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% Jm TR 2R G

HRREA

[0002] %001 N B AIFE A ) B B AN 5 T, &R A 2R R 2 A T B
{85l A B L) e o A2 ZD 9 A N B A 5T e Jd sk 4, R AR AR Y 2R ) A R 1
FNEE 1 EE52 AR A5, AN iy AR R AL RE 7 MU T 45 48 RE 70 V5 R A B 71 RINTN 52 77,
il 24 0 DA SR R 3500 8 25 A1 TR B 28 R AR, B e N AR ), AT 52 SR Mo i RN A
HOEZE 7/

[0003] KT EE T R EUW T, FAE A Tl &2 =ML R Bl B E gl 1 oS T RTE
FITE SR A EL B 19 20K, 3 55 A4 UG i 49 LUR IR 4 58 o H BT W TG RE A KW BRI 24590,
Hgendm e 2. Kk, — 152w Ea kR B KHHY, WmE N 5T 5, mEbzitt, f H
A AEA R w3 IR, T 206 J A dr o Bl 3R BARRE ) L R KAl (BN B 5
B R, KA, A 58 =, PP AR A v, AR R AR R RIE .

[0004]  W§EE AR 77 2L HL R R L — AR AR, B 20 2 0] B SR AR () e % R4, B
AIRAS NI A 2 D RE BT TR 4 DA BE 7, 48 1 B3 SR IR 30V £ I35 2 40 18 2 28 HOp
FE AT BE ) FEONARES B VA 2N A AL AT AT, B 2 R e AT MR

[0005] A fAchbT-fi BEtRZASES , A4 P I —Fh T 40 it 5 0 1 ol B2 s A% BR B ek 1 AR 4 i, T4
EMMCRCT, 5 WME B A AN RE PR AE T B AR A A TR TR 8 A D O, AN TG e B
(RIDNAZER fi o

[0006]  HETH MM S AN, W45 (acquired immunodeficiency syndrome,ATIDS) RJI
PAFPE I BBE SR AL, & AN S e B & (human immunodeficiency virus,HIV) 5
FEC ) — o™= B AL B HI V2 — FhRE B AR RGN B « B AU AR G 5% R 48 fg T L
PICDA+ TR ES 41 ML AR N B0 H A, K E AW IR CDA+TIbk EX 4T , AT B S0 N 1K) 4 %% R4
e AT RGE 5t » A8 N AR R 38 5 o 26 e s IR R BTU RE i i AR T .

[0007] S ABT e SRR BEYRIT YRV  Highly Active Antiretroviral Therapy,
HAART) 72 H B A AR T 3B A B 71k SR 55 2 9 (AZT) 55 2 PPl % 5 T 5
Z9WIR 16T B bR e KR BE b 0 )5 R I B2 ) L DR A7 MR A D RE B ISR A8 2 M
HIVAH IR 90 () R 3 76, H fe 5838 PR A2 3% o B, el 2D S IR 4 o AH 2, H T3k B B B8
YEIT T ) 32 2P A L HAART B AR RE SS9 25 K 2 B o, AH 2 AN RE A I T PR ¥ AR
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o F R AN R AR SO DB 0 AL T (R R 35 5 o B 8 IR S, AIRCDA+ T v 4 ] 3



CN 109010363 A W B P 2/6 T

oo X A 2 0 PR R SR RN LR, I 5 ATDS AH I B AEAH I 1 R LA A HTVAH SG [ fh 28 A S
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M &/ H311270, 1097 3 AREAFIE4 5 76, TR B Ar 8252 U 2896 97 1 8 H 72 A W =
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[0008]  RLYE100Z4FE 2 |l , BHEZFA VAL T 47”5 “FVE M BAR 57 &, A Bl —
Tl T ARG (R 380" 5 A S tof P R 22 T B TR R 78 o B BT 7 b A2 UK — 2RI AR e L (B
St AR R A R . 42 80-904E 48 5 [ [ BF 24 X R KB T R E A
(Stabilized Oxygen) i PEFRE 5 (ASO) S5 7= i, FEHEMI 1T 37 , FLmhilis J7 vh 4 v R, 1 R
VA R FE R PUVERE AL o B S5 J9CN200510048660. 8 i H [ & I HR A A TF T —Ffr “fi 5
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BV SRR A2 ~10% R FR A AN B IR IR S 2~ 10% R B AN ER IR RA0. 2~5% . 55 17K 95
~75%
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TEBRN R JRRH  2-10%

A ERREW  2-10%

TR R B BRI PR B 0. 2-5%

E 0. 3-1. 5%

£ FK 95-73. 5%
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[0014] AR B 5 —A B )2 PR AR 7 SRR BV IR B E 1) 48 V5 97 SRR I 25 W R )
R A ¥6 97 S5m0 254 v 0 S B AN B3 7 G BRIV Rk . (R & 7 b)) M0.0015% 2
0.5%5,
[0015] AR BHZ5 i) v & AR B 25 W AH G — RORR B s Ik D R i 11 I S R 4
BY SN B (B H 40 EL) H0.0015% Z0.5% AR FVEI R : FFiB1-2K , FF R 5L
fR S I ARG 12/ R I —#F (Z1100-2002T1) 0 A & B 2520 & 9035 (A RET
£30.05m1 11, 290.15220. 252 ) W IT 7K o 4 e ™ 5 V5 45 A~ i Jek i, ] o3& 18 n 7 12
TE MG PT 3 INARE R LR A Ja R 9 1 - /N 25—k, BEHR10-203 (490,542 1. 02 T]) 8L
W % A AT PLSAT P ] R R AR N £ 350-500 A KH L fE— RN 2RIk,
CLGE At AN I RN o M0 SE 308 3 3 1 8 ) R ks ik A n 210209 (1. Om1) LA |, 3234
9o EEUAE S ROKE R 55 N 2160-1 203 (3.0m1-6.0ml) .
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A8-T2/INIT , 33— 20 2B 4 0, AR VR I DR S T AT 73 7 B ) 5 93 58007 DhRE I 2590 o
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W5 40755 5 5 N85 %6 1K) MLV S FR A A 78 18K i — R E 4585, 4L /MR AE40°C R T
P, T DARAS 20 33. 55w ali v I U R A, 0 L T 17T i 493 %6 2 W ali i IR AU AN L. 5% J3 A
ali T P B0 2E BT % b K VS R TR L N N0 L 06 T30 %6 I XU K, BT PASRAR LT & 48 & (02) =
9000mg /LI A R WH 2920 540 » i 6090 K e A7 LBk XA /K S5 55 44 0, il 46 o (2 ek
AW Al 1 K —RE I AR R B RS e P2 WK o W4 A R B 2 2 S A2 2R R 59 C ¥4 148~
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T2/ B B 28 BT, SRR DR S L TERCEAA 20 BB Il S B T DR 2990
[0018]  Sijiti 53 « fhll 28 A i BH 2 WA & W0 s ISR 7K IR AR P 4 L SIZ

W80 7 85 % [ LV S FR A FH AR T /K & 0 — IR E 45 i , LA AE40°C T F
P, nTLAIRAS L) 67 s ali v G AN, 4 H I T L TF 1 296 % o3 At ali ik B SN0 . 25 % 7 B 4l
T PR BT 2L PR 22 b AT R Y S P RASRAS LT 25 4 B (02) = 15000mg /LI AR K W 29054 »
2 TC O TR, M5 Al 15 K — R IR AS R W 29 WK IS T o i 2 A G W AE R T ARAT /)
B, BT RE I D IR B, 6 R 7o A0 2 B AR R 1 B ) S 2 SR IT IR

W80 7 85 % [ LV S FR A FH AR T /K & 0 — IR E 45 i , LA AE40°C T F
P, nTLAIRAS L) 67 s ali v G AN, 4 H I T L TF 1 296 % o3 At ali ik B SN0 . 25 % 7 B 4l
Tl T2 5 2L RS 1) 4% b 7K R, R D0 L 127130 % 1 R4 K L AT A SRAF LT AU i (02) =
15000mg /LI A K BHZ5 240 59 » B8 EL60-90-K 2o A7 B WK A F 2 L & T th . 8
WA, S5 415 K —FF R A & I R e PR 29 W) K I T 1 A R I 25 A S B E T 5-9°CHe
A8=T2/INI , E— 2 B 2 L, R i DR S TR ) HoA 73 B 1) S0 5 58007 DI RE IR 2459, 76
TSR AT T AT LA ORAF 22 D24 L B
[0019]  SEi54 - HT VA < 3

FH 22 ol JEE (1) A R W 299 06 iR R xS RNt 5 v I 0 S8 s 25 AZ T4 R BH
XF R, FAMTT 592500 2 e AT I X 5096 C8 166 411 ™ AL B 11k (BT TCs0) « I A4 I Jl gt ] 52 55 00
SEE AT/ HIV-1TTTBEEH 41U & B A 150 % I (BCs0) » SR )5 FTCs0/ECs0f3 BIE A1)
YRITTRELT T, LA e AR W 29 W0 20 & Mo HT Vo B2 R A G 12

SR

WA :AZT (3’ -Azido—-3"—deoxythymidine,Lot.51H7836, 7 T #267.2) W H Sigmany
]y MTT[3-(4,5-dimethylthiazol-2-y1)-2,5-diphenyl tetrazolium bromide] ;SDS
(Sodium Dedecysulfate) ;DMF (N,N'-Dimethyl formamine) o

FEal L AW STt L ) 29051, RIZ K L 5FRE

FE 2 : A B St L R 250 059, A28 T8K L 50M6 8

A0 C8166, NTHRE 4L & , 74 H 95 [EMedical Research Council (MRC) ,AIDS
Reagent Projects.

WiEE:H9/HIV-1111B,13 H % EMedical Research Council (MRC) ,AIDS Reagent
Project.

B IRk SE ARG IR HARPMI-1640, 7 10 % B A= /N A= 1 id (F 1) 5 2mmo |/ LA Z i ke »
10mmol/L HEPES,50mmol/La-ME, 100U/m1 )75 V55 3 o i BR 2% ML (PBS, pH=7.4) .

SEES TV

T 23 IR AL PR 90 5 - HIV-13 %€ #% J ohnson&By ing ton (1990) firi& J5 VA R 3E4T - £964L
BRI b B HIV- 1A AR RS, S8R I, B3 AN L1641 , [R5 B0 R 2H o gL
NC816641 5011 (2X 10%/4L) , FFLABI 20011 .37 °C, 5% CO2K%E 9% o 55 = KAMINH 58
AR FEREL00 ], 57 R AE 18] B W P B T W S B AL R e B S T 1 4 i B0 R AR
(Cytopathic effct,CPE) , BAEEFLAE A & MUK I BOK A 7E < #%Reed&Muench 77 111 B4
FFETCIDs0 (50% Tissue culture infectious dose) , Bl 5]HE50% 1% 77 41 fu H BLCPER 5 B¢
FIERRER .
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MTT 77925000 7 A0 M A2 35 5 1Y = P4 96 4N B FL IS FRAR AR IE 25 0 i, /N0 25 15001 137, 24
Ja AL IN5mg © ml-IMTTYA W 2001 ,37°C , 5% CO24H Mu % 77 46 h i & 4h, LN 1o0u1 20%
SDS-50 %DMF, 37 CH% & i , FiBio-Rad3550 ELISALHISE (g 3k K J9595nm; S5 ik K
S~N655nm) o

FE S 6 40 KB P S8 B4 X 10°/m] C81664H il 2 1 1 0011 5 AN [ 3 J3F R A o 02
WIRE B 37°C,5%CO285 FRF Hh 15 72385 R, 28 )i Wl e H 40 i B 11 TCs0 (50%6 inhibition
concentration) o

FERTHI VS 5:C8166 41 M i A M A2 X F | 52 58 72 96 FLEG FRAR L, 1 R A 45 7 0k
AT SRR RS , L8N BH JE , B AL 1001, 22/ B AT 7L, [R) A 15 1 T 40 M %o B o % T-HIT Vg e
40, L IN4 X 10°/ml C81664H iu Bk 80ul , 2R G fLn20ul HIV-1 Fif , BN
20001 fE37°C,5% COBEFRAH R F7 o YL 5 20 3R M B it ) M AA T U1 520000 o £ {3 B
T tF B HIV-195 3 C8166 A MIE IN & MAKE ECs0 (50 % effective
concentration) A G HARTE AIA50 %6 B FRAE S e BE

SEn IR

YA KA (%) = (1-9256 FLOD{E /%F BB FLODE) X 100 (B 5 1 5

A MOARTE BRI A KA (%) = (1-3R50FLA Mo/ HEFL & IR %0 X 100 (A A
J5i%)

1Cs0 %450 % ¥ 15 3= 40 g 7= 55 PE KA S IR BE 5 ECs0 N L 50 % & AT R AN i) 2R (1)
FESH RV T o 1697 TR B (TTHH) A TCs0/ECs0) ELAR o

SIS AT R T A DR i 35 B A — o B S B 1 BRI B T K

AZT AR 254 A Al B 1 (TCs0) PTHIVIE A (ECs0) 3G 97 FR 4L (TD) {H

WA R ICs (umol/L) ECy (mol/L) T (1C50/ECq)
AZT 3.34 0. 000230 14521. 74
FEf 1 3.65 0. 000268 13619. 40
B L 3. 48 0. 000289 12041. 52
2 135. 80 0.27 502. 96

F il 2 129. 03 0.21 614. 42

75 IR S5 AR AZT I IE T PR BT L A 14521 . 74, AZT BAT AR5 R H L Vs 23410 i 12
T bR S B8 v BAF A S 1 (AR A B o) 4 S it 491 1 25 W0 40 ) 28 TR K R e 48 BRVA T 18
HTIEN13619.40F0 12041.52, R-PAT LA ¥R T F8 2T T 451 9 12830. 46, JL-F 5
AZTHI M AR Sh2 (R R WSt (2592 &0 2K R 5045) 76 il SEER 2611 T D15
FIRG ST TR 3T TE 9502, 96 M6 14 . 42, 45 — 7 (IHT VI B HI I 14 o X e B4 40 3 BH 4% % B 1)
252 O B A AR ) BH T VIS 25 (1) 55 1 o AR R W ) 25 el & 2B 7 S R oy e A2
PR L4 5838, SAZTHIEL A AR o DR I, A % W B 25 W0 206 W e v AR 35 iR
(ISR 2 » BAT ORI B AT 5
[0020] S ds)5 - BhRE Pk vh & 3 Ew

AR R SR (VL) B3 R 267K P38 KT 1000045 DL/ 2= F1 (VL/INT-100004%
UL/ZE TR, S8 R BE 1), DA+ 4 o 11 B K B AN BT 5044 /7 T 2 Ko

e tia bRt : —2CDA+ B RFEERHFAEB00LL I o i 48 As 2 1 e N A4 i Dl
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(12 AR » 16 AR N CDAZI R R A 57 77 22 K500~ 1600 o — i Bk i “RAG 7 o 1% 45
o2 DR PR VA 8 S0 M AR AR, At H s 85 8 AIK T-1504% D1 /m1.

SR R, LLRER 3 Om LI 751 52 I FH AR i B STt A91) 1 ) 45 B 25 30K i » A5 R
CDA+ 90T 2564 , 4k £2 IR 30K , CDAHRFFAETO0 LA b I 74~ A JiG , CDA+HIA BI803 , i 5 5%,
I R .

SCUER R 20, LARERA L Om L) 55 IR FH A i B STt Agi) 1 1) 6 2540 30K i, CDA+ 1 28 FF
42289, Mk AN H G Wi ssal 2% 23148 D1/ =7t

SCUEE A T, LARER 2. Om L [ 771) 2 i FH AR A BH S it 491) 1 i) 45 (1) 259040 °K )5 , CDA+ 1 350
721880,

SR T ARER L. Sm )57 B il A e BH S i 451 1 i) 4 IR 2540 30 % )5, CDA+ 1 504
Pk - TH21679.

78 A R 252 A i 7 3 TR] L 10022 SC35 0 B85 1 CDA+ B4 L T R R AE500 LA
I H R BT SRR ER IR YT R A AR, 22 B A I CDA+ TR RE R,

1 A W 290 A A 036 97 BATRD » S5 T R B BRI Ak B L 0 70 R fb 38 ) S 5, A
AT L, T IR R ARTE R AR

IR, MIBAESE T AR W 20T DAl gE P A SR , DU S S % A, SR 3
BERTIRTT IR I o
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