC &R, ZbEXT 95%. &, B4
ABRF B OTRAH/RAIEY Fusonex #§4k#ly, FrRZ A4S
Fusonex §9-F &4 4641.24, FiFE R ALBAE .
X—SWETWEREIENYTKQIYKILEESQEQQDRNEKDLLE-Z, R & X h ZBEA, Z
HBEE.

%364 2 - ALY %4 Fusonex &) 2LBLXIE
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st Fusonex & e BRI F H 4T :

F& Superdex 75 &34 & A L, %ehid & &) Fusonex ¥A & Fusonex #»
gp4l &9 N3 (35-70) BRI R H o4 . TPLRABERE K. W&
B SRR 30 nl, REFEIRERFIREHEBE (B 2). KB 2
TTAK 5, Fusonex & gpdl N3% (35-70) BRI A69 5 ey 2eliid ik
A 13.2 ml &, B4 Fusonex &gz d I E 17.3 nl &,

92764 3 — Fusonex £ #4402

4 =& &A% (CD) kR Z Fusonex, H5A 0. 1M S A44/10mM
BBATERKHEHBE 25 oM, pH 7.4, REEL D BEksz
Fusonex k6§ —Z8 4 H). R4 Aviv 62A DS B =@ &M B4 L3
4769 . 48 200——260nm 3% & 5% B A R3X4 Fusonex F= gp41 N 3%( 35-70)
i) 978" 3

Bk CD R E a4 20°C, ERRATEA 1.5 am, &% 0.5 o,
REFH 204, RKE 10m, A=ZL3RIXETAKERE. A
Al XFWRFFRBE, HAHZ 1ICUA.

ARIEAIREE RSB R =B &M (CD.) B3 (B 3). MEITREH, £
25CF, CD Bl#%57R|:Z ) Fusonex #= gpdl N 3% (35-70) £oHtg—4&
MK 100%8osRae. B EREHAG M E B E 845 (0) RET, £
222 nm #% B & 0 294-40, 000/deg cm’ dmol™ (B 3).

52764)] 4 — Fusonex o T - 20 &2 MG R &

AEEB AR RFEEET % R KK AR, fE
R Aviv 62A DS [ =) EBE B A E3ATRY . Andh S BREER B AT
B % 20°C——95°C.

AEBEAERRBRETOEBERRRZ S KGFEZ . Fusonex

(HREEE, AESEEFT) 6 S0URRRBEEA 70C; T-20 (£ M
WK, AESERT) 6 S0MERREE N 51C. AL ERBREHMRAHG
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BT, SERGHHNEREA 4L Fusonex K&k,

AR P K 4 R F] R Fusonex fv T— 20 69kt XA (B 4). AHA 4
Tl A, Fusonex WHRAZMBWRT-204F#F%.

S7&4] 5 — Fusonex st HIV — 1 && #6437 %] X5

EREHA P, Biddpd HIV FLGEEHGREZE, EHT
Fusonex feA BUbIAF AL, ARFM FTHATYREMNTEET,
Fusonex #J ICsy 4 1.2 + 0.2 oM, ¥ T-20 &9 ICs% 23 + 6 oM. Fusonex
&9 50% FpEIFE (ICs) £93%4 T-20 4§ 1/20. Fusonex & SHEMHAE &
A ZRFIE HIV AR GAERS, YAASLE HIV 54 69l 6hake-, M
i A RO LB R BARB R WIC.

T @ Lo mohd Lk T ik,

Fusonex WIyFFEHTAKI M ZRE. KREARA KA EEE
I %k % F W)X Fusonex #74] HIV-1 8§ gp16 0w i K 89 G- HEARTY MAG HET .

AR EHLF kT ¥ 17 B3 TIENSUIESRELE) pSP64 LXK, A
EEFRATHBERBRE—PstTIluc, KB SMRAEF (CMCV) ¥R
BAEREASE (IRES) REBIRAFHEAY 5 %F 11 BHTH
TR, ¥ C4 A E. 17 % oA Efe HIV-1 49 gp160uw A B R ALK
B vl FL 4 Re F K T AL —PMT 3,

£ 10cm #3&dranvh, FABEERS RS 293T @fe. AFE g0160m
A BEFe 17 3 REEA B LR w6, A pSP64 Fv (D4 A EH 4 e tnlia.
Fl R4 gp160us 89 35 B X R4 CD4 JK B &G PMT3 T 4f BA MR R

BN DNA LG, F)A4-doikey DMEM # s, Hgmiaie 37°C.
Oml /ALY KdniE DMEM 323k 30 4F ~ 40 547, RE, ABRE e
¥ RISy F TR Rk, BRI ECRKETRGME. ¥
B AT RIS A 3ul~ 4nl 4 10% FBS 69 DMEM %, R, f& 96 5IE
FH P WRE mibfetemit (445 pl) BAHY.

-32-



WO 03/018045 PCT/CN02/00405

%% Fusonex X, T-20 & 42 DMSO ¥, 4 PBS 4% 20 43 /5 Be Rk fik
k. R ARA T HATREAE, HX00m 10 pl 33503, PBS,
A0 Bk 43 53K E 64 Fusonex X, T-20 #fk., RigHtshiesma.
Bl e ik S RN 4RI, 4 3T°C T3S 8 I, ELITR
AEBEAEI, LR TRAGIZFE, HA 60 pl 1 FRENGERIG
B REREIC. B A0 pl BUER K MICRE, 2AHBB|EE 96 RIF
A, R 100 pl K REFRE A, SFEANAREEETE 3R,
EREXREHAYMBLE 96 RIFFHKREMW 2 246, B Spex
fluorolog-3 S AHMEMFERBE, LAHKK 552 om, BREFHE
Tmm, YEE B, AHEARE L6 3SOKEFTE L PHERIFEE.

¥EBIAQITHEELS HEFRPHEAR (WRAETHEHE =
100/ (1+ (C/ ICso)) #hd, RERHFH IC4E. K AT K & X 4 &
Fusonex fe T— 20 74| mHak WL B (B 5). AB STREH, £
HIV-1 6448 % & gpl60ue 5K 4 fafiasa- 5104 , Fusonex( [E B )& 50% 3
HIE (ICs) 98 T-20 (F3) 65 1/ 20, Fusonex #§ ICs 25 1. 2+ 0. 2 nM;
#a T-20 8 ICs 25 23 + 6 oM, ¥3kR 5, Fusonex 3/ #| @A MLk T
-20 & 20 4%,

T ik A

5 AR R RIAA FEA R, KK HEY Fusonex R FE4-HsT
HIV A6 & R B B 2 9 sl4E A, JRRAC M, B &, &
REGHAREN R, BIRLHNE. BREER ST XTHEIK
FANEA.
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B A # K

1. —#F A T 5657 HIV B0 2540, % S5 40 K HIV B RAE &G gpdl
bATAE B — Bk, AREET, HREEA T RARSFT:
X-SWETWEREIENYTKQIYKILEESQEQQDRNEKDLLE-Z

bk kit b R FEFFREANAERBAG T S HALAEK,
VAhHERR, BABRER, TAHAZLAE, R HHEAR, [ HhFERAR, N
HRNABE, Y AHBAE, KABER, QAHSABE, LT,
D A R ITARABK; |

A X Hak Ak i RE. OB, BRARARMRASTHALR
g #g 4 — A H;

IWaARAykast. RE. BAL RTEARE. BAEAFX
S FTHEALAFHE—ANELH.

2. JeAR R B R 1 TR A T47 HIVREGHY, LEEET,

B XARA LaRT QRS AL HFERIE, FBk. &
TEEL, I-FEATEEATHE—ANAH, AL XERM LART
8 KT HAREE % Ak A IRR - RS W R LB fagik A
e E—A KA.

3. e A B R 1 BTR G R To NIV AN EY, LREEET, £
by X hTBE, L HBRAK.

4, —Fr R Fia97 IV Bekay Bhdhinddh, HREET, HHWHS
B oA B FEHRAER 1 £ IE—FRATREG B WS H BRS H 95t
AR AR B 5 T HIA . RERGBHTHA. B
Epdpdl R . A3 oRNA 33347 . AHEE B, B4 HIV & M8
Rrsk AN TR EHE. BAK. oF#HhE. pTHEFyTRE Y G—FF
K% 7.
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5. deAR AR 4 Bk hhasd, LREAT, EVARNEL
F B E A Ak g AZT. ddI. ddC. ddA. d4T. 3TC. Nevirapine .
Atevirapine. Delavirdine. PMEA . PMPA. Loviride ¥ &—FFX
%7 AmAEEGBMWE R Ak f Saquinarir. Ritonavir . Indinavir.
Nelfinavir. VE-478 W&j—FrX % #; BT HFA AL H SC-
48334, MDL - 28574 W &§—AF R % #F; Fdr mPNA Sr3g3v Rl A A mamk,

6. AN TR 1 BTy S AT RARAIT HIV R A4HA . TIRA.
B 45 25 3] Ao SRR B B R R 69 A

1. RAER 4 FrEe % oW M THARAEST HIV BRH4H], v
JRA « F 4835 3] e BB BT B R ) 69 A
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B 1: Fusonex [RIEIERF3

Ve BRI b AT

1. Fusonex (SEQ<ID:. D B—1&36 %&f‘@%@ﬂ@g&ﬂko
SWETWEREIENYTKQIYKILEESQEQQDRNEKDLLE (SEQ ID: 1)

2'\ HIV-1 (B W) gpal CISHIEERFH (117-151) (SEQ ID: 2).

WIEWEREISNYTNQIYEILTESQNQQDRNEKDLLE (SEQ ID: 2)
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