XX 20174E12 A ekET GE19kR)

¥20164F 8 A AT (581880 H AREHERG o FE G =
A L RS EEER 87625
Cum LiOE)b;

BIE, 20 ”7t’b100mg & 3 % B | 21900AMX00752
L7 EER 3 {ffi I #| 20074F 6
(EEE — RS DL % Retrovir capsules L
KOMHT DT &) S el H

/I~7‘//?J7"t}l/ FRALEE | 19944E12 1
b kL AEAR, R M 7IRFRIY, Az % fiE B | 199048 A
i FHARR ¢ A3E Iz [E WE #E 4| 19874E3 H

(& “:] BiE - AEICEET SFERLDIEE ;

AFNOEHIZ X O EBHEME N D SN2 DT, HENTIm () ARG HETE U WFREKR D (750/mm? A X |

WFENREZITORE, BEOREZTHICEHERTDLZ 3 GHIED S D50% LA DA XIZZE L WEN |

x, (NE O E 7,50/ LA US43 5 R 5

D25%LL D) RO 5 N7 H A, HHEERE |
MEMETHETKRETSE, INLOBEOAIMM (N |
€ Bl CROBHICAEG LBV L) 5O AlA7.5~9.59/dL) K AT R A (750 |

() HFHERE750/mmiKim I AN |7 O E 2 fEN37.59/ ~1000/mm*) D EIZ. HET D, HELWEIMMA |

dUR IR U 7z 8838 (=72 UJRR B C & D HIVIE L BENFBE. KER R ZET> THBIILO® |
AEIZHEEIA Uy AHI U O FIHVIE I £ B I e B HREANS D, KEIHER. B RiMEEE |
NENDDZERLS) ([EEASEANERE Q) |DOES MU BEIE, MR R O Ot A |
M) [rrpekik. NEZOEMEDNEICEALT ST U TR IS O 5B MET 2, |
ENDHD,] \ Q) AFIEMOPHVER & O PFFEICB N T, FRE |
) ABIDER KR UBBUE DB ERED & 2 BH BAVEE XN WEERBIERARE L, BB |
3) 47707z EEHROEE [HMEmMEE®RL - s NEEETH 2 S MW X NABa 1T, AR
EOMENH B (MHEIEM] OB, ] U < IZBEA L T B i HiHIVER O — i % i U |
KHET 2D TIERL<, FAE LU TAFKLOHHL |
[#ER% - 1K) TVBMOFHVEDH G AT X T—-HAET 2 |
1. #RK k. |
- [N, PN ) YKRT7Y>ELTI1 HEA400mMg (1 [E100mg, 1 !
s - i | 7SR BT 100mo H 4 [ 5) 12 2 5 AN R % S D8 S e
%,7%;:\ ST TR —— EOWEIZH DAY, 1 HEAMO0Mg A DRI |
IS S hheR — AN T Z5h | )

® oMW [>T VAT NI A AFTUY | L ?F?’ﬁ’,j{r?ﬁ%‘ff?ffif‘fb}f ,,,,,,,,,,,,,,,,,,,,,,,,,,,,

BRI EITL, BT o

) ik (EFALDEE]

- . . ) 1. EEERESCROBFICIEEICHKEG TSI E)
E@(K@Eﬂ)“/ﬁl‘@@:@%)@Eﬁf@b?ﬂf“%U\ G4 (1) ;z%tlflﬂ‘z;*;mooo/mm%kiﬁmif\%ﬁu v >l £39.59/
Mad—REDEIRIZTFEEDERD TH 5, dLskis D B2 [ ER . ~ATE /O E Al E 12>

K 7 4 A — R VA7 " = 952 <‘:75>d7>%>]
L ROELH TR = (2) BXIMERERE O H % B [mW i IRE N Rkt 9
100mg asau | ([ 8 )| 280mg %)io%hf)%é(fﬁ%ib &l OIESR) ., ]
(3) EFIUBRZEBFREMMBFEHRT2BTNNH 5. ]
e @) EinE [[ERE 0% 5] OESH]
[%hEE - hER] 2. EEAEANEE
HIVIRSUIE (1) AFIOMAICKEL T, BEUIZILD 2 )
s ot b me 4 o 4 - 2FIT, ROFIHIZDOWTL L FHBHLUFE 21514,
e - WRICEES HEMLOER 3 iR AL R
Do) MEEE REHIVERRSE B9 2R BRI D W T, | 1) AFNFHVIRYSE ORISR EE TN En s, H
CD4Y 2 /NERE B O fi B prHIV RNA%?&W@%&E‘%% 1 ELRR Y 2 2 EOHIVER YR O I JR 17 Pl S g% % 560
TWwa, £oT, AROMEMICHLSTE, BE LT 2 aTREEAsds 2 D T, AKIE 5 BIATE O B&
DCD4Y >N EREL AL YE HIV RNARR 2 fE 8T % | KROEICDNTIR, TRTEYEICRET S
EEBHIT, WHDOHA RTA 20 & fEsk ?E’=: L.
<o | ) AF % EOBIEQHHVERED, PEIH R 3 M5
@) & hRERETAIVA HV) ZEERGIIN 5 L% ”‘“72&’?‘?Kﬂﬁ%’\@Hl\/F’Z”“@fEKﬁ'I‘i%ﬁTa”11“%)75&
R BME = A U, HFMEZFEH LT W & &S MFEE X TR,
HHSNTHD DT, $Wi@@#mﬁt%m? 3) FAFFEEEANSZAMONTNDZ Emb, il
L vI& A TS S N A UL IR 2 A OB A1, 5
''''''''''''''''''''''''''''''''''''''''''''''''''' NTHYEICHRE T2 Z & ([HAEH] DEZHE),
[Ai% - AE] Q) AHOLGIZLOEHME NS S5HNZ2DT, &5

BH, RAIEMOPIHVEEHHAL T, PRT7D2ELT
1 H&500~600mg#% 2 ~ 6 BN/ CREO 59 %, 728,
FERIC R D EHBEET 5,

BIfRTR 3 » HE A 7e < &6 2 HEE T R 7RI
EEITW, TORIEIRIEK 1 » AEOMEZTS 2 &,



3)

)

©)

(6)

@)

AFI NI D PIHIVERIZ X DR ERBR N IELS, 1D,
P ER T & D HIVIRGWAE 1T & 0 I EREX 750/ mm K ik
NIEANTZ O E AMlEAY7.59/dLRMHIH A U 7z &CH
INDEFITHL TL, BELOEREN GBI ZE
FEZ EHHEINDBEEITDOA, AFOEEGEEE
T35 &,

AFIZ GO X7 AT R RGBS H o B
BEZ NSO HEEICKD, EERAET >
R— R (EHBE. BRAR. 2AKERD. 55
MR, WL R, SEIERSE) . FFEM BRAILEICK
LEEOELR, BIEHFZE) 0N, I <HE
INTVWDEDT, LitDIBET7 L =2 ARIIFE
EPRONIBEREKXRCREERE RO SNLY
B AFlos 2R3 52 & Ko, i
FEROGHMATEZAETZ2EFIIBVWTIEREETSZ
&

PIHVEE D FHIC L O, (KIRIE OO MG/ERNH 5
NI ENHDLDOT, BENEDSNZHEITE
WY BAEZITD 2 &,

AHK % & O HIHVEE O 2 HI0f ik 21T > 72 BE T,
FEEMRIEREENRE SN TS, &K5RBE.
I REREDS[EIME U, SEMETE D ATe 5 3 HEE M H A0
R (A AN T AT ES LA T Ly
A, YA PAHOTAINA, Za—FSAF A%
EBHD)HITHTHIRIERIGCN IR TS E0D
b, Fiz. REEEEDRBIZHEWE SRR R (IR
BRESRETTHEE, 2RMMR. 7> - N —EERL
T RUBREZE)NFEBT 2 LEOMENHDDT, Zh
5OERZFM L, HERICITEY) /AR EEET
5 &,

b M RIEARET A IV A (HV) 1T K D e e fe ke 2212 %t
T DHEMMETHER I TR,

3. HE%R
() FAERWGIALZNI L)

EHBE

ERPRAEIR - HEAE

B - ekRET

1 77a7x
(TIVT %)

MAFREZFITBNT
HA i g 1B A3 B3R S B
ZENDH S,

EFEAHTH 2,

Q) HtREE B

MCEET S L)

EHBE

ERPRAEIR - HEE A

B - alRET

R IT 2,
EU XY I,
AW Ty ANF
AVESDI N N
A KT LEHAL
TV kT,
Kool
1> -7z
.o BEXZUR
Fo.EXTT
AF . BFYV
e >

A D 7ML AR A3 48
WENDIENDH D,

WFEAWNTH S
N, EBHITEREMEX
FEtiEEE AT
HEEILENTY
%,

AN SN

AEoOEHEZ )T 5
> AN /3T U
eI AT S HE R
Lzt OMEND 2
DT, 5% E
HbHIITHI &,

-0k Pl anivg /i
GBI E
EIND. £l KH
DF/ P /au g i NS
1R D R A3 ] =
NHIENBEALN
w3,

TN aAF—)b,
NA 7))+
=)l

AR F D F v 1R
M84% L AT 2 LD
WEND B,

EN-[0R /B /auing
TENREITIHE
INBTENEZS
NTn3,

U kFEN

A A D i v i
27 % W > LAUCH
5% T B EDH
HNH D,

ES-loF/ Pl asivg. /i
mankeEsns
EmEFEILLSNTW
%,

EHaE

BRAREEIR - EEAE

W - fRREF

U7y 2ET >

KEDEFIZUT Z
> AR5 E ML,
AUCHYKIT /208 T %
LOWENH D",

HWFEARHTH .

72 et N G2

M7= b1
FEDKI/ 21209 %
EDOWREMH DY,
F/=, ERTHED
WEINTHBDT,
M7= h1 8
EEREBERSEBET
5T &,

HWFEARHTH .

Yo TI

MENIZBT 259 =
W7 =Y CEs
WAL, b
WAL YN EE
T5LOMEND D
DT, AF LTI
TV EDH AL
13T 5z ENEE
LW,

AFNH NI B
LHYZINTT DY
CEALEMGIT S 2
EmMEZLLENTNY
%,

UNED >

invitrolZ B W T J /N
EYEDHERICEK
D A H D 3 5 HY I 5
IT5LOMEND D
DT, AFEUNE
U > O Of R
J5ZENEEL N,

AHOMILNIT BT
5 BN HEEN
WHHEIND Z En
EioNTNW5,

7 kN>

A F DAUCH33 %
"L, ZIrorig
EORERINR =R
9% KR L 7z,
PR 7P 500 1%
600mg/ H % 3 i [ 3¢

ES:[oR/pIR/anivg./;
AEHNHEENS Z
EMEALNTY
%,

HLUESHETIE A
F D i EE O b5
I2& 0. BIEM DS
BIBEE D LR 5]
REMEIZEnEZ XS
nNaHMR, 7T kN>
EROEMICEET
HEEIE. o
BToZL&,

. BfER

FRIE B 5761 H 7661 (48.41 %) 1 RIE Fl 2T58 8 5 1,
EAMEAIEE ML, REREE 155 O R i Bk & & 3641

(22.93%).

FERGEE D, BORIER RS O F ek - 8N

RIEER] (18.47%) . ER. BHAIE. IEHEDHL

EREE29] (18.47%) TdH > 1=,

M

2)
3)

4)
5)

(FEAK TR
BEXRAZEER

ROXDIIERMB 5bNDZENHDHDT, EH
MICHREZTT D I EBIRE oI T, BEE
SNEHEEITE. &5 2T S @Y EE
oz &,

BEELMAEREE : BEARMEN GEEARED), &
FERE (BAEARBED), ML GEEAREAED), B
(2484 %). BIMEKEA (17.83%). §F & Bk iR 4
(8.28%). M/rim4 (5.10%)

5 o MRS BEEAREY)

A7 > R— ARUVEHABICLP2EEDFIEKXR
(BERRET) (WTFh HEEEARED)

TADARTRIE GEEREY)

EER (BEEEANBR®)



Q) ZDfoEIfER

RO XS RBIWER NS 5 b= HEI1Tid. FERIC
INC TGS NEZfTD T &,

5%LlE [0.1%~5%KE SEEAREAY

il

& U 2N HifiE R

H

£ A IR T R TE | AR, mERR
(6.37%). [& | {EfE. B . DERE &
It 2|5 (6.37%). TFIE, B A
& (12.10%) HiIf, & B Hi
OIS, B %

£ 5 E K IR INE ST

OO (5.73%) | FEEL MBRUEK | MEODE. O K
B, . Mg
. I RIE
1 @ ¥ 53 A /% FE
(M i, REEE o

3l

BRI O fig 15 9
B, MmiENEE
L) 1N ik YN
B, A7)
I HRRIRE

i #% 6E & &
il B H (AST
(GOT)., ALT
(GPD %D L&)

=

BEIR. HRIR BE | HEIR, 2R

& BAz

A N VA
—. BHHEE

% | &

bl

RHER NI R 7

R, R RIRIE, FRROL
[OX V- N N7
SRIELH, SHEL. A5
G R 1 QERRSEIN

ek 18 MEUAE, %
fUSE, S
&, A AL
AR, ZER D)
230 K

1&

R % AR, OATEE

i

W R, B2,
% 2= Hifm, WHEERK, &

%
2% B SIES

B

FE. IREERE | HEE

FEIT. REZEAL,
& JI - BeR - TIPERS
i D RIS

z

A BRTE A SH, 55 .
HERE, B ik
eFlE. meLEiE
I 4E

D b

) BIFEHE BN DA TED 5N TWHRIEHIZ DWW TR

BEEARHE L,

5. BEANDIRS
AFNZ, EE U THIETRH S NEhE» S Pt cn 2
. mEE CRIFEEESUIBRENE T L Tna 2 &

7

WO EWILHTRENR T 2B 2NN H DT,

BEOREBZER LN SHEHEIIRGT D I & ([EY
e DHBM) .
6. Em. ER. RIFENDORE

(M

EIR AR L TV el EEE 0 & 2 i@ N2, 1B
L OBERENEB M Z EE S S NDEEICD
AEETBHE, [AANIE MEBRZEBET 2, H4
WoIER Y R T2 IR, /05RO R O ifn 4
HFEEEFRLC THD ZENREINTNVD?Y, Tz,
AFN AR VR A2 1 L ER DDNAICH D A N7z &0
IMENDH DO, Tv ~NOZHEER O — RN
B (50, 150, 450mg/kg/H. 1 H 2@ 5) Tid, #
KOEHAERICIRIBRINR ORI, & HAERICIRIE

SEARE O A SN, Tz, HILEH WK
BT, BRIBIZS a2 RYU TREE OO & BT
BIHIPACRUT7IAN)NEOENE
DMEND B, X7 LI RRAWERE R S
(NRTD) % 75 N Ig 2 XL B PE g S Nz f kR &
CARIZBNWT, I FaACRYTHEEICXLD EE X
532 BT i@ O M EALIEME O EFNHE I N
TW5, £/, EWITENITHEERIE, TAohikk
FIE, MOMBEEDMEINTVD, Lilan
5. ZNHHELRLENRTIO T ENIEE, & HRE &
DOBEPEIENL L Tz, ]

Q) AFlEHEGINEEEI O AL ZIBICENRD 5
bbb ENH D, EMWICHmEZEITD R EROIR
R ToIcBg L, BENED NG EICIEEY)
BRULEZTTS T &,

() AT O NITIIARFEGFIITAER T TS Z
L, [BO¥E5EIN/ZY RTY 2 (200mg, HEHS)
1. B FEHICHE S, miEFOEEEFRU T
HDLZENHEINTNWD, £/2, PRI COH
RIS R A ERE O LERIZ04~32TH D Z
ENEINTVWS, AROMEFOY R T D ik
EE1324ng/mLTH o 72 EDMEMD 52, ]

7. NREADERS

INBERZ BT B 7 R OB SN Ty
DT, BELOBFRENGEHRMEZ LRSS HHIn5
LEICOAIHRETH &,

8. BRLDER

ERRIZATHF | PTPELE OEHFNIPTPL — RS HD H L
THRATALD5ET 22 & PTPL— NO#|KRIZELD,
BN AN AR ARIA L, BiIZidgilaB L
THERERARFEOREREREGINEEZIRT D Z ENHRES
NnNTng),

9. ZTDMDEE

(1) invitoDRERIZBWT, 7AEY >, £ RA&Y
CE@QZIV O VERRAEIT X D RE S N B EAFIA
HoZ o BlasgEHELEEOHENH B,

() AR CRBR IS CEIEE N T AE L
mEDOW|END S, [ X (0, 30, 40mg/kg/H.
TH 1 EHE IS KOV v b (80, 220, 300mg/kg/
H., 1H1EREOBS) BT AEMERBRT, &
W ERE (v A HERS/60, Ty b E HERE
2/60) MFEH 5N, ]

(3) YT RIIPT HIEMEEEEIC K DA RERER TX
DHEMDH 5,

1) EKIit & (420mg/kg/ B PEHIMKRE) & ik iR12~18H (4T
IR ~RED I 5 N BEW» 5 O A IRICB N
T, WAV ER IR OMENE s o g5 e
ROWIAFED SN,

2) REBIWIIC fm40mg/kg 2 TEBR10 H 2y 5 4316k 2= ik CEE
HETHELE, BlEhEMARIHAEIRICREZ
%24 HETHRGLEED A, 5 HRARICHE
M B ERERED SN2, OREE ERE Q) DA
JRPERER TRRO S N2 EB OFEER K OFE LR &
FHETH>7=",

(4) ARHOERFEMEIZDOVWTROBEND 5.

1) Amesadlif TIZ A RIFMHIZERD s Nsho 720, X
2 NJERE E W B FRAEBEARICB N
THWEREMZ R L., in vitro® Hil J 72 & x5 B
WZHBWTHEZERLZ,

2) T v hEHWRZIN vivoR ek B B TR R AR O
BEFRED s Nah> 20N, b REEY 2 )NEkZH
Wizin vitro R B E B, T v RO T 2 &
W 7zin vivorNZ R BR T YR B A FIE R %R
N=", £ 1M ADADSEEZ O RMIMY >/ ERICH
WT, AFIMRAEFIZIERABEE & i L TR el
BN E N 2 EDWENH B,

3) AHFIA AL NAIDSE F D H M ER D DNAK N2 D R V2 i
HIMAIMERDDNAICE DA EN72 & DMEMNH 50,



[ ¥ & &

<HANTBT SR > 10

HIVEGRE 6 il L, P RT722100mg1 H4lmlESI TP
150mg 1 H 2 [B1&225H LA B3R OG5 Lo R T2 2,
T T OIMmBERERYIIRE OHER 2 K112, BN T A—
B aR-NIR Uz, ¥R T Y 3% 5140 815 C i e I 4 i
HE (Crax) A3 E190.55 £0.2600g/mLICEE L, U 1. 185 T

HoT,
E .
B
il
#+
&
H 0.5
5 (h)
B-1 i SR D HERS (6 6l D TEfif + BEER )
£ EEREINT A—F (6 Fl DI +EEERE)
Cmax Tmax ti/2 AUCo-s AUCo-12
(tg/mL) (h) (h) (1eg=h/mb) | (rg-h/mb)
PRI Y| 054940.261 | 0.840.3 | 1.140.1 | 0.858+0.266 _—
53T P2 | 1.54740.302 | 1.340.6 | 2.3%0.6 | 5.08941.692 | 6.165+2.312
<HEINITBT B plfE >
. BRI
(1) i EY R

BRAHVIEGRZ T Y R T Y 2 & KER D% 55 O Cmax g O
AUCKE. 2 mg/kg% 8 Wi fl4E~10mg/kg% 4 IR 4E D 1% 5 &
HIPH CHGREITIBI L TR L. 0.5~1.5MF R T i ic
FEL, R 1 ERRT (0.78~1.930[#]) THE L 7=, £/
PRIV EERNEG LSS, 581~ 5mg/kgD i
JH TR DS BIRE 2R U I E91  1RE[#] (0.48~2.86
B Th oz 2F 27U T T 2 & (CL)IZ1900mL/min/70kg.
HINT DI ARG (Vd) 131.6L/kgTH 72",

SEFETIZ, BHICE LD OSNTHEYERE/NT A —F &2K-2

ITR97,
£-2 VRTDCOEMBREINT A —5 (FEE + R

L (L/h/kg) 1303
Vd/F (L/kg) 3.0+06
Vdss  (L/kg) 1.6+0.6
tiz (h) 1.1+£0.2
F (%) 63+13
Ka (h) 6.3+2.7
Craxe (femol/L) 2.0
Cmin? (emol/L) 0.2

VdfF @ BT D5 AR

Vdss 1 7 WARAE T DA HE

v RORABIZ 1 B S

P AR R

a  :100mgH AR 4% 5

TE MR DML N A

HIVBS P RRFIC Y R 72 > 1 [B[300mg 7% 1 H 2 [A] 5 18 #% 0%
RO MR &5 R I & s R E2.59+0.52
umol/LZ7R U, #5120 TIEIFH L Lz, FIRFICHEIE
L7=4N =) B bR (AZTTP) 13, $25:7% 2 ~ 4 IR TR
EREEZRL, BEBRENCTRRESEEDRIZF1/200E
EThol=,

NAFTTRAFTEYFT 1"

FRNHIVIR G R F T 2 RT3 2 250~1250mg % 4 FREIT % 4%
U758 OEYEIR 2RI FE65% (52~75%) TH o7z,
BEOEE

8 Bl DHIVIEE G B 1Tkt L s g i £ (I 0%, EH'E28%.
RAKAEW22%,. FahOy —945kca) BEBRIC R TV >
100mgX13250mgZ& R % 5- U 72 56, ZEEREIZ L X Cmax/s

@

3

4

50% N Uy faer I rp 3 B EHE R R (Tmax) 239 3 fi5 A &I
BEHEL 722, NMBIOHVEEREZ ICB W TEA R (EHE259)

ERERICY R TP 2200mg2 /0% 5 LS E13, Cmax
M8 %I L. I B IFE (MRT) 201265 4E U 72 2%,
AUC, Tmax, #EMICBT2FRKROE VT F > XIThH
BRAILED s iho 27,

Xl
B P N DOBITHNED 53N, 2 mg/kgfk 0% 51 8212 HB
2P RT Y OB/ R RE 0S5 TH D, 25K T
5.0mg/kgFRIRINT% 5 2 ~ 4 FEREH4 OO Bl e /il 05 Hh R B b1 2
NFN0.20%N0.64TH > 72",
in VIt BT 2 Y R 7P > DI EA A RIT34~38% ThH
RSB X D EMM BRI RS NBNW?, /-,
f.ﬂf EHRTIVT IV EFESNEZY,
. AR - BEt
PRIV U, FIZUDP-glucuronosyl transferaselZ & - T
oo G E ST, ERBHY3-azido-3-deoxy-5-0-8
-D-glucopyranuronosylthymidine (GZDV) 1Z -2 M X 11 %,
7=, BIRHEHREE & L T3-amino-3-deoxy-thymidine (AMT) K
CZED )V 7 0 U EEREE GAMD ITR# EN DR B EET
620)0
FRIR N 5% DGZDVDAUCIZ R ALK DAUCDOKI 3 5 TH D,
AMTOAUCIE RZEALAR DAUCD /5T dH o 7z, HIVIRFLEBRHFIZ Y
R 722 %% 0855 O RZEACR K OGZDV D [R i R 1% 2
NZN43% KR V752% CTholee PRIDPCOBEIIVT T
Z13400mL/min/70kg & B HE X 3, SRERIARTE 38 K OVRE B Y R
BT KD HR R R S N5,
. BHEEEEREEEICE T 2EYHE"
BHREE 2 T 5 ARV BT CEH 7 LY F=> 707
Z 2 A18+ 2ml/min) 12, ¥ R 7P 2200mg% B a5 L
JoWRE, BHSREDYIEH 7 BB T O A 0K T h o 2 DI
KU, BHAERERFE TIZIAFRTH O, AUCITIER BHE DK
25T >z, Fiz. GZDVOFFINI IEH B# TN TdH >
12t LT8O RIICIER L, AUCIZI7f5TH > 72, IMIRIBENT
ATMEEBNT TR Z MR L T2 EEOBEBBSITIT 1 [
100mg% 6 ~ 8 RfHlfEICIR 59 2 T EMEERL W,
. INBRFICBIFEMEHE"
%6 1 H~12i% D /INBHIVER S R #11280~160mg/m* % 6 i [#]
TEAIIRNAR G- U=, D R T 2 I3 AR L. R
ONEEFER RO 7)Y F > 203151/ J U830.9mL/min/
kgTholz, INHIFELTIRATORBEEIZIERLCTH
7= (LIRERE, 27.1mL/min/kg) o

(B & Ak &)

HANIZBT 2 HRABI G D2z, B/ TOERIR
RELITIZ

Al
RLY

B, B EFICDAY > INERE500/mmP LA E DOHIVIER YL EEZ I DWW T,
Rl QO e X A T =T AN G R VA AN
<BHMCBWTRBESNALEBEHBRORE >

1.

)

CPRISUVESITCUOHAEREICK DHIVEREDEREIC
B9 5 bRt
WK TIrH N Tz 4 DO ZHE MG IC DU Tmeta-analysis
#{1of., PRI IEROMgTH3IEIICT I TP 1H
150mg X 1E300mg 1 H 2 A& B 5 L2 B (5 2 72 > BEH
BB DIERIENZ5606], ¥ R T7 2> 1[E200mg 1 H 3 [ED
MR XY RTINSy E 25 U2t
R IR 1331661 T, MO BEERITIIEZRD NS /.
B HIRI R, COCH B DB/Cdd B WL Hi 72 72B/TER ITHERE L
f:l%%ﬁbig‘f"l’IBWJ\ if\:\ C’\@ﬁ)ﬁ n‘f‘zs{ﬁ snhyb bhf:—o
meta-analysisOFEH, T 2 TP OB i BB IC I Ly
CDCHHEDB/CADiEJRIZ49% 8> L (p<0.0001), CDCHHECA
DHEEIL66 %A L 7z (p=0.003),
. HIVEREICHT RO RTDUESH /U RETFILHEY
OHABRELES KTV BEMEEOERA_ETREEAR
(DeltaiBR) >
T RT D BERERDMENCD4Y > )NERES0/mmiBL o T
A RN NT350/mm LA OREMREYE, M i PR HIVER Gl
2124612 MG & Uz iGdRic BT, O RTY > 1 [
200mg 1 H 3 [\ ZBEM (P R T D 2 BEMEE7006), ¥ RTY
Y H 221 ER0mMg T H2 EEMER (Y 2 B
B78H) ., Xid, PRTY YT FE S 1H0.75mg 1
H 3 [|l 2Ot (B> E > O BE706f1) T, 304 H R (i
B G, PF 2 OABEROT IV 5 E 2 PHHBED
FERIIFNTN42%, R%TY RT Y HEMERZ L C
BEITED S 7= (p<0.0001, p=0.003), ¥ KT iagEEEN
Die< EH 3 3 AU LEOEZI08FICBNTIE, PRIV
HRBE G55 &0 % /2 UPERBEGe2pD ¥ L <IZHIL T H
v > O HEE 6okl DIET-RITIZF B AR s N> /=
M(p=014)., PRI Y EEBEOERICED ST, 2MEH
X RIHRNT LR R, P8 ) S FRBROTFIL Y E



(©)

3.

M

(©)

4.

M

(@)

5.
M

(@)

CHRBEORTRIZIFNFNEZ%, 21%THD, PRI
BB U CTHEBITE o 72 (<0.001, p=0.008)
PRIV UVHEMBICHKRL T, ¥ 2 ORI TIL T
ZEOIHICK B H 7= RENEHOFRRIIRD snh->
7o
IAREEXITEITLEARCEEICBIIZPRTCVDRERE
EEICET SRR

IA XEBHF KR OETEARCEEDR0M 2 5 & Lz —EE MR
GRBRICB W T, Y RT P21 [E300mgz 1 H 2 [a]121FH]
i (2 [ 5-8E16241) 0% 1 E100mgZ 1 H 6 [ 4 R f: (6
[B] 4 5 15841) 248 5 U 7z SELTEGIRO% OV H F AL
BYEFIEFI R HF I DN TC, MEEFICEIRRD s N> 7z
(#-3),

F-3 FECIERIE R O H LIRS SIE S (1] 055

2 [ 51 6 [ml#¢ 58
(n=162) (n=158)

FELAERI L 5 5

IR LR FEE 51 5 33 29

S RE BN (B52018) (kg) 1.9 3.2

CD4Y) 2 /NERSEINE  (/mm?) | 2205l 55 4 1) * | 29(Reafe, 55 8 1) *

FHEEIC16- 24 DRI R —Z T A > ETREA L. DIBEEICEA U .
BIERAFEBBEEICDONWT, MEEMICERZRD s>z
(F-4),

F-4 AR FEEEE

2 [al 5 G-
(n=162)

14%
42%
15%
12%
6 %
1%
4%

6 [m#% -1
(n=158)

16%
42%
18%
11%
5%
5%
4 %

Al

B R A
L7

SRR
79

i A

g

IAXRBEICHTEZZPRIPVOREBRERICKSEEREEY
(7 5tBR"
TA REHF24H 2R E LZREGBRICBNWT, P RTY
> 1 [E1250mg % 1 H 6 [a] 4 Wy el 4 (5 & #E26241) X031 [\l
200mg# 1 H 6 [0 4 KeR4E 2 4 M. Z D% 1 [E[100mgZ 1
H 6 [8] 4 W5 )45 ({5 B RE262451) 8.3 1 A [ (Fh 1) #% 5 L
720 BERHAE 1T 7232.5 0 ARMICB T B3 TIERIET &
EReskl, (KA R, £z, HEEEFRIIEHERM
52% (181 H). 27% Q41 H). KARER3% (181 H). 34%
Q4nA)THO, BARBICBWTHEIMEZRD -,
BHBHTEY RT P ICKZEMER OO H L 7=
SEBNL 776 & Do Fze B S O PR ERD D> D FE BLR 1T
I B 1320 % (77/262) . 37 % (96/262) T & i BBt 039 %
(101/262). 51% (134/262) IZFL{KAn o 72208, AR O FEH A
W3 E A ERED68% (177/262) I~ B#£78 % (205/262) T
BN fz. T DOMOFEIVEHFEBRICH BN TZAITRD 5 R
Mol
EAERMEHIVERRERE (CH T 2 _ETRIEERHRY
HEIE i PEHIVIER Yy B 3 (3% 5-R(CD4 YD) > )N BRE500/mm?LL F)
13384 & 0 5 & U 7= et B (20 R 720 >-500mg/ H RE4534,
[7]1500mg/ H #4576, 75w R BE4286) ICBWNWT, YR
¥ 21 [\100mg X 1E300mg. XiE 7Sk AR 21 H5E 4K
fifE (KM ER<)N~2 5Lz, TO/E. WP RT
D UBICBWTHEIEARCII A ANDETR(Z R TP >
500mg/ HEE, [F1500mg/ HEE, 7Tt R#E 1 3.8% vs4.2% vs
89X ICHRNEZ D, F/=CD4Y > INERE e DML Hp 4%
JHEIZHRNRNA SN,
B S PR D FE BRI FNE Y R 72 >500mg/ H
BE1.19%6 (5/453), 1.8% (8/453), [F11500mg/ H#E6.4% (29/457)
6.4% (29/457), 75 REE0.2% (1/428), 1.6% (7/428) TdH >
7o PRITDUERELEZHIIBWT, AEICHEROEHN
BIVEANEIESE, S0, BREK. BRI, (EH, mE. E
I, DFNWTHo7,

Hgb < 8.0g/dL
<1000/mm?

W HENCBITZAETH S,

([ % E #]

1.

2.
)

@)

(3

e

P RT V2 (AZD FHVERAMIEANTY I, EHERo =
U UEBEAR (AZTTP) & 725, AZTTPIZHIVIYbE Bk % S A I
HEL, £2T74F2FIV=D DBORDITYA )L ADNA
FIZEDAEN T, DNABHRZFIET 22 EITE D IA IV A
DEGE AT %, AZTTPOHVY LG EE 310 2 HAE.
EHHFLDDNAR U A S5 —FIZ R THI00fEm N DT, EIR
TEDE WY A IV ZER 2R (b b Y 2 NERRHOHMI e a5
9 %in vitro T D IDsofifi 13 267.9/mL (10001M) ) 6
HYUA I AER

PRI Y2 OHVIZHT Bin vitrolZ BV D IDsofiEild, CD4Y > /N
BRRMINE 2 V72 R TUE0.130.g/mL(0A49UM) AR T o 727,
T T AL haw1 )L A (Rauscher< ™7 2 H IR ™7 1
WA L, M ARMEBEXD, P RT 22 %1.0mg/mL
DEIG THAKITIEAL THEE L2 EBR TR, SFHMAEE
B, ARG, e A ) 2 SRR RRIC HE L
FEULIK TN L7z, FlBgAEFEHRbTERL Y,
INVito CY R TP ET7NAEIN, STV, PF I
HEDHHVED HW0WEA > —7 0> a & OIS HE
TERDED 517z,

. BEHI S

PRIV UEREDFID T FOZITHT BN, HIViE
BEEFZE DA, 67, 70, 210, 215K U19FHD Y I JEEDZEFIT
Lo TAHL, 256D BAFERHE2SFRHDOERED DN 4
ELL EDOEFRIZ X > TOA IV RFERBFA & U Ttk 23972,
BB, INSFIDVTFOTOEREET LTIV ATEE
DM 2 TR S 720,

F/=, 62, 75, 77, 16K NSIFRHOTY 2 JBEOER, WM
OBHDTY I JBEDALAZ M5 Y OAOEREZ T
A TR UCEFIAND 6 HHEMOMAICELD, 1IN AIETTP RTY
CEBUXT LAY KRRV E R EEICT U ZAHE E
7]4_\“3_55)‘\4}7)0

2B, invito T, PRI UMMETAINAZY R TP KU
STVCOBEITEIDSI TV ICH L TIiMEZEET S &,
PRIV UICH LU TREZEIZEET 2, £z, FHVEDOREE
BBOBWERZFEIIORTIDP VESITO U EIMMTLHZER
KO RTDUMETA N ZOHBIGELES 5,

(BEs ICB Y 2B FHIFER]

— i
{24, -
5T
TR :

: Y R7 P> (Zidovudine)
3TV VRI-FTAFIFID
: CW()H\SNSO“

267.24

RE

(2
Lk

(*
1)

2)
3)
4)
5)
6)
7)

8)
9)
10)

PHE~ERAOHR AR T, ITBWIERN,

I =)L (95)IZRRETRT <, KIZTRORHEITITS 1,
FIZ X THIRT 5,

1 124~126°C

dE
%]
O E)LH 7E)L100mg 1 1004 7L (104 7 )L X 10) PTP

£ X #]

Guidelines for Using Antiretroviral Agents Among HIV-Infected Adults
and Adolescents. (DHHS, http: //www.aidsinfo.nih.gov/Guidelines/)
PIHVIBRE 1 R 51 > (http://www.haart-support.jp/)
HIVIERHYE [ D F 51 & ] (http://www.hivip.org/)

Kimura, S., etal. * Intern Med, 31, 871-876 (1992)

Sahai, J., etal. : JInfect Dis, 169, 1103-1107 (1994)
Norvir PDR 52 (1998)

Burger, D. M., et al. : Antimicrob Agents Chemother, 37, 1426-1431
(1993)

Burger, D. M., et al. : Pharm Weekbl, 126, 454-461(1991)

O’ Sullivan, M. J, etal. : Am J Obstet Gynecol, 168, 1510-1516 (1993)
Olivero, O. A., etal. : AIDS, 13, 919-925 (1999)



1)

Gerschenson, M., et al. © AIDS Res Hum Retroviruses, 16, 635-644

(2000)

12) Mirochnick, M., etal. @ Antimicrobial Agents and Chemotherapy,
53(3), 1170-1176 (2009)

13) Sim, S. M., etal. : BrJClin Pharmacol, 32, 17-21 (1991)

14) Ayers, K. M., etal. : Fundam Appl Toxicol, 32, 148-158 (1996)

15) Diwan, B. A., et al. : Toxicol Appl Pharmacol, 161, 82-99 (1999)

16) Ayers, K. M., etal. : Fundam Appl Toxicol, 38, 195-198 (1997)

17) Shafik, H. M., et al. : Antiviral Res, 16, 205-212(1991)

18) AR HEH ¢ ALFFRIEDREEL, 14, 1419-1432(1998)

19) Retrovir PDR 52 (1998)

20) Acosta, E. P., etal. : Clin Pharmacokinet, 30, 251-262 (1996)

21) Barry, M. G, etal. : AIDS, 10, 1361-1367 (1996)

22) Unadkat, J. D., etal. : AIDS, 4, 229-232 (1990)

23) Sahai, J., etal. : BrJ Clin Pharmacol, 33, 657-660 (1992)

24) Luzier, A., et al. : Antiviral Res, 21, 267-280 (1993)

25) Staszewski, S., etal. : AIDS, 11, 477-483 (1997)

26) Delta Coordinating Committee : Lancet, 348, 283-291 (1996)

27) Fischl, M. A., etal. : N Engl J Med, 323, 1009-1014 (1990)

28) Volberding, P. A., etal. : N Engl J Med, 322, 941-949 (1990)

29) Furman, P. A., et al. : Proc Natl Acad Sci U S A, 83, 8333-8337(1986)

30) Mitsuya, H., etal. = Proc Natl Acad Sci U S A, 82, 7096-7100 (1985)

31) Ruprecht, R. M., etal. : Nature, 323, 467-469 (1986)

32) Hooker, D.J., etal. : JVirol, 70, 8010-8018 (1996)

33) Kellam, P., etal. : J Gen Virol, 75, 341-351(1994)

34) Schinazi, R. F., etal. : International Antiviral News, 8, 65-91 (2000)

35) Iversen, A.K.N. etal. : JVirol, 70, 10861090 (1996)

36) Winters, M. A. etal. : JClin Invest, 102, 1769-1775 (1998)

37) De Antoni, A. etal. : JInfect Dis, 176, 899-903 (1997)

38) Larder, B. A, etal. : Science, 269, 696-699 (1995)

sox[BREER %)

T30 « AR AT 74 LEH
H AR X AR 1 -8-1

T4 —=TNVATT « AT — -+

TEL : 0120-066-525(9:00~17:45/+ H# H K OGS HAKZEH 2R <)

H—E 2

FAX 1 0120-128-525 (2438124

ViV

BSERTETT
T1—INILAT FHREH

ERREBRARR 1 -8—
http: //glaxosmlthklme co. Jp/vuv/mdex html

@GlaxoSmithKline

BRFSTT
9350V-AZRI514 Y kit

RFEHBXERIKR 1 -8—1
http://jp.gsk.com

RBHEEF



