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HIV-1 &G TGI8 T B A V6T HIV AL 3 1 BR T REAT -

N LR, PRI 7 I, TR . A% MR A A
5 3mg, G 1k, THERT2E DR

(A R&R]

AL A HIR 1A e AR 36 HH R0 52 38 (14 B D e R R BR] % K 5E e 51k A
RN A A % e RS AR AN TR, DR AN [R] e P (AN B S
RAZTFEM BT IO, AT BEANBE S Wl RS2 B T B s PR AR 2R

FEA GO I IR AT A BUH h—38F 295 4% (244 4 HIV e
WEM 51 LHFEZIRE) B2 T L AFIRMAIBIE R EIRIT G 2. WFss
PHIR, B2 g A HIV IR o Img~Smg FLIREA 2558 2 A 52 10, B
AR NERE, FERINRH 2, SO, BES, H¥YAHS Lk
M FE2EHT HIV 27 CARIERIAR RN, Sl 20 e R TT SIS IR TT 3 Re R S
EH . ARu TR F 2R E T —BHERESZE P HIV iR T G |
BEAT OCBME 11 IR RA 7E, XS EURT 25K € 2mg. 3mg. 4mg & H—k5HK
KE (3TC, DU 43 A [ 1 7 & TR & i g 45 kPRl (TDF) +ikHE
Fote (EFV) 7k, 252 48 AR, RAEMARRBIA T Edifl HIV 2545
WARKRSL, FERLZE., NARAIEEBEI &, - AEBERE, . R
ARSI &, MR FEN 1~2 %, 22K E SHRA R RN
RAZGX IR 3TC Ak

SRR R B, WEEARIEKTSIE, FI2ZRE 2mg 4.
Bl 2% S 5E 3mg 41, BI2E5E 4mg 4. 3TC 4 RAER RS A B Nk
(38.1%- 59.5%- 51.2%- 53.5%), FHAtHE WHIAS RSN TN 20 IR 28 25 7 74 i
F & (35.7%- 23.8% 41.9%. 25.6%). y-B R BB (14.3%. 11.9%.
32.6%. 9.3%). KRITZAMRAILEBET&E (16.7%. 11.9%. 20.9%. 14.0%).
MR TR (14.3% 11.9%. 16.3%- 14.0%). B 2% K & = > 71) 5 241 fi] 2% K
T 3mg Sk B BB A 20 = T 3TC 4, A HE WA B RSRAE R IEK
T 3TC A5 AT, &AM RRPRAFAML, BAHEZER. BT
GBI 2% R E AR SAE, AL WIH] . KAEFSS% A B MR RG#
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K (SOC) MIEEARE (PT) LA,

R 1 RERSS%A R NIZIE RS

B (SOC) MEIEARIE (PT) &

REGH/ESI(SOC) 2mg (N=42) 3mg (N=43)  4mg (N=42)  3TC (N=43)
HIEARTEPT) n (%) n (%) n (%) n (%)
SRBE 27(64.3) 27(64.3) 34(79.1) 27(62.8)
WR R AR = 15(35.7) 10(23.8) 18(41.9) 11(25.6)
V- AR BT = 6(14.3) 5(11.9) 14(32.6) 4(9.3)
RINEZRARAEE BT = 7(16.7) 5(11.9) 9(20.9) 6(14.0)
MR T = 6(14.3) 5(11.9) 7(16.3) 6(14.0)
1L B FEAIR 7(16.7) 4(9.5) 5(11.6) 6(14.0)
1AL 8(19.0) 3(7.1) 7(16.3) 4(9.3)
K% R E AT = 5(11.9) 4(9.5) 3(7.0) 3(7.0)
NNl e 3(7.1) 4(9.5) 3(7.0) 2(4.7)
I H - =l 5(11.9) 2(4.8) 3(7.0) 2(4.7)
I LR W BB MB Tt 1(2.4) 4(9.5) 2(4.7) 1(2.3)
I AP Bl B W T 5 0(0) 5(11.9) 3(7.0) 0(0)
M Z T 5 2(4.8) 0(0) 2(4.7) 3(7.0)
VER T 0(0) 0(0) 2(4.7) 3(7.0)
I AR P 0(0) 3(7.1) 0(0) 2(4.7)
ERHE RGIIA 17(40.5) 26(61.9) 22(51.2) 24(55.8)
S 16(38.1) 25(59.5) 22(51.2) 23(53.5)
LI 4(9.5) 0(0) 2(4.7) 3(7.0)
B RS 5W 8(19.0) 11(26.2) 7(16.3) 6(14.0)
Tl 4(9.5) 4(9.5) 3(7.0) 3(7.0)
5815 4(9.5) 1(2.4) 1(2.3) 1(2.3)
% 1 0(0) 5(11.9) 2(4.7) 0(0)
Bk R B2 TR RIR 8(19.0) 9(21.4) 4(9.3) 10(23.3)
Bz 5(11.9) 2(4.8) 0(0) 1(2.3)
e 1(2.4) 4(9.5) 1(2.3) 2(4.7)
A5 MEBR SR 2R AL 5 IR B 8(19.0) 5(11.9) 6(14.0) 6(14.0)
R 4(9.5) 3(7.1) 1(2.3) 4(9.3)
= 4(9.5) 1(2.4) 5(11.6) 2(4.7)
FEMIRR 5(11.9) 5(11.9) 7(16.3) 4(9.3)
F A 1(2.4) 2(4.8) 4(9.3) 3(7.0)
ENIN 1(2.4) 3(7.1) 0(0) 2(4.7)
BRG B R G RIIR 5(11.9) 5(11.9) 5(11.6) 4(9.3)
B % 5(11.9) 3(7.1) 2(4.7) 3(7.0)
MR ARG RIS 1(2.4) 6(14.3) 2(4.7) 4(9.3)
H R BE RIR 2(4.8) 1(2.4) 1(2.3) 3(7.0)
%, 5 1(2.4) 0(0) 0(0) 3(7.0)
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A5 E SRR E AR T MEREE - (TDF) BX& %), TDF Fa8S T Coax A
AUC 73K 18%. 6%, JLWZEHW, JLFHRIHE TDF MHE; B RERE
T Crax NEMEEZG1) 90%, AUC NEMEE 24 1] 286% 35 38 N Fif 2% 7% xe ik A
TR, A5G IEAR RIS, 2% 55w i 145 257 s A 2l PRI T 24

A EKAET &R (EFV) BRAEHZ, BT2ERERSE T Cmxs AUC 20514
BIRZE ) 177% 189%, EFV REFREFIE R EMEMN N RERE, 46 1
e R RIS E S, BT 2% 5508 v 25 24700 S AN R MR I R 28 DRI PR AR B8 AR 458
b, TEVE PR 2% 5% 8 WK AE T B I Z AR B 1 5
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B 24 K e B T BRIG RAHE e, SRR 24K %€ 2/3/4mg+EFV+TDF ¢ 3TC
300mg+EFV+TDF X} 172 #ilR#32 51 HIV JlEEia97 HAEZL HIV-1 RNA /K-
>1000copies/ml [F¥] HIV-1 BEGE 34T 1 48 FIMIGRYT, /MR 15230 T ik
AT O R, FH—X, AR #H B IR B 2% K H 244 A 1
90%~120%Ju FEl N » B S FRAR ATRTT 48 JiJ§ HIV-1 RNA<<50copies/ml []5Z2
REH], FEHEE (PPS) [2ZKRE 2mg 4. 22K % 3mg 4. [2% k&
4mg 01 3TC HEE R BN 97.2% 100%- 100%F1 97.5%. LKA
LR ER I ZE R (P>0.05), FNGI7 A IR HPUE R4 i 5 2= 301 3L
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R, (HLE Cox [, [[25 € 3mg HAHLLXT R 3TC 47E 1k 2 2 s FH At
(HIV-1 RNA<<50copies/m)f¥] & # 5 = . R, X G975 HIV-1 RNA<
50copies/ml 152 iAE LG EAT IS M504, VR9T 124 24 JAKS, HIV-1 RNA<50
copies/ml 2R F H 77 FEB 24K E 3mg W& 15 T B 25 K€ 2mg 4. I 25K € 4mg 21
A 3TC 4, HFTZZKRE 2mg A5 2ZZKE 3mg AR ZERG G I E X
(P<0.05). F2ZKE =NHIEAHTFTZZKRE 3mg 411 HIV-1 RNA T FFE R
F A ZH AR R
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HIV-RNA<50copies/mit X E H 4 L (%)

T 1 T T I 1 T T T T
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B iE (wk)
K1 VA9 J5 HIV-1 RNA<50copies/ml [ 3218 1 79 LL IS (PPS)

SANREST AP R AR NIRIT RTSE HIV-1 RNA STEUE RN JEIT TG
HIV-1 RNA 7K-FREEEZL T BE>1 logio 320 E 30E SR YT R 5 CDAT i £ )
Ak FHHZREBEZIRITIE, HIV-1 RNA HUEFEL, K2k E7E 4~12 A
HIV-1 RNA % 1.5~3 logio copies/ml, FFORFFAEMIKFE R 48 i 697 48 JH
J&, PPSEERT2ZK%E 2mg 4l P24 K€ 3mg 4. [l 2% 7% € 4mg 21 3TC 20 HIV-
1 RNA logio copies/ml 72 {k & 7 5l 4-3.476+0.4693. -3.215+0.4525. -
3.188+0.5709 1-3.312+0.4051 logio copies/ml, 41 FF#EH T B2 R . PPS %
JT8Fe s HIV-1 RNA T [%>1 logio copies/ml 321 H 43, Bf2% K€ 2mg 4.
B[ 24 R 5E 3mg 41 B2 K 5E 4mg 4181 3TC LN 100%. PPS 424 K 5E 2mg
Y. F2ERE 3mg 4l F2% K E 4mg 411 3TC 41 CD4'T it £ 21k 18 53 3
N 149.721£100.9320. 117.676£113.7592. 130.460+115.2048 1 142.163+110.2142
AL, AT EAEAE S
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B 25 R Ames 156 A4 A e ]G Bt i 4 L % ¢ Wiy 2 6 A /0 B4R P9 1
2 o 6 5 SR 2 D B

AFE N

KRAEBHERRE R E SRS, 20546 TZKE 05, 1.5, 5.0
mg/kg/ K, 5.0 mg/kg FIE T Al 5|42 B UM 8 E B, RUOBE. B XK
(F). BIRGEREBFE. HERAET IR IARKMNFE (NOAEL) N 5.0
mg/kg (PA mg/m? i1, Z9AHS TIGRIRHEEFIR M 16 5, WERAET I RMIEKE
() NOAEL 4 1.5 mg/kg (UL mg/m? i1, Z9AHYS Tl RS R 1) 4.8 £5).

REMIG-IF R B Bt , KRR 6~15 REHS TR E,
1.5 F1 5.0 mg/kg & N A5 ERIIGE. FHIKE ERER D ERET &, TG
RE . S KFEIC 5.0 mgkg A& Al SLEIGHFE#KEIELE: RINBEER.
KERIEG-IA1F R B K NOAEL M 0.5 mg/kg (LL AUC i, 22T Ik R HEZEF
B 243 £5).

SMEIG-IoF R Bt RIERSE 6~18 REHS TRIZZKE, 3.0
mg/kg FE T AR BHARE, OIFIEREIIAE Y E., RERERIK T8,
NS ROR/E R HL, I ARG R BAF R B R, AL SRR RIS
B BRERRBEMAT KRBT G, WAREL WEREBIEIC, R E RS K
K, BHEIEEAS. REAREG ZBAF K E R NOAEL A 1.0 mgkg (LA
AUC I, ZyHE T ImARHELE AR 135 /5.

H =AM IR T, KRAEIREE 15 REMREH 21 RGNS T
%HR5E, 5.0 mghkg FIE FASRMASET:, BHASRMEARE AR, HER, TEE
B/ R, Wlih. JEREET . F1 TAVRE . WE BOER. BEKIT &
SR R IN T) E K, B I S S % e 22 T ok B P 2 2 2 ST e JT B AIG: 1.5
mg/kg FIE FEMAKE., HER, FEHERE/RIUEC, TR E L.
FHAFIFAK B B NOAEL 23 %4 0.5 A1 1.5 mg/kg (BA AUC i, ZIAH24 T il R
HEFE T 252 F5 80 475 5D ZREGhlE 7 KR R dimmik e, 4R
e BZE R nr i AL hrks, SR .
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HIV YL ES: 7 RIORMT2Z K€, 2mg (BID) 4LIAWERS [A] Trax A
1.19-1.94h, WEIKE (Cmax) N 1.95-2.17 ng-mL-1, JHBERF-FEM t1/2 4 7.43-9.69h.
ZIRG VG RIR AUCo-100/ H IR AUCo-10n FUAE N 249.55+159.78%, Ui BHFEA LA 2
HETF, HIV ERERARTEREE —EER. 4mg (QD) ALIEWEN 1] T A
0.94-1.66h, WEHKIE (Cumax) N 4.41-3.48 ng'mL-1, WFETEM tin A 9.28-11.42h.
Z IR 2 Ja RIR AUC o240/ B IR AUCo24n HUAE N 116.43422.0%, BLEATEARL 2
EN, HIV G AR N B 22 K 8 AT E

SD K B FLVREE B B 2 5 0.264 0.52 F11 1.04 mg/kg J5, MEME KRR IML3E 24
PIITE BRI t1/22 4 4.50-7.00 h, JXUERS[A] 4 1.50-2.50 h, Cmax Al AUC.33
BE ) I N, AR S LB SRR R R R 2 R 2 1 Bk
T t10, N 2.43-3.14 h, IEVEIFA]N 1.67-2.67 h, Cumax A1 AUCo. 351 Bt 701 5 358 1 1
AN, FEAFFE LS SFEIE. SD KRG EE B [ 2% K e a6 YR EE A
82.49%-90.14%. MEMER R D BRI 22 KeE, 4RI ¥ tines Cmax M
AUCo. H—E %R . Beagle RKELIRFE B 2Z5H5E 0.05. 0.1, 0.2 mg/kg J5, THER
TEW t10, N 3.61-4.92 h, IEUERFTE] A 0.67-0.83 h, 253N 11 R R & 215
JIEEE, ML E R
A

RBPIRFEE 25 R E fa, MR mme . BAEH R, E0. . g
fAH R A D . B2 RES AN KRB IEE A 45 SRR 5.

He

KRR BLVRE B BT 2% 0% 58 Ja B DU B I . HIV S ge3 s R 25 )
HARRA 22 5 )5 0-12h HEM & 5 S HEME 0-24h 1) 70%LL E. BEFE 45 24577 &1
hn, JRAR 25K MR N . BRI AR 2mg AT Smg Bl 22 K 5E F g, X #4R
NS BOPR AR R AT ) k56, 5 RAER—FEAN, BatiTxgit
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