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I. BtEICEY 5IRHE

1. FAEORE

(1) BN SEBICES ETORRE

VTV R, RENe Xz v h st R U550 - AIATTA
YA ICE VBB E NSO TOHE MMuUEREY A4 VA (HIV) T
H5bo

1964 4F, HUEMEIEISIED 720 Y R 7Y U SHER EN205, ZDHEb
HIViEEATZE R S 7z,

KENT =X TV B 24T, 1985 4R & 0 EAIZ2 MR B L 0%
P, SEHL (ANRWENRES OB FEERZ Bl L. [F4E6 HIZIND (B
FFEFFT) HEs, 7H 25 AIDS B L O FfE D T 4 AR ERER: (ARC)
BEIIBWTE T HBHRREL B L7z, BIRNRS B X ORO%S T
D7, EYBEEORHER IS X, S IMHEERBRORES & 7
LIVFH|, 5% 1101250mg 1 H 6 [al#%5- & g L7z,

55 ARG PR SRER 1. 1986 4E2 H A5 AIDS B X ONEHiE D ARC #1253 L
7T R T EERILEGRR A AT o 7o [F4E9 H OfATAE R T, B
FIZBWTAFRGHEPEEICKETH 5722 &2 5 BGEBRZ 1k
L. SHDBEREEZFIC1IE200mg 1 H6MEZSD Y F 7Y v 259
HIrrlLil,

DloiRs F Lo, 12 AMOIKEFDA I NDA (Fr3ézkqE) Ha5 L.
198743 H 19 HIZAGE &7z,

EEZII Lo, I—0 vy XEEETIE, KETOHFERI2HED & 1987
E1AP~THICHE L, SHWOD LKA Z 2T (FEE 198743 A 3
HA&KZE) . 2004 453 A e 5 130 A ELL ECTRBE N T WS,

EPIZBWTIE, 1986 4EKED S, AIDSBREFFOEML ) Y K7V
YATOELEZIT Tz, 198741 AR, FEMRRERB L OS E
IRFIABRRGRE IS KD & . EINERRRAER 2 e L 72,
ENIZBWTIZEBRZRMG L7239 0 THh o 7258, 198745 A 12K EH
EERHNCEED W CRESE & RO RBERI R, FHEBEHEIC T 7RIV Al
(100mg) % HFE L, 198749 H 18 HIZ &R #1572,
MWARRR S NEERI R B X OB =L,

[(AhHERD ]

BRUEGEARSIEREE (=4 X)

FRED T A ABEERERE (T4 ) > 2883300/ mms3 DL T C Rz 8 Rk s 4
YUYHE, ARERA, ) CoSEIIEIR, KRB O 5 #EE O HIV B YE
DA FT 5 HBH)

[HIE: =]

SHEL RAICIELIE2S SRR 1 H6 4 ERECES T 5,

B, FERICE D EEEERET 5,

THY. 198741 H2HICHAY VA AR SH B 7r927 v - &
IATTA RS AT L, EREEMRSH % IGET
ELTHEIES N,

Z D% 1990 4F 3 A KENZ BT % MEREMREME D HIV IEGRE I L TORIRE
IR EHEHEOZEHOKGEIZE N, ERNIZBWTS CD4Y ¥ 735k%K
500/mm? PLF O HIV EGSENORYEEE NS & O = 025 % K E H
HERHIEDWTI9904E 7 HICHE L. FHES HIZxhaein k., HiEH=
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TR SN ERIZ 12861 TH - 72,
BRECOWTIETIREIC g, A%, B, HERE] 45
THE AL 7225, 209 HLHEARRE 13618 & ORRARRD R A ik
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1) ¥ NEREL 500/ mm® LT O HEAE B M HIV S GE O E R I F 2 h
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2) ek
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(M # L hu ey 7k 100mg

(% % Retrovir® Capsules
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3. BEXXIERMHEX
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HOH.C o
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H H
N3
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5. k%% (%%) TV F-3-FFFIFIV
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6. 1BHZ. AlE. BS. WL T RFIVY
iEES W5 . AZT®, ZDV
t5%S - BW A509U

aull

7. CASESHES 30516-87-1
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(2) ArEM Iy 7= (95) IZRRBEITRT L KRITRRBITIZ v,
(3) P W PR IZRE D B v
(4) Bl (DR . B, | Wi 124~126C
BEE R
(5) BRiE A ARRETE 2K pKa : 9.68
(6) P ECIRER 1156 -+ 2%/ =N,/ 7k 25C)

(7) T DD E L RMEE KRR DKEFHED pHIIHI 6 TH 5o
KD WHEGEE 1+ 60.5 ~+63.0° TH b,

3. BYIRDDIZEERET A Sk
CHUBREN S T e e Mot Al BT 7 I T
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Ot T AR i oz
TR 5 2
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<PRFINERIC L BERKY >

KGN TREI R E 4T\, ik a~ b7 T 7 (HPLC) I2THETL
oo TORER, VTV VIIRICIIRET, B, T VIR EE
Td o 7205, EIEHIA L TEIARRE To x4 Uizo oM F
IUTHhHho7z,
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(2) #RIO— K

2. HEOERK
(1) BRI GEMER D) D

a1
=82

(2) AHNH

3. HEIOERBEETICH
2 EEM

4. BATHAIEEMEDH B
)

5. BHEIPOBEIHSD
MeRREER A

6. BEIPOHEIHSD
EE&

7. BHEOME

HEs (EW]) /Bt OREW) O 7V Al

AT — K

AR

GSYJU

GSYJU

GSYJU

AENE, 1 TRV FIZY F 7Y 100mg 2567 5o

wWheE LT hyERIy Ty 7y, Vo —X, Fr7r 7)) a—)
B UL, ATFTY VBT A0, EIF 2, BILF¥ 28567
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V. aEICEY 51EE

1. REEIIRHR

(1)RHBESLIS TR

(2)XPEENX IFXNRICEET B
FRLEDEE

2. HERUHE
(WRERUVHEE

QRERUVHEICETS
FRLEDEE

3. ERERRIE
(1) BRERZDER

HIV &4

| USER HIV RNA 2258 L SATWw5, &oC, AFOMAICH 7 |
| ST, BEOCDA Y Y SEREN OIE T HIV RNA R4 W 5 & & |
L b, BEONA T4 IR HRT A, :
L (2) b MREARS Y A VA (HIV) RGO 5SS RR B RRAAEL, |
A ARBLR T LI EASHS T WA DT, AFIZMBOFHIV |
L OELGEHT ATk, !

_____________________________________________________________________

BHE. BRAIEMMOPtHIVELFH LT, Y N7V LT1H®E500~
600mg % 2 ~ 6 [MIZ5 0 TRIO% G- T4, B, ERICEVEERET 5,

_____________________________________________________________________

| OAANE S 12 U OISR ERR A (750/ mm? il X 5 A 2 5 0 |
|50 % LA LA LIEE LORIN(NE 7 0 A 7.5g/dL Al L |
| SRS D 025 % ML EOBA)TD b NS, HBREA T |
| B ETHET . TREYBEQTINE S T Y TS5~ 9.5¢/dL) |
5 T OSKF R BRI A (750 ~ 1000/mm?) OB A1, WS 5o L WEILATH |
R A, RERURER T TOBIOLELRS AN D S KEX |
|G BRI L 2 IERORT R D E O |
PRI U TR A B O R RT B |
| @A L BOFHIVE & OB BT, FEMEAHE S A OE |
| RSB L OGO TS 5 LI S AT |
L OREIE L CRE LT 2 OB HIV O —i# % it LT 5 0T !
L L FHNE LCARL OB LT O H HIVE O3 5 & 3 C |
R Ul ep |
i@?FTVV&LTlH%ﬁ%%@(Mﬂﬂmg154@&5)Kiéﬁi
| AR DR b LTk OMiE S 577, 1 H EAT400me Kl |
| ORI L AR S LTV R, |

HARNIZ B B BRI IBIE D 7 EhhC oGRS 1 %2 DT
[T S

B, HE5RTCD4 ) v 3ERH500/mmd L E o HIVIEG R H ICOW Tk, A
VB X OZEMEMHER SN TW Ry,

<BIMZ BV TER S N - LSRR O >
1) SRTIOLEFITIUOHBAEEICE S HIVEREEDERICET 5t
BARET Y
WK T b7z 4 D0 " EEHRILEGERIZ D\ T meta-analysis %175 72,
Y RF7Y1m200mg 1 H3MNZZ 272 >~ 101 150mg % 7213 300mg 1 H 2
[0l % Pf 4 G- L7286 3 79 Y BRRIBEIC B U 2 FEBIEUE 56901, ¥ F 7Y
¥ 1101 200mg 1 H 3O ML G F /2139 F 7Y 2 IHNV Y & U2 B
$ - U 7 REHL O HAEE)IX 316 1 CL M AED BEEH RICIIEZ RO L h o 72,

) SEEAIC BT B R



RERIE . CDC D B/C & A\ 3727 B/CRERICHEE L 72 5%
EEF 1186, F 72, CADHERIZFT 28 BIIZFR S 5 1172, meta-analysis D
B IITVUVIHBRI B BEEICIE L, CDC 4O B/C DT
49 %A L (p<0.0001), CDCH¥HC~DHERIZ66 %imb L7z (p=
0.003) o
2) HIVBREICH TR RTI L ETH /O F YL 2EC DGR
FEETURTIUEMERSDEEA_EGSHREEFE (Deltaitiz) ©
T RT Y UEERBRO A CD4 ) 2 SERE50/mms DL koo A X B O
12350/mm? LLF OFEfE:, MEAE B HIV & YAE B & 2124 B &2 xf e & L 72
I cB W, Y N7V 1 H200mg 1 H3E%HM (V7Y H
MEE7006)). ¥ R7Y L I2Y % 222 1A1200mg 1 H2E%6H (%
VUPEHBETISH), T2k, YRTY LI NLTFE L 1E0.75mg 1 H 3
mEZGEH (v ey BrHRET0661) T, 30 » AR (FRRME) %5 L7,
VIV UHABBIOTL Y Y VBB TRIIFNENA2 %,
32%TY 7YV HMBEICHE L CHEEICEDL > 72 (p<0.0001, p=
0.003) ¥ RT7Y VGBI A L LB 37 AU EDOEFE1083F1I2B W T
X, Y RTY UHMEE (355%1) LT L UPEREE (36261) L IdH
V¥ E R (36660 DT RICITEESIIRO SN Eh o708 (p=
0.14), Y K7V NHEBREOFEICED S, SRR 2 XGRS L 72452
VIV UHABBIOTL Y Y VBB TRIIFNEN33 %,
21%THH ., Y RT7T Y VHEMEICHERL THAEIED2 572 (p<0.001,
p =0.008),
3) IMXBEE/AIIETLAEARCEREICBWIZIRITIVCOREELTRIC
¥ 2ERREER 7
I A ABEEB L OETEARC EE 3200 2 05 & L —HEMRILEREIC
BWT, YF7Yr1H300mg = 1 H 20 12 B4 2 mk 55 16261) F 72
(£ 1[0 100mg % 1 H 6 1] 4 KR (6 (a1 5-#F 158 f91) 12 48 R $25- L 72, FE
CERIE B & OV H A1 R GESSERI B EF 12DV T, RERICZ TR0 5
Lhrolz,

SECAEBIEL I £ O HAN LIS G he S8 1 2855

2 [l 5.1 6 [l 4% 51
(n=162) (n=158)

ST RE B 5 5

R LGS SE I 1 5L 33 29

TR ER = (55 2038) (kg) 1.9 3.2

TR T B 8 5

CD4 V) v sEfighng (/mm®) | 22 (@, $48)* | 29 (URmfE, 58:H)*

KR 16 ~ 24 HOBIZR—AF A > ETWA L, DIEHEIZHAD L7,

4) T4 XBEIINT DY NT VL OREHRSEIC L DEEEE) FF14HERY
I A XBEL24[ 3G L LB ERICBWT, ¥ F7 Y ¥ 11 250mg
1 H6ME4FME (BHERFE26261) F7:1211200mg % 1 H 6 [0 4 Ff K
W 4HE, 20 11\100mg % 1 H 614 KE4E (RHE#2626]) 8.3 #
AR (PRME) %5 L7ze BEHRE 1T ->7232.5 7 ARMICB T 2L TR
B HER 18841, HEM 16961, 7o, HEEARITEHEMNS2 %
(187 H). 27% (24» A), EHAEH63% (187 H). 34% (244 H) T
HU., EHEBEHICBVWTOAEDEEZ D,



(2) PRIRZEIEHER
A ER

£

(3) BRREVAER : AERD
PRI ER

(4) ARELRYELER
1) BERIEFTHE
RIGEER

2) HEEEER

3) ReMHER

5) EEERMEHIVBERAEIC S T2 _E5MEEERERY

MESE e HIV e B % (581 CD4 1) > 785k %5500/mm?3 LLF) 133841 %
N%tttk&ﬁ%(?F???%%gﬁﬁM%ﬁJﬁwmmyﬁﬁ%7
B, 7T REEA2846]) 12BWT.Y F7 Y 1100mg % 7213 300mg. F
ti77kf%lHSE4hﬁﬂ(&W%ﬁ()4b\&L&5LK@%@%
BT R 7Y U BICBWTEEARC $7213 04 ANOHEFTR (Y N7V
> 500mg/ H #. [7] 1500mg/ H#E, 77 £ KRB © 3.8% vs 4.2% vs 89%) 12
At E B, F72CD4 Y 8 kE B X OVMLiE Hh p24 PrlE & 12 D R RS A
b7z,

HREBHFRIALE D 72O HE D KBHIFIC

<ZB%E FKFEFIHZATH O B> 10
18 L oo AIDS 3 2261, ARC B3 1161 2 & G IR M3 5- % J5HI &
LC2MMG 247\, S OISO (K#16.0 ~90mg/kg/H., 2~4
W) %A7o720 TOFER, BEMROHGRBRICIBVWT, BBOAMKY:
WEREOEBRE AL P>V P 7V vOEHESE13250me/Bl (8
4mg/kg \ZAHY) 4ARERIETH - 72,

L ER R L

HKRFRIHE RO 72O BAE O KRR IZ B 5%

<Z% KRB TEHEFOENTORGHE > Y
HIVEGE B 28 B 2 xf 5 & L, ARH % 2% (KR#H400mg/H (1561) .
800mg/H (13%1)) (2RI 12 7 AU ESRG L7, ZOfEH, CD4
) UONERBEAREE L T AEMNMEIGEE L B EEETH o 7225, I FER
FIEHERSEREICED > 72,

LEA R L

[ERd (1) ERRZDH
3) T4 XBHEF/IHET L ARCEE IS
B9 B EEARAER (P.7)
4) TA XBEIST DY P TV O a3 & 2 BIELE Y A5
(P.7)] oHEZR
[ RS (1) ERRRhS
1) V7Y 0ET 379 ORI L % HIVIEYSED H#E I
eitagEs (P.6)
2) HIVEBYSEISWTAY KTV eV ) v 3NV 7 ¥ off ik
BT N7 MG OEES T EERILERE (Deltaitif) (P.7)
5) MEFEEE HIVIERGSE I BT 5 “EEmEE (P.8)] 0HEER
<% ENTORE>Y
HIVELSEIZS T 5T 3 79 v 05 THEERRE (ZhiikitFIc L 54—
T ERER) 2B, RERBIMAET O CD4 ) ¥ 8B AHY 100 ~ 400/ mm? @
12D O BARNEZ4206] FTHIVIEEIC L A EERBRO L WEZTH B &
OARFNOWHEERFREH T HEH356]) 2385 & L. A#F (300 ~600mg
(B 58 400mg) /H) BXUF 37V (300mg/H) % 24 E#1
PG L7e ZOER, CD4Y) v oxBkEu, BEG4 %2 24 H% F T
4.6 ~34.0/mm3EE A L. HIV RNA® (X, RERBAIG 48 #1213 1016
copies/mL &4 L, £ D13 10%7 ~ 102 copies/mL 4 L 72 L X)L THERE
L720 ZOMRITKEOBKEEE IZIZFRLETHY ., KA FI T L
DL OB ES R S N2,
M ER R L

BUIAY TV OS5 EERHIC

EShE
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VI. EEEICET 5HE

1. FEFRICEED 31t
BRI

2. =IB(EH
(1) fERRERGL - 1EFRKER

(2) ER e R B HERAAE

BRI ERERINESR . D520, 937V,
B VTV (AT T V), TNH CIVGERE.
TRV T/ REL VY TaXF L, TAMNY) YA Y
RN EREER . ATy, Z7 7L VY,
FTIUENT Y AVINEEE, S8
TaF 7 —VHER £ Y F U RE =8 2 — .
VX FUENAFVERE. ) P FENL, XAFIVEE ALV T 4 F YL,
oY, 7 U R,
KAT T LVFEN AT LK, FVFEN 8 ) — A
A7 75 —FHER : SVTTITEL BT L4
RAMESE (CCROHESE) (v~

T RTV Y (AZT) I EHIVIEGSHIEN T, MRMEERICE ) V(b s,
WHRO=") VI bk (Y F 7YY= VB AZTTP) %5, AZTTPIZ
HIV#EEMEZHOWICHEL, 274X F IV 0= VBRATTPO
&I 4 )V ADNAHIZH Y AT T, DNASFE 2/ IL+5 2 812X D
ANV ADBN % HET 5, AZTTP O HIV Wil B REFE 4 2 A,
IEHEHIEO DNA KR Y X 7 —EIZHARTH 100 FFEVo T, EREOE VLY
ANV ZVER 2R T (b b 2 8ERGR HI MR EEE (233 4 in vitro T® IDsofi
12267 zg/mL (1000 M) 2,

1) Hi A v AVEH

OY F 7Y YO HIVIZHT 5 in vitrol2 313 5 IDy, &, CD4 V> 7S5k R
% F 7252 Tlx 013 pg/mL (049 M)LLUF Td - 7219,

@~ A<y AL baw A )V A(Rauscher ¥ 7 A HILIFEY AV A) % HEAE L |
BAEARHE L) Y F 7Y v % 1.0mg/mL OE A THRITKIZIRA L THYS
L7-EBRClE, YR E S, PR ESE, B IO~ 4 v 2 i1
HAFEEEICIH LE LR T L7z, BB AEFAIEDIER L 72,

VKTV UER, 937V, VIV UEORAIVED LWL 57— 7
TtV &PfHTAIET, invitroDPL 7 4 WV AERIX. HHINWDH 5 Wit
HFERIZHE R L 72 1919,

2) FEHIm
VIRV EEGELF IV T U T A, HIVEEREEREZ O
41, 67, 70, 210, 215 B X U219FHOT7 I JBOEEIZL > THEL,
INHD) HAIHFH L 2I5FHOEED 5 W IT4HU EOZEEIZL 5T
ANV AZERBA L L CiEEZ RS 109,

LB, INLTFIVUTIRIOEREET H T AN AIIE LD AN
PEARRE BN,
F72, 62, 75, 77, 116 BX U I51HHO T I/ FROLS, W UNI2697FH
DT I/BEOALF bt yAOEREZNIHNZ TR CEPr~
D6IEFEOIFIAINZLY, TANZREI R TV 2G50 X 7 L F v N
MR P E SR 1 L AT 2 7R 9 20~ 2,
B, InvitroT, YRNTTV VMBI ANAEIY RT7V 0 BL0T7I 7Y
POFRGIZED T I TR LR ENT L, YT Y VK
L OB mET 2, 72, HiHIVEOBERBO L WEZICY KT
DUETITVVRBETAZLICED Y R TY Vit A v A0 HH
AIRIET 2 %),
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VI. FEMEREICEY 5IRE

1. MAEEDHRE - BIFEE
(1) BELER L MFEE
(2) F= MR EEZRSE
() BEHE TCOMFEE

MER R L

<HARNIZBI % >
HIVEZZ 6B L, ¥ F7 Y2 100mg 1 H4m|H® &5 37T 150mg
1 H 2ol % 25 H LA EdERert 15 L 72D Y R 7Y v 7379 Yol
REPEYREOHER © TS, EWHEANT A =5 2 TRIDRLZ, VF
7V V3G 0.8 B C IR LA H R 2 (Cmax) 72534 0.55 + 0.26 4« g/mL
L. PRI LI Ch 5 72,

N
o

- F3ITIr

-
(S
TN T T T ST T N T M

4 iR E (ug/ml)
o

It
2

B (h)
4 3R B OHERE (6 61 O PIfill + FRHER 22)

HWEE T X — 5 (6 BIOFIYHE + R )

Cmax Tmax ti/2 AUC, _ AUC, _
(ug/mL) (h) (h) (g -h/mL) (ug-h/mL)
YFT7TY | 0549£0.261 | 0803 | 1.1+0.1| 0.858 £ 0.266 —
F7I7Vy | 154720302 | 1.3+£0.6 | 2.3+0.6 | 5.089 £1.692 | 6.165 = 2.312

¥ AROEKBENHERCHREE, [V F 7Y 28 LT1 HE500~600mg % 2~ 612455
JCRIORGT 5, 2B, ERICE DV ETMET 5.] Th2,

<HEEINIZ BT B R >
BN HIVIEGEFICY R 7Y 0 % RIEREOHR 5% O Cmax B X FAUC X,
2mg/kg % 8WE4E:~ 10mg/kg % 4 B R 4E 0P 5w #ipH T 58 12 L T
HIL, 0.5~ 15K Chemi B 12 L, i 1R (0.78 ~ 1.93 K
) THELE, T2 YRTYV v 28IRNES L2Ea, 58 1~5
mg/kg DHEIPHTHRILOIEWBYRE AL /R L, PR35 LR (0.48 ~ 2.86 I
M) Thotl
<HFEDOWE>

(% W7 —%)

D HIV gege & 12t L BeRi & (BRRE50 % . &HEE 28 % . kKLY
22% . ¥ A1) — 945keal) FBEEZICY K 7Y 2 100mg X id 250mg % #%
C#% 5 L7234, 28R X Cmax 2750 %I T L I I Hh i Jis 5 3 i
] (Tmax) 258 35 A BB IE L 7220, 11610 HIV & B E 1B W THEHE
(ZEE 25g) EREAICY 7Y v 200mg & #0145 5- L 723413, Cmax 28
68 % AT L. FHim e (MRT) 28 L2 f52 4L L 7228, AUC, Tmax. #&£
MICBIF AR R O 2 ) 79 v ACHEELELIERD SN o722,
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1) RYSLERETEE
2) KA TALFEYF (2
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4 TR B
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(5) /\ﬁfﬁ\“ = 28)
(6) MFEERIEEE

(7) BHBEEZEEICH TS

(8) NRZ(IZH T BEY
Bhae

3. 0% 1&27)

T
(1)
(2) BREA

i)
R — BBA P @@ 30
DT

<BE > TEMARO MNP R 2
HIV G PEEEICY K79 > 101300mg % 1 H 2 [8] SAE AR 14 51 0 L4
fkﬂi P25 1 B2 12 B i 2.59 + 0.52 mol /L & 7R L, $£5-1% 12 BFiY
JIWE L7z FERICHE L2MIBA =Y Y ERbR (AZTTP) &, &5
fﬁ2 AREECIREIREZ /R L, 5 5B 2EBECRIREEEOBLZ1/20
EETH -7,

FZUER R L
<HEINIZBUT B BuiE >
6.3+£2.7/h

64 =10 %

FZUER R L

&5 777 A31.6£0.6L/hr/kg, B2 )7 7~ A130.34 £ 0.05L/hr/kg
THo77,

ADNT D5 AEFEIL 1.6 £0.6L/kg TH - 72,

invitrollBIFT AT F7Y v OIMEEAFKEFRIZM~38BTH Y., b
BRI X D EYHEER T PEIN WD,
5 STz,

B E T AT AMAHIVIEGRESE CPY27 L7520 2077 218+
2mL/min) 2. ¥ F7 Y ¥ 200mg % H [R5 Lf’ W, BREELTIE® 2 B
BCTOXFPLO0REMTH o 72Dk L, BmEEEEE TIII4REMTDH
D, AUCRRIEFBEDRK 2fETH - 720 F72, FAHW 3’ - azido — 3’ deoxy
-5- 0- 8- D- glucopyranuronosylthymidine (GZDV) @31 BEE
TOIRMTH o 72D L TROMEMICIER L, AUCIE17HTH o7z, 1ML
WENT £ 72X EREEN CHRIRZAMERE L TV  HEOFEBLEF T 10
100mg % 6 ~ SHFMEEIH G T 5 T LD EF L,

EBAL
I/, BAEEBET VT IV E

MNRIZBT HEYEEME L TICE LD 5,

~14H 14H~37H 3 A~125%

89+19 61+19 65424
INAFTNRA TN 54(%)

(n=15) (n=17) (n=18)

_ 0.65%0.29 1.14+0.24 1.85+0.47

2175 A (L/hr/kg)

(n=18) (n=16) (n=20)
N 31£12 1.9+0.7 1.5+0.7
WA (hr)

(n=21) (n=18) (n=21)
A E AR (=
O e

T A EPHRESN TV
Y ERB L O b “COﬁﬂT?b‘i&% ENTW5E B0, ZEEGEICL ) HiEE
BAT L. HAEROFAEROMIFER Y R 7Y VBEEIL, D8EEOFE oI 4Ed
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(5) Z DALDIEREND
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(1) FCRHERAL K UM
R

(2) KHICRES ¥ 5B%3%
(CYP450 %) DHFiE
(3) MELEB RN R DH E
KUz DEIE®
(4) KA DEEDHE
EUJ:[:_;?;_\__( 30), 32)
(5) IEMEACH M D IR E
WAYNT X — 4

B LS Do %,

B EEEB I N TOBITHIRES N TS,

HIV &G (5l 136112y K7 v 200mg % Bl G- L 720 Fl Y K
7T VEER, e MR EMEFRTIEFE CTH o 720

U.S. Public Health Service Centers for Disease Control and Prevention (&,
HIV &G L 72 2ethid, RIEGUNENO R AERZROHIV &G KT 45720, %
ALZVWE)ITHEL TS,

B NORATHRED b, 2mg/kg #E 1 5- 1.8 MEERICBIT AT T Y~
O /M AE PR 0.15 TH 0 | 258 £ 175.0mg/kg RN 5-2 ~ 4
5 [0 O Bl /A Fp IR EE I IE 2 2020 B £ 1M0.64 TH - 72,

BN ORAITOHRE SN TV S

(% T — %)

VRTY W%, F 12 UDP—glucuronosyl transferase I & -T2 0
YERIAEE )T, Iﬁéﬁ]‘% 3™-azido-3"-deoxy-5-O- ;2 —D- glucopyranurono-
sylthymidine (GZDV) |Z# 2 I2f{F s b, T/, IR E LT3
—amino-3 ’—deoxy—thym1d1ne (AMT) BX Uz 7Nz o rgiaik
(GAMT) 12MCE# SN DR DA 5 20,

HIR N2 5-% D GZDV @ AUC IZ R ZALIED AUC DK 3f5TH D . AMT @
AUC IR RZELED AUC D 1/5TH - 72,

HN)jCHa HN CH3
OJ\N COOH
Uridine
HO (o] Diphosphoglucuronosyl
transferase
N3
3'-azido-3'-deoxythymidine (AZT) 3'-azido-3'-deoxy-5'-O- 8 -D-glucopyranuronosylthymidine(GZDV)
O [¢]
Reductase Reductase
HN)‘E/CHG HN)‘j/CHS
OJ\N COOH
" 0 Kj
NH2
3'-amino-3'-deoxythymidine (AMT) 3'-amino-3'-deoxythymidine glucuronide (GAMT)
b N TOCEHRER Y
M EFR R L
HY #9540 %
# 1L (GZDV)
FZUER R L
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(3) HEMRE
7. BNEIC L BRER
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(3) BEEIREMR

T LHRIES AL, SRERRIEE B X OREBIRYRAE 7302 & B PRIERE R S
5,
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HLMER G L
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HMER L
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DIEHKR VUE S E

(%]
AFOREIC &Y BUNHY 5 5 b B0 T, HECMEFIRE £
SHE. BEOREE+HIEET S L,

#2] CROBZIIIHS LEnwT L)

(1) B Bk 25 750/ mmB i WAZAE 7 0 ¥ U EAS7.5g/dL KA L 72
B (72 LUEEETH 2 HIVEGSE SRR L, A& 3B opt HIV
AL D ERREBRAEND O &) ([EELRERNERE 3)] OmH
ZHR) [IFPEkEk, ~NEZOE VEAPEICHAT A I LN D S,

©2) AHNDEEG \xt L BUE OBEERE O H 5 B

@) 4 7787 x PG o BEIME AR L7 & OMEN D 5 ( [H
HER] ©EZBR).]

[V.IBHEICET2HE 1. ZeXUERR] 0ESH,

[V.IBEICBET 2HE 2. HERUHE] OEHBH,

EERE CROBZICIIERICESTHIL)

(1) 1 H ERF 1000/ mm® A X AEANE 7 10 ¥ A5 9.5g/dL Al 0 i
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1) AFNE HIVIEGSE ORGEEE TIE 2 W &2 5, B RIEYYE %
Gt HIV BYSE OHME R 1 PE ) 5095 & 585 LT A il etk s d 5 o T,
KRNG5 BME RO FERREOZEICOVTIE, §NTHYEICHSE
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2) A#H % & THAOPHIV S, MEREAOI MEHE 4z i L 724
ZAO HIV EGD a2 T 850089 22 EEEH S Tn e vy,

3)$ﬂuﬁﬁ¢ﬁﬁ%<ﬂ6hfu6:t#%\@ﬁf%ﬁént%
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HAEH] OEBH),

Q) AKKOFGZ X ) BEEMHEI LSS S bR BEDT, HGHBHES 7 AR
A7p & 2B I MEARE 2TV, ZORIIRIEL » ABOR
ErfiH 2 L,

@) AHI M O PLHIV ZEIZ X B IEEEBRSEL, o, FERETH S
HIV i 12 X ) fF Bk 750/ mmB kil LI ANE 7 0¥ v fE)
7@ML%&’&&Lt&ﬂWéné$%’ﬂtf I, B LEOERE
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i - febaidr
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5IENDH B,
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ICEHEE LS A
TL0EEZLNTW
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#91/3 129 LA 254y
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FAF v, FFEULE
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ESHIOF@I R/ anivg i ZiEEEIN
DEPEAHIRI SN B 2 &
BEZHLNT WA,

TN aF =),
RATINVIaAF I — )

ANF D 5 25 ML HY IR FEE 2% 84 %
FAT 2 EOHEDVDH LD,

KKND 7V 70 v s
BARICHES RS Z LA
EZHNTWAh,

) hFEN

AFH) D i s ML AR IR EE Y27 %
WA L AUC 2525 % A+
b EDWENH BN,

ARHND 7V 70 v RISEH
RSB 2 EDEZ LN
Tb\%O

V77T

KHEOLEH )T T v AN
¥2.5fEInL ., AUC 2%
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8. EIfFH
(1) BIfEAHO#HE

A0

RARAEIR - 5B 5k

W - fakRiA 1

oV TI

fANCBT L= VT Y
v ) VAR L
H =TV OREDIRES
T 5 EDHENDH D DT,
KFN =V TV v Dbt
FHERIIEET B 2 b T
Ly,

ARHIHHLPNZ B B4 =
NTY DY) v BRI % S
TAHILEFEZLRTWY
%o

DRAR I

n vitro \IZBW T /NE) &~
EDPERIC X ) RBI OB F
DTS B L DMENDH B
DT, KFIE Y NE) v
BERRE LR A 2 LA
F Ly,

AHNOMBLHNZ BT 5 1)~
AL SBEICHE SN D
ZENEROLNT VA,

atovaquone

(EINARFETE)

AF D AUC%°33 % b5 L\
v o1 Y RISEAR D B
M HREEEAT19 %R L 72,

AR D771 s BIaE)
FHESNSE ZEDEZ LN
TWwa,

¥ N7 2500 X iE 600mg/
H% 3B H&5 L7286 T
i3, BAEO M RED LA
W&, BITEH OSSR
WEAT L REMEIE R e
%z HiLh D, atovaquone
L) ECERST A5G
Wi, TR T A 2 L,

(% W T—%)

B D HIV &g 5 10 L& (JEH50 %, &EE 28 %, mAK{L
22% A& A 1) — 945kcal) BIUEHZIZY F 7Y~ 100mg it 250mg % #F
%5 L7234, ZBERFIC X Cmax A550 %K T L. H i L Hh i 8 1) 7 E iy
] (Tmax) 258 3F5A BAEE L7229, 11610 HIV &G EH I B W TEHE
(1Y 25g) EHUERICY R 7Y 200mg 2 #%0#% 5 L 728412, Cmax A%
68 % AT L. FH i I (MRT) 2% L2 52 4E L 7278, AUC, Tmax. #&£
BT LB AROTE 7)) T 7 2 ACHEELEALIED 5Nk po 72,

KAEBI 157 B, 76651 (48.41%) \CRIVEH RO S, EREIERIZE
M, KERVER M5 O AR IMERFE E 36 61 (22.93 %) . HIMERGED . FERER R
AEEO P MLER - FPSREE 2960 (18.47 %), M. ARAE. BEHSO
HALEREE 296 (1847 %) Th o7z (FHHAEKTH)

4 7

[y

(B2EH)

KFENFR G X HEWER &, JFREAETH 5 HIVIELE F 7213 APHE ISR T
50D xHNT LI EVWEELGEED DL, BIEHOFEIEIT, HIVE
YUEDMEITE L HICE R AEIMNICH Y, FRIZINHDEFIZOWTITE
EICBIRT A2 L, RENGERT A2EIEH & E 2 5N AEI121F, &5+
1L F 723 EE ATV, WIMEOMBY) 2 0UE 2179 2 &,
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EIR

KDL BIERDED DML EDHHDT, BRI ZAT) 7 L
BhE TSIV, BEIED S NEAIE, G E IR 5 % S 7
ML ZATH 2 &,
1) EELMAEESE : BERARMEN (BEEFRED), FFHRE (BEE
D), AMmMEKS (BEEARED), Bl (24.84 %) . HMERRD
(17.83%) . 1FHhifiEd (8.28%). IM/IMEES (5.10%)
2) H - OFRLE (BEERHD)
3) BT K=Y 2R VIEIHIREC & 2EEOIFIEX (BREH) (W FhHEEFRH)
4) TADLARRE EERED)
5) R (BEEARED)

) ARERGIHNADOARTRD 5N TV LRNEHIZ O W TIIBEAR & L7z,

(BRER) °7
1) ARHF) O F 7 BN E ML R ERR A 3513 A B i< d 5,
MR LA . HE &G EICHEB L, 17 L 7 Emet HIV &G 8 E
REEAMANE O E VRE, BRI E 7213 CD4 o B 1S B IS
WEINTVDE, MIEER, VBRI TEETIE, FriEdRs) 27
753‘1% j— 38)O

NEZOE VRERAD L R DEMIZ, ¥ N7 Y VHEBER, B <T2~4
A, £ <134~ 6 MBI 5, FR B L EEGERLG6 ~ 8
WIS 5, Bl & R ERRATE . RAIOF Ik £ 7213 E TH
BT 5, wFpEkign (R EREMBR) FEO72D, 74 VT T ATF A,
Jary¥Frr bbb FG-CSFELHULABGEMRIDMEH I N TS, =R T
FrTIVT 7, VareFy b)) AuRTF CEFPEMIEHEIHEH S
., EEOEIMIGHEIIZLEOWIMALETH S,

RANFHF MR MIIARIMERO AR EDOFE R Z ) . MCV OB NN ARIFERZE
fbe LThbbi, AL LMEHEEOWMITRE L % 5, KRFEMEA
M — I KERE R EARFERIETH 539, Lo L, FRERELE R EEA
& (RFERE) 29 IEEREEM O F 2 s Tnb,

2) 9 - MELFLE
EWNIZBWCHAET TIBB L7EMZ1IBITH Y, 5B 25 7 B
BAIRIE, OMEILIL KRB L OLEEIFE 21D O o MM LAEHFEH
L7z AAOHEG 2L L, Y35 ) A8H], FRFHABLOTIVTI v
WHOKGZFIE L. 40 TEELTB Y . WREBRIIAHTH - 72,
% B, HIVEGHE IS ) D R LA RFEOHRE S 5 5 1Y

3) BT Y K=Y AL UVBHLEICL2EEDEA (BBIHFT)

R FMIE 2 LD WG IIRLEE 7 3 P — Y AT NG ST\ 5 1249
FUEET ¥ F— 2 ADFFHIE M 208U THETT L BRI S0 % PR 2 £k
VB OB IMAE RO IRERRE It b v, BT 2 F—2 X
2 X BIECHIOHITIE, ORI B & 2 RO MATIEFLEE T > K —
SADEHN D 5770 LT Y F— 3 ZAOFRBEEIIAHTH Y . KRG
EHaIcHHEI TR, £ OHETIE, BHEIERANEZLHLED6
# ARG STV 5o REDOTEEAEHY MO 2 74 % BRI A
WAFNE, I ha ¥ YT DNAGHMERTH D y —K) X7 —LHEE
HERIEL, LBREAREZHMT A LDIEET Y F—Y ADRH 7 7~
F—ThHbHIEDREEINT VD,

FHEDIRIFSARE S BE TS SN TWE Y, JFEE0E#IE
FEEL BRI BT WA TR, TR DR R Bl s E N T AT
IF—VPREEO LR ED, BRLZIENIF, EETOTAMOE KBS




WRIGRHILAE 2 k) BEDOFEIFED 5N L, %L DETEHNI LT, 2D
% AR S PEF I TH - 720 AARG-EZ 2B 5 EE DR
FOZEBEFIAHTH O . RRBERIT T I3 S Tw v, TR
DL L DEETIZ, BEEIAANZLR L6 2 ARG INTwh, 1
7 ¥ F— A% k) AL % &0 EEONHEE L Aot ¥ 7+
F URBAROPLT A N AR RO LRI A IV AH &5 S 7 B
FNICHE SN TV L, LA L, FFESCEE 2 O hEEE o BRI,
SEZ ST TEEOBIEREH Y A VARIEE 2T TB 63, — AR
BP WAIDS BEHONCHRE SN TWSE Z L0 b 2N S OFEDFEEER R
YU A NV AR OEBERAERIZE B D09 IS 2 TlE v,

F 72, REWG-BEE G CHRET AT oW, BUE %% &
OARKIBEEFROBEDRENICH 5,

4) ThhhtERE

ARFH) 200mg % 4 Wi 43 12551 o AIDS B & T 5-BAiG 1 48 FE R LA 12
DR BEEL. RREAE. S, HEED S 2 AMREESEH L2 K
FI4x 51k A8 R DAY ISR 12 148 L 7225, e 5-C 72 BRI DALY
W5 L, 36BFRIRICIEIE LoD 50 TADARREIED R O 5
BEcHE SN, HERGBH1» ARICEBL, Bix5THEE L, K
REROWIEIL 2 STV WS, FifE R OREE T HIV BEGE O iR
KOO & O THATED HIVEGHEBEZ ISEHEETH - 72,

5) BER

W BUTLAERENE DY )V DL ik A _EERILEGERT, ¥
N7V VE6BI, V¥ Y T50mgBE31BI, V& /v 500mg #1751
WIREDPROENT VDL Y, b, ENIZBWTTTEMEREEB X Ok
DEALH P HE SN TV 5D,



2) Z DD EITER

PUF D &9 ZEIWEI A S b b 72121, ERICIE U Ty 2 LB 217 )
Z&,

5% I 0.1%~5% i SRR AN ™
ki3 U SH IR
HALER BHAR BN AR LN THALAS B e T R L s
(6.37%) . TR TR A A
W% (6.37%) . I T O TN
&4, (12.10%) %
EN_TIRIN U (5.73%) | F8EL B EK I | R IE KB IR, T

T T 9 5 e AR G >
PEo A R (W A
R HR I M T A B
11 O JE W5 i A 352508 i
MR B0 s RS0

T HT- B e e A il S
(AST (GOT), ALT (GPT)
o LA
YL BHIR PEIRBEE, B A4 | R, 2R
iy AP 3478 — B f
R R i MR AAE TR OL O,
NN RN ]
LA RH S i R A
I DIRTE T #E AL R
kI S I R AR A KU
R[] D iR &
TEER % MR O
- 2 P05 ] 12 | 5k M L TR B
g5, Bt B e gk
B 595 IR, HRRE FESE
i S RS - K2 -
Ik oo 3k 25
Z D %W MR B, S, BRI, TR

AL FLPS | s FLIR I LAE

1) BEEERE LB ORTRD LN TV LENEH IO W TIIEHE R & L7z,

(BRER)
HibE -
i EE R T 7T £ REEIC L s ISR BL L 72—
MbgsmETh ), L) ETLHIVEAECEHERG BE S IC 8
L 720 AFH)100mg X 5[0/ H % 5-05 12 BT 2 HEAEEE HIV B & Ol S F8 3=
3R3% CThHotze T, HETREE, HFE. B, SR, s,
B I & TS IARIR G- B E RS SN TV A, 77 bR & ARk
DHETH V. HRBERITIRETIE 2,
EHIEIR
VR, SEEL. BRI, BEJUIE. B EKERER. MiEOMmEDH B A, W
MRB L OWF IR TH 5,
Jirie
1% AST (GOT). LDH., Al-P % &R REMAED FA-25AR K1 58 123
HINTWD, BHITIE, RAEGFGER 2 — 3B MERE R LA
L. ZE5FIETHERMEICRD . FR5LTh EA Ladr o7,



Bl
FHEETIE, PEREE, SR, HIREDRHSDONDLZ DD 5,
Ets
IR AARAI G- BHED 8% IZA LN, “HEMIKRE T 77 v REEIC
LX) EHEICEH LY, @ERICBI 2 EEOEME I A /80—,
IR RARDIEEREDNARAFIR G BB AN DD b, £ DA,
IFNY=RERUHRILY R TV U EERE65~12 7 ARRIZBI D,
WA, s, Sl RERA . iEH#E (2 V75 %+ —+, LDH)
OEADPEHHTH L, £ OMETIE, I H/30 =335 Hh1k1 ~ 2,80
BIZEE L, BUEREIZ6 ~8HEM T TICmET S, Lo L. sk oms
RO 2 v IR ISR R, B Ch 250, FERREME I A8y
— DSARKIIER G- AIDS BEIC DG S, HIVERICOBMENH 5 & EBbh
%o AEISy —DNAR) A F7—¥EHEL, I Fa>r ) 7TODNAKERE
BHES 22T BWI Mary N T EEEL, ZORKBHAEATO A
VE—RREFHR TR RIE S5, HIVEGHEE TORAIEM I 43
—=E 3 M a Y N 7B AARANOEREN R L RE T I LR O
FIERT L EE2 5LL,
TR
AR, g, BHEAL, AR SHERGEEICEHEIIAONS, HE
HILEGRERICB W T, EEDHN &EARRO AN T T v R GHEICHB L TX
D ESHEE ISR L o T 5 72,
KRBIROWTE 1L 7% STV R WA, BlildrE, 5 DIREE, RAREDKT .,
YR, %oEfE, BERR, THRENS 25 F ) EEHITHRE SN TWwD,
AN, $EEL. O DN, AhEEmEL R, IR, WEBRBRELREINTw S
A5, PHRE R RIRBIR TR L Ty,
TEBRE
MENEND S bb 2 EDdh b,
I 2F
WP PRI, B, SRR, WHSEZE, A, BlERER, HESH LN Z LT
H5b
WEE
TFH747F=FIFMEEINTVD, B8, 595, BE, WL, MEH,
FHAR, B, $EEL. MIEEEE LA 2O % 2 ME U H L
720 PBREPHEZ fED 2\, M B O RIE % 55 & 3 5 H IERBE P I
RKOMEDH B, MERIIFERZEV, BEISTHLEER LMD,
g -
BT BEPARRGBEIHE SN TVEY, 7T bR RHE5EEICLHH
LTBY ., KERARITHMEICHEE L Ty,
FROBOMDORLENY B 7Y 0 HGEEICEFNICHE SN TS,
HIV &G B NEE T3 2 RKF GG 2 ~ 6 ARZICB VT, FoMOHEK
JEEBIZHE C F o IPWELDSHA L 2 1) FROZGOIE DN TIF 4L
BCHEIH L7z FERICE =7 LA OB ARAG R oo Bz (HABA
REt) ICHESNTWVS, BOICIREEIINSEIIRY, $2, mikEs
DFED B> 720 RFPFENEBRIIAARL L 282y 7 XN IFRAICEE
BB ICHE SN TWwE, MEBOBREKRIIAHTH 5, O F A%OBEBILE
PERZ JEBEC LRSI OB OB RILE b T 72, KA G HINOBERLE LY B
CL72EBN S ST b,
Z DA
TE5e, ZHERH L bNL I ENH L,



(2) BERIRIEARIREE
RUBRKEEEREE

2=

< [ Pl R A (2 BT 2 i > (BT

T )

R KGRI 2 D A A D =
W% U T il
i N bt B % 7 53 58
i i i 11 # 12 145 157
AlOE O 5E BLO9E BB 11 65 76
HlOE O 3 OB MR 26 165 191
RIAEH SEBLEB % (%) 91.67 44.83 48.41
28 - Rz A wi i 0 4 (2.76) 4 (2.55)
RIS 0 1(0.69) 1(0.64)
PR 0 1 (0.69) 1 (0.64)
3 E 0 2 (1.38) 2 (1.27)
HHX - SRR AR R I 0 1 (0.69) 1(0.64)
O F 0 2 (1.38) 2 (1.27)
L 5 0 1 (0.69) 1 (0.64)
v | 0 1(0.69) 1(0.64)
R 1) 0 1 (0.69) 1(0.64)
H O 0 1 (0.69) 1 (0.64)
Z DAL R BRI i 0 1 (0.69) 1(0.64)
R 51220 0 1 (0.69) 1 (0.64)
i e i 0 1 (0.69) 1(0.64)
o R 0 1(0.69) 1 (0.64)
AL 4 (33.33) 25 (17.24) 29 (18.47)
5 HH O 0 1 (0.69) 1(0.64)
Wi AR 3 (25.00) 16 (11.03) 19 (12.10)
M 1 (8.33) 6 (4.14) 7 (4.46)
| 0 1 (0.69) 1 (0.64)
BEHRAIR 2 (16.67) 8 (5.52) 10 (6.37)
g s 2 (16.67) 8 (5.52) 10 (6.37)
1 i 0 1 (0.69) 1 (0.64)
33205 9T 0 1 (0.69) 1 (0.64)
THALE B 0 4 (2.76) 4 (2.55)
FEHE - HHAE R s 5 0 9 (6.21) 9 (5.73)
iR RS 0 1(0.69) 1 (0.64)
A S H 0 3 (2.07) 3(1.91)
AST(GOT) L& (i) 0 4 (2.76) 4 (2.55)
ALT(GPT) k& (i) 0 3 (2.07) 3(1.91)
BFl%ESE B 5 0 1 (0.69) 1 (0.64)
AR - SREERE 0 3(2.07) 3(1.91)
FTNHITHAT7H—¥ 5. 0 1 (0.69) 1 (0.64)
LDH L5 0 1 (0.69) 1 (0.64)
5 2 [ IfLE 0 1 (0.69) 1 (0.64)
O - MEFREE (%) 0 1 (0.69) 1(0.64)
IR N 0 1 (0.69) 1 (0.64)
AR I R g 6 (50.00) 30 (20.69) 36 (22.93)
BRI 0 2 (1.38) 2(1.27)
7o 9 (75.00) 30 (20.69) 39 (24.84)
FIILER - HE N SR R 5 (41.67) 24 (16.55) 29 (18.47)
ok ERIR A (i) 5(41.67) 8 (5.52) 13 (8.28)
HIMLERIR A (i) 1 (8.33) 27 (18.62) 28 (17.83)
I /INARC - M I 5 O s 1(8.33) 8 (5.52) 9 (5.73)
I/ NP E 0 1(0.69) 1 (0.64)
IR A (iE) 1(8.33) 7 (4.83) 8 (5.10)
WA TR i S i i 0 2 (1.38) 2 (1.27)
B E SR 0 1 (0.69) 1 (0.64)
PEIR B 2 0 1 (0.69) 1 (0.64)
PEIR B EE 0 1 (0.69) 1 (0.64)
— Y 4 By i 1 (8.33) 13 (8.97) 14 (8.92)
9 9m 0 9 (6.21) 9 (5.73)
5 Bk 2 (16.67) 1 (0.69) 3(1.91)
& =B % 0 5 (3.45) 5(3.18)

* [ —JEB) CHEMIZEBL L 7235 5 12X 2 O fREA 7 &~ b

(198749 H 18 H ~19934F9 H 17H)




<BIMCBVWTERINAET S RANR_EEREHRRAR >
1) BBV TERS N2 4TEEO —BERESHR
W N 972 B2 515 B BINERT B & OB WA 505 00 5 BRI % 3L B )
P GBI T RICR L7050,

o oA & 5 R
VTV NGITV N VNIV TN TIVU TN TTY
(600mg/ H) | (600mg/H) | (600mg/H)| (600mg/H)| (600mg/H)
ATE DR SNY ERESD FONS
(300mg/ H)| (600mg/H)|(2.25mg/H)
(n=230) (n=87) (n=251) (n=318) (n=86)
HAbER (%) (%) (%) (%) (%)
MR 29 26 33 32 22
i 22 32 18 22 23
M 1H- 12 9 13 13 10
HALA R 5 11 5 7 6
BRI 7 5 10 10 7
i3] 11 - 9 - -
A% 2 7 2 2 8
iR SEATEN 3 - 6 - -
Edzyies 3 5 5 3 2
TR R
Za—aINy— 10 20 12 8 22
fi [t - 7 17 11 12 8
9 DI 4 15 9 11 12
OF W 4 6 10 6 9
L& 6 9 4 6 8
JE G <1 5 2 2 0
i3
IR ERAFEMCV )8 53 52 30 40 8
ARIMERIR A 48 20 32 43 13
I ERIR A 30 37 32 33 37
AY 27y MERD 28 11 22 29 17
NEFTVE VEA 25 14 19 27 17
H I ERIR A 32 26 22 24 20
MR A 7 20 7 9 17
) ¥ NHTRE 5 17 9 7 12
) VOSBRI 5 7 8 6 30
E=iilh 4 0 4 5 3
JH sk
LDHLEH 24 27 25 24 48
AST (GOT) E5- 24 24 20 19 33
ALT (GPT) b5 18 18 20 19 25
v Y MEES 9 5 8 8 5
Al-P L& 6 7 7 5 15
Nk
M H PR 15 9 5 7 8
miEz vryi=ra 4 7 3 2 1
- T L 1) FHELAC BT B B



FEN S /I S N 5
VRTVV| FITVY| VTV VTV VRTVY
(600mg/H) | (600mg/H) | (600mg/H)| 600mg/H) | 600mg/H)
A DR 5379y | 53 rvyEs ey
(300mg/ H) | (600mg/H)|(2.25mg/H)
(n=230) (n=87) (n=251) (n=3198) (n=86)
EX-gIIIN (%) (%) (%) (%) (%)
GF 27 40 35 29 34
BB - &5 23 33 27 23 35
P i s 12 14 10 13 14
P 2 7 3 4 7
I 2
P 11 24 20 13 19
% 13 16 18 17 26
B 10 6 9 12 14
EXiS S 5 5 10 5 6
HIETN AP 7 9 7 7 5
HiE% <1 7 2 2 3
TP o 3 5 6 4 3
TEGE % 2 5 5 4 3
IR
T - AR 10 28 12 14 22
5 I 975 6 8 8 3 12
P . 3 5 2 3 8
I 555 5 6 5 5 7
BT
7 UL E— <1 5 1 2 8
B &
K5 6 10 9 6 15
ZETF 7 9 8 6 7
T2 <1 9 2 2 2
Fisg - L 4 7 7 3 12
TR 5 5 3 3 13
Kz J ¢ 2 5 3 2 0
Z ot
CK(CPK) -5 25 37 30 28 42
AL T 29 29 28 33 39
M- 21 27 30 23 26
N 7RS4 RS 23 27 24 23 25
MR EAS T 12 18 17 21 23
BEMET 21 18 18 15 12
e 5 6 17 12 10 8
%IV AFO—N -5 4 17 12 8 13
KEA LA 14 16 12 13 30

NSO HERILBHBRIZB W T, FRBREAIR SRR, BIEA B &
ORISR OFEBHE 2 R Ao 720



2) HIVEBEIEICW TR R TILeTE /D F 3T 2ECOGHEARE
EEVRT I UHEBBREDEEAZEGSRILESHE (Deltaztiz) ©
V. BEICETAHE 3. BUREGE (1) BR%IE 2) o B (P.7) O
R, VR7YVHMBICHEBRLT, V¥ /ot E Ly
CYOBHIZE 287 RITEHOREBRIIRD S0 o 72,

3) IAXBEE/LIIETLLARCEEICSEIZ Y NI DBREEETEIC
MY 2ERRER"
V. GEICHT AHE 3. ERREGE (1) ER#AR 3) oMk (P.7) o
i, BIMERISEBUHEEIC DV T, WEERICZIERR0 SNt o 2,

BOE R % R OE K

2 [l 4% 5T 6 [l 5-1f

(n=162) (n=158)
St Hgb < 8.0g/dL 14% 16%
fFhEkE | < 1000/mm? 42% 42%
Iy 15% 18%
SH O 12% 11%
) JIE 6% 5%
i3 PRI 1% 5%
IS 4% 4%

4) I XBEIINTZY RNT VL ORBEBHRSEICL DEEAE) FF115E&Y
V. BHFEICETAHE 3. BUREGE (1) BRZIE 4) oRE (P.7) O
R, KHBE TR Y P 7Y VI 2EWER O 205 F 1k L 72 e 61X
TTBN L DTz, BB L O Bk O FS BRI 211329 %
(77/262) . 37 % (96/262) TwHERED 39 % (101/262), 51 % (134/262)
A A o 7208, BEIE OB IEEHERF D68 % (177/262) 12 HAYK
HERET8 % (205/262) TEMP->Tz0 ZDOMOENEFFEHZRICMEER T
EIIRO LN h o7,

5) EERMEHIVBREICH 1T 5 _EGRLEEHERY
V. HRICETAHEE 3. BUREGE (1) BRZIE 5) ok (P.8) o
AR, BB X R ERgPoRBETZEREN Y F 7Y 2 500mg/H
#1.1% (5/453). 1.8 % (8/453). [ 1500mg/H#E6.4 % (29/457).
6.4% (29/457), 77 R#02% (1/428). 1.6 % (7/428) Td -7z,
VRTV U ELEG LEEIIBY T, ARICEHEOBVEIERIZETE,
U, MERUEE. AR, ER., B WEH, D FWTh o7z,

<EROEEKRRE CORIFEARERR > Y
V. GEICHET AHE 3. BUREEE (4) BEERRER 2) HEGAR<S
% ENTORFE> (P.8) D%, BIERIZ4260% 306 (71.4%) 125
B L7, BB LEIWER D% AGRIMERE O A2 D O B R R A E
BETHoTl,



(3) BB, AOHE. B | <ENSUHBETEICS) B> (R TH)
EERVCEROEESE * [ HEB CHEIZE B L 235 5123 2 OHIEH » > b
=1 % =1 % =1 .
EBRIOBIEAREEE 5 WEHEIE | o | g g |
P | B 140 63 163 45.00
B ek 5 2 2 40.00
4 |~ 205 50 15 43 30.00
| 21~44i% 83 44 109 53.01
W g5~ 12 6 13 50.00
AIDS 36 21 64 58.33
ErBEEZ L 0 0 0 0.00
ShED 36 21 64 58.33
o T R 37 18 16 18.65
H EEREZ L 2 1 1 50.00
B aifiED ) 35 17 45 48.57
I B PE IV IR G i 55 21 39 38.18
B abisis L 9 6 18 66.67
Al EhED 46 15 21 32.61
ZDfth 17 5 16 29.41
AHEREZ L 2 1 1 50.00
BHHED D 15 4 15 26.67
i [ <30 144 23 48 15.97
Q% =90 129 22 35 17.05
B =180 118 8 30 6.78
A 180< 98 6 33 6.12
ENER] 1 6 19 600.00
<400 115 45 98 39.13
% ~207% a4 12 26 27.27
. 21 ~447% 61 29 63 4754
|| 45~ 10 1 9 40.00
| 400< =800 25 15 53 60.00
1| ~208 5 2 16 40.00
gﬁ 21~4475% 18 11 33 61.11
= | [45m~ 2 2 4 100.00
M —800<  =1200 5 5 14 100.00
me | [ ~20%% 1 1 1 100.00
/ 21~ 447 1 1 13 100.00
Bl em< 0 0 0 0.00
<10 144 23 46 15.97
~207% 49 3 6 6.12
21 ~447% 33 17 35 20.48
4555~ 12 3 5 25.00
4| =50 132 26 47 19.70
Lo ~205% 49 7 9 14.29
: 21 ~447% 74 17 34 22.97
W1 | 458~ 9 2 4 22.22
| <100 104 6 22 5.77
= ~207% 44 3 7 6.82
£ 21~ 44 53 2 13 3.77
Gl 455~ 7 1 2 14.29
~ | 100< 71 4 31 5.63
g ~208% 31 0 15 0.00
ampeenr 38 4 15 10.53
B [asme~ 2 0 1 0.00
R 1 6 19 600.00
~208% 1 2 6 200.00
21 ~447% 0 4 12 0.00
455% ~ 0 0 1 0.00




(4) BT LILF —(CHT
5 EBRUVHRE

9. EEMENDKRS

10. Him. Ew. RIS
D5

o o | BWERZEE | BIVEHZEE | BIVEH3E
I I T S R
4 48 12 26 25.00
o | & 95 51 132 53.68
MREERES 3 0 0 0.00
» Sl A i 3 43 25 72 58.14
R R 51 29 84 56.86
# | | PUEDE 33 22 68 66.67
MEEIAT 59 35 102 50.32
A~ B 2 2 7 100.00
[ 117 49 115 41.88
e | A 27 15 46 55.56
I 1 1 4 100.00
4 75 27 55 36.00
gl A 70 38 110 54.29
Tg FA RS 49 29 86 59.18
wl [ EE 2 2 5 100.00
Zof 44 22 64 50.00
crl <100 34 17 55 50.00
D Wl 100= 67 28 58 41.79
A 44 20 52 45.45
E% Fiis 129 58 141 44.96
w H 16 7 24 43.75
woRE 145 65 165 44.83

[2. #ENELZzoHB] OBEBLC [(1) BWEHOME 2) £0MMoREIfE

H BEBoE | DIHZH

AFN, T U TR S B S PRI S NS5, il TR
REXITEREREAET L T d 2 e Bz @Il iR A6 5 B¢
N BDT, BEDIREZHE L 2P OHEICHRSG§5 2 &( [FHEYH
Rl OHZH).

(D) 47 IR L T A et 0 b 2 i N2 iE, 68 L OB LR
P BB &M ENDLEEICOATET LI L, [AFIZe MEigz
Wl A, WARDIMEERY K7 e, 8o B o gk
BELFLTHDE I ENFESNTVL P, F 72, KHHNE RIS I
FIMERD DNAICEL Y AT 72 & W) HENDH L P, T v b OZIEEE
O A gt e 3 ER (50, 150, 450mg/kg/ H. 1 H 2[01#%5)TlE, RO
FEREZ IR IRRIER OB, & HER IR ERE DA A S,
T2, o HORET, JRIEICI bar Y 7EE OOH R OB
BICBIFAIPIY P T IRV =) RO LNTE DHEDDH B9,
X7 LAy FREEERFEHESR (NRTD) % 75 P8R 3 E E 1
BENTAERROALRIZBNT, I bar N TEEICLLEEZ
SN LM T—BUOMBEILRMED LAPHES R TWE, /2, JE
WIZENICHBRIE, TA»AMIIE, hoMiEREIRESNL T
Bo LLLEDSH, INSHL L NRTIOFEHNEG., JEENERL
O BEMEIIHET LTV, ]

Q) AR O NI ARF G RA LT S5 2 &, [RRORG S
72V 7Yy (200mg. H[EEZS) &, b PRLEH RS AL T
HOEELFERETHSEZ EDRRESIN TS, ]




1. NBEEADKRES

12. BRRBREGRICRIZT

B2 38R
o

13. BE®KRS

14, WA LR OEFIZ
DEE (BEZHICEE
TREWABBEE)

15. ZDbDEE

MNREFEIZBT 5 ZEMROEHEREL SN TH RO T, HRLEOEL
MR ekt Bl s L SN DG EIC0ORKG$TH I L,

([VI. SEWEhREICE T AIHE 2. EYHRER/IT 2 —% (8) /INESEICBI
%Y ENEE | OIHS)

UEA L

IR EBANTE0g £ TOBEHGDHREDVDH LM, WINSEFN LS DT
G hadole INSICHBLTASNADIRBERME T ZIFREOES - K
H:Tdh o7z, MEFHIEBE—\BETH)EERDDIE L2725,

REAR] B BESs . © F v, BBHR, $EELSEE O IR 7 iR IAE TR A3 58
WL 35D B MM 36g iR L. D 3REMMBRICRAN L B EE 2
ONBLREEVHEB L 2ESH V. REIDAOE K ILFETE &
o720 EBIE D, KEET A BEIED & \IE L7z,

(L | RF O s 51253 A RN 2 FHEFIE v, Wil IZEE OIE
RIS U CT— MR HERE 217 ) o ME S EA CELE2SEH L T
AT, EROWINE HET 5008 (8o, 5% R A S
AT o LM AR O LE b A ORI X ) LB TH XY
Y o IMLEEN RIE BN TIEAANTIT L A LBEE SN THRIEET
&\,

TEHEAT Ay T 7 IIARARIERE (20§ 2 AH O B 2 e L 7o aBRId i S T
W 51T, T L) RATENINT 5 A ELRZEIL, AR OZEHIEH 2
SIITFHTE R, LA Lo, BEOEIRRE T 72 IR IERE LT
AYEIid, BB OBRKRIRES L UARHOAEFROFFHISHE T 5 2 &5

ERIZ(TEE ; PTP W D#EKIIPTP Y — bW L TIRAT 2 &9
BEg 52 & (PTP Y — hOBAKIC L ), FEWCSAEEATEEREEA~H] A L,
FIZI3ELE B2 L THBAASEOREZAMELZIHRT S 2 LA X
nTwi),

(D in vitroDFRERIZBWT, TAE) U A VY KX Z VO 7V a v
MBI L DCE SN EADPEFO 7V 70 v gfag e lE Lz L
DREH B 5 %),

(2) D3 AJE RS CRBR AR I MEBY W | REIESS ST L 72 L 052D 5
[~ A (20, 30, 40mg/kg/H. 1 H 1RE#FZFOHE) ROT v b (80,
220, 300mg/kg/H. 1H1EEOHES) 2B 2B ARERE T, B
LR (7 ABHER 5/60, 7 v MEHERE2/60) 25D LN
7257, ]

() ¥ AIZBIT BRMEHEETE 2 L A AEMERB TROED D 5,

1) mKiit= (420mg/kg/JEFEIARE) %4012 ~ 18 H (iR ~ K M)
G- SN BE A S OHAERICB VLT, WA 1ER, i, FRD
WA A 5 25 D B T8 A2 S D HE N ASRR D H 172 %),

2) BRI He 40me/kg % AR 10 H 22 5 5508 % #% CHEFL £ TG L 72,
Bl&f S EEFLRIEHAERICHEZEHB24 7 A TR LZEZ A,
B IREARI R BRI RO bz, ZoEiEER (2) o
AR TR O N E I DR AR OF A & FETH -




7259,
(4) AKI DRI DOV TROHE DD B o

1) Ames SERCIZZEREMIZED O N b o 705, <™ 2 ¥ SFEHIG
FRORIETRAERRBICB W THWEREMZR L, in vitro
DRI IR 35 T % 72 L 72 57,

2) T EHin vivo R R E RT3 R A R OIRBHE D 5 h
Bapo fA, b NEEREY VSERE 7 in vitro Jefu kR ERBR, 5
v RO A& T in vivo /NGB ER T Y tn R B S5 VR Y2
OHNT, F/2, 11 A AIDS BHORMIMY) »8FRIZBW T, R
AR B IR IR & Tl L C et (R R D R o 72 & DR
S By 2 600

3) AHAIHHN AIDS i 0 11113k DNA B 08 03 5 1 1 1 Bk o>
DNAIZHY A7z L OEDD 5 %,




X. FEERIREERICEI Y 21RH

2.
(1) HExSE%HAR

. —HREEIE

5 M

(2) RIERGEMHHER

(3) LB EHEHER

(4) Z DIbDEFHRESE

AR PR - IEBRER. BEUESR . RIERESR, PUSE, #m. Al

}7:'K\

BIMES L OEAERE ST 2EHEY YA, Iy b A X, Fa, E

LVEY PBLOYHELHCTHE LR, VN7 Y v OEMVEH IR

oS

bDTHo77,

LDsofti (mg/kg)

P 5-#E % IR I
B g 2 g 2
<A >750 >750 3,568 3,062
vk >750 >750 3,084 3,683
D 7y MBI AREO%HS3 7 AkEE (56, 167, 500mg/kg/H. 1 H 2[[#%
5) TIREREIROONE o7z, RAEZEREIL167Tmg/kg/H L% 2
S5N5 6,
2) FIVIIBI LRG3 » A#E (35, 100, 300mg/kg/H. 1 H 2[5

4)

1)

1)

T, ERGHICAN GRIMEKE, NEZ0E YOI AL
A, AREICEI DAL, BHAETLIECIEROONT., RAEYES
l&35mg/kg/ HULF & &z 55,

F v MIBULREOH%SG-6 7 HikER (50, 150, 500mg/kg/H. 1H 2[[H%
5) oEHEB X127 ARER (50, 150, 450mg/kg/H. 1 H 2[E1#%5-)
OHB L CEHERICEIMARO SN2h, KEICX Y EE L7z, &K

MR 150me/kg/H (6 7 H3WER) . 50mg/kg/H (12 » AXER) &%
ZoN5,
FLICBITAROFES 67 AB L1127 A#E (WFnd 35, 100,

300mg/kg/H. 1H2M0#5) TEEGHICEMAASN, FFRIZBT
%A B L UK MARMERORERE R OBEHINABIE S 72h5, = H
ETHREINTBDO SN L h o7z, R E L 35me/kg/ HUF EZ 2
bhb,

7y N BEUY Y FOREMBMET 24T > AR (70
125, 250, 500mg/kg/H. 7+ 50, 150, 500mg/kg/H. 1H 2[5
TIIEFAEH RO S N o 726,

7 v b OZEREB L R AERERER (50, 150, 450mg/kg. 1 H 2 [A#%
5) TlE, B I OEHERICRIERIPEEOEI. SHE IR IR
REBOWMD A LN, T v POEENB X RN TIE, BEpr
DN LD o7,

A AR ER

<~ Z (20, 30, 40mg/kg/H. 1 H1E&FO&EG) BL T v b (80,
220, 300mg/kg/H. 1 H 1 WIFEO#HS) 28175 TIE, S TR
KR LR (v AmAER 5/60. 7 v MEHERE 2/60) 2%
O 5N,



2)

3)

4)

28 UV AR

Ames ERTIXEMETH - 72725, <7 2 VS % v 728 m 1220k

%?ﬁ%fuﬁﬁﬁ<wmﬁivwwmgmm)f%wﬁﬁﬁ%m%n
Geta R RE HER T, in vitro (B F 1) 2 3ERK) BABRTIE3.0 pg/mL

U\J:Tf’ﬁﬂﬂ?b‘ R b= hS, in vivo (T v MEIRY) 2X0ERC1E 300mg/kg

I CTBUTH -7, ¥ ABALB/c-3T3 N % H v 7= fl e 2 2 din 4 508

2BV TIZ0.5 pg/mL L ECIERASED 57z o,

f&ﬁﬁ“ﬂi

KA R T, BBEDY 7Y 0 L A8~ T2HEME2E L, Ml e 5l i)

BIUHIRAEAR2IRIEE LA IEFMICST 52 Y N7 Y oEH %

RIEEE, v NSRRI B X e MY v SERRMIRL O KRR Tl

ML 8402 (& N T Y /8ER) 125 Y F7 Y v D IDsoflASH 7 0 A

of:UﬁHi\ 53.4 ;zg/mL (200/11\/[) K V)%Fﬁ%ﬁbf:o j—&b%\ f/]\

TV VEERETCR L, EEMICEEL RIZTE RV EAREN

726

iR

invitroTY K 7Y i (2mg/mL. 0.14mL 3 X 0°20mg/mL, 0.06mL)

12 50% FRIMERER T 4.0mL 2R L T6050 1 >~ F 2 _— b L7zAME/EH

ThHho72,
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NVESHE Sad
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. EEEEFRAAE

. BUE - mAKIRERA

RU%BES

. RMAEINEFEA B
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HEZEEEMEFD
FAABRVUZOAR

BEZER. B
RARFEAARVOZD

b

BERIE

AR 54 (WA Z FR)
W L 725 e BimRAE

1. EE-EMSEORTEAICLIVEHTSZ &,
2. KHANIEHETH S,

L
L haY)LA 7L 100mel00 & 7V (1047 7k X 10) PTP

IR — s>

IV EIVEESE (720 s (F37 9 0) LOBLAH] | HIV EYE R #SE)

SEREE
PRSI ERRIAERE . D5 /v, 93797,
o NT VY (RFTVV), TN EIVERERE.
FT/REN IV TAF N TRIIVERE, A MN) Y S
RN RAER . ATy, T 7 7L VY,
FTIENTY  AVNVEEE, NI ) v
Tar 7T —YHEE A VS EVIRERIEL Y — VA,
TERFEN A NERE, U M FEIL, RV T 4 FEI X TIVERNE,

DY+ EI, 7YY FENGERIE., RAT 7 LFELHILT Y LK.

FIF VI ¥ ) — VAR
AT 7T —BHEREK : SVFTFITELAY T L
RATHESR (CCRSFHESR) (~vIKu”
198743 A CKIE - #E[H)
198749 H 18 H[16200AMY0029700]

19994F 1 20 H[21100AMZ00044000] (#5E AKGEHS)
200743 4 22 H[21900AMX00752000] (7e4%H)

1987410 A 19 H
20074E6 H 16 H (H5c425H)

19904F 8 7 20 H[%h

BE-XhAE B & ORI HE A ]
1998 48 1 24 H[ %A

AR £ Ui R ]

HHLE 14 5B 2L GRRRIEGSEH) OWnTIZOEY LR,
[P AE B AEA 0 - 1994412 A 7H]

6 4F[H]
[(FHARAR ; 19874F9 A 18 H~19934E9 H 17H (#7)]




13. REARSOAE AHEN, ZFE (BB VI3HET) BT 2HIRITED 5N TWwian,

14, BAFHEEEMELE 6250001M1020
INHEERI—- K (%) HOT (9#7) F5 111417102
L7 NEEI—TF 620005140

15. RERIEH EDITE HIV &Ge3s O & H 78 AYE N S 72 B3 1 IE R O 28 B BHE 2 2558 F
Shb,




XI. X ®

1.

5| F3CEk

1) Guidelines for Using Antiretroviral Agents Among HIV-Infected Adults
and Adlescents. (DHHS, http://www.aidsinfo.nih.gov/guidelines/)

2) HLHIVIGIET 4 ¥ 9 4 ~(http://www.acc.go.jp/kenkyu/guideline/guideline.htm)

3) HIVEYHE [E#EOTFE1E | (http://www.hivip.org/)

4) Kimura, T., et al. . Intern. Med., 31 (7), 871-876 (1992)

5) Staszewski, S., et al. : AIDS, 11 (4), 477-483 (1997)

6) Delta Coordinating Committee : Lancet, 348 (9023), 283-291 (1996)

7) Shepp, D. H., et al. : J. Acquired Immun Defic. Syndr. Hum. Retrovirol, 15
(4), 283-288 (1997)

8) Fischl, M. A, et al. . N. Engl. J. Med., 323 (15), 1009-1014 (1990)
9) Volberding, P. A., et al. : N. Engl. J. Med., 322 (14), 941-949 (1990)

10) Yarchoan, R., et al. : Lancet, 575-580 (1986)

11) ARH 47132 & (EFHELE DI, 14, 1419-1432 (1998)

12) Furman. P. A., et al. . Proc. Natl. Acad. Sci. U.S.A., 83 (21), 8333-8337 (1986)

13) Nakashima, H., et al. : Journal of Virological Methods, 29 (2), 197-208 (1990)

14) Ruprecht, R. M., et al. : Nature, 323 (6087), 467-469 (1986)

15) Johnson, V. A, et al. . J Infect Dis, 164, 646-655 (1991)

16) St Clair, M. H., et al. : J Acquir Immune Dive Syndr Hum Retrovirol, 10

(Suppl2), S83-S91 (1995)

17) Hooker, D. ]., et al. . J Virol, 70, 8010-8018 (1996)

18) Kellam, P, et al. : J Gen Virol, 75, 341-351 (1994)

9) Schinazi, R. F., et al. : International Antiviral News, 8, 65-91 (2000)

20) Iversen, A. K. N. et al. : J Virol, 70, 1086-1090 (1996)

21) Winters, M. A. et al. ; J Clin Invest, 102, 1769-1775 (1998)

22) De Antoni, A. et al. . J Infect Dis, 176, 899-903 (1997)

23) Larder, B. A. et al. . Science, 269, 696-699 (1995)

24) Unadkat, J. D., et al. : AIDS, 4 (3), 229-232 (1990)

5) Sahali, J., et al. : Br. J. Clin., Pharmacol., 33, 657-660 (1992)

6) Barry, M. G., et al. : AIDS, 10 (12), 1361-1367 (1996)

27) Acosta, E. P., et al. ; Clin. Pharmacokinet., 30, 251-262 (1996)

28) RETROVIR Tablets, Capsules, Syrup PDR 57 I (2003)

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

30) ZIDOVUDINE USP DI 18 Ji (1998)

31) Stagg, M. P., et al. : Clin. Pharmacol. Ther., 51 (6), 668-676 (1992)

32) Wilde, M. L, et al. : Drugs, 46 (3), 515-578 (1993)
)
)
)
)
)
)
)
)
)
)
)
)
)
)
)

—

DD DO

33) Sahai, J., et al. ; J. Infect. Dis., 169, 1103-1107 (1994)

34) NORVIR PDR 52 iii (1998)

35) Burger, D. M., et al. : Antimicrob. Agents Chemother., 37 (7), 1426-1431 (1993)
6) Burger, D. M., et al. : Pharm. Weekbl., 126 (19), 454-461 (1991)
37) Zidovudine AHFS Drug Information (1998)

38) Richman, D.D., et al.: N. Engl. J. Med., 317, 192-197 (1987)

39) Snower, D. P, et al. : Am. J. Clin. Pathol, 99, 57-60 (1993)

40) Cohen, H., et al. : AIDS, 3, 177-178 (1989)

41) Calabrese, L. H., et al. : Ann. Intern. Med., 107 (5), 691-692 (1987)
2) Maslo, C., et al. ; La Presse Medicale, 23 (16), 717 (1994)

43) Chattha, M. D., et al. : Ann. Intern, Med., 118 (1), 37-39 (1993)

44) Freiman, J. P., et al. : AIDS, 7, 379-385 (1993)

45) Kahn, J. O., et al. . N. Engl. J. Med., 327 (9), 581-587 (1992)

46) Rahav, G., et al. : Scand. J. Infect. Dis., 24, 557-561 (1992)

47) Eron, ]J.J., et al. . N. Engl. J. Med., 333, 1662-1669 (1995)

w

W




2.

Z DILDSE#R

48
49
o0
ol
52
a3
54
o5

Katlama, C., et al. : JAMA, 276 (2), 118-125 (1996)
Bartlett, J. A., et al. : Ann. Intern. Med., 125, 161-172 (1996)
Staszewski, S., et al. : JAMA, 276 (2), 111-117 (1996)
TEVVEEIRMCE (200545 AR 777 V- A3 A7 T4 Y&
O'Sullivan, M. J., et al. : Am J Obstet Gynecol, 168, 1510-1516 (1993)
Olivero, O. A., et al. : AIDS, 13, 919-925 (1999)
Gerschenson, M., et al. : AIDS Res. Hum. Retroviruses, 16 (7), 635-644 (2000)
RETROVIR CAPSULES AND SYRUP ABPI COMPENDIUM DATA
SHEET (1998-1999)
56) Sim, S. M., et al. : Br. J. Clin. Pharmac., 32, 17-21 (1991)
57) Ayers, K. M., et al. : Fundam Appl. Toxicol, 32, 148-158 (1996)
58) Diwan B. A., et al. . Toxicol. Appl. Pharmacol, 161 (1), 82-99 (1999)

)

)

)

NS NI NG N NED NN N

59) Ayers, K. M., et al. . Fundam. Appl. Toxicol, 38, 195-198 (1997)
60) Shafik, H. M., et al. : Antiviral Res, 16, 205-212 (1991)
61) Ayers, K. M., et al. : Am. J. Med., 85 (Suppl2A), 186-188 (1988)

=L



XI. £Z&#

FLHHETORTEIRR

e A 8 B ®ExFAH
1FY A 19874 3 4 3 H 19874 4 H 1H
TAYT 19874 3 H19H 19874 4 ] 1 H
FAY 19874 4 H29 H 19874F 5 J1 18 H
77 A 19874 3 H13 H 19874 5 H 1 H
NV F — 19874F 4 /1 6 H 19874 571 1 H
TR —7 19874 4 4 3 H 19874 6 J1 1 H
1507 19874 7 H13 H 19874 7 H17H
E A 19874 4 7H 19874E 4 JJ 7H
ANRA ¥ 19874 6 H 8 H 19874 6 J1 8 H
TANT VR 19874 6 H 8 H 19874 6 H 8 H
AT =TV 19874E 5 71 8 H 19874E 6 1 1 H
Ty 19904£ 10 H 17 H 1990411 H 1 H

* KENZ BT 5 AR

(FIE - BiK&) 100mg 7 7V, 300mgéE, ¥ K7 Y v 50mg/omL % &H 3
Himay 7 (240mL) (ZofB, ¥ F7Y > 10mg/mL % &4
3% pEEE RS (20mL))

(ZhRERIS) MoPLHIVE & Ot I X 5 HIV R YLRE DG # . HIV 1%
]
(HEHE)  BA Mot HIVE L oI X ) 600mg/ H % 5E18 53 5,

AN 6 A~ 12O /NEEE IR LT, o HIV 3 & ofif
X, 160mg/m? % 8 MmEIcHES T4,
(480mg/m?/ H#%¢ 5o 7272L, 1 HH=E& L T200mg X 3
MZ#BR RV L)
HIV RGP B - iR (SR 1458) B L OZ2oH 4R
H oo FRFBG E T, 100mg = 1 HS5 R, RRORYICE
H54%2, BiE»o55FTIE, Loy
2mg/kg & 1R L2 0 THEIRN RS- L, B
Wax 7y 7 T A% Tlmg/kg/h & EHIRNE:
BEAT %o

Brod R HAER I2EFRIDUNIC. 2mg/kg @ 6 FEEE O
OS2 L. %6 T TR %,
P 525N RE 2 {rAE RS IE . 6 R A1
L h B ¥V 1.5mg/kg % 3055 LL_E 2 1) TEHIR
W59 %,

Hl e EAAEN (NEZ Y Y 7.5g/dL ki F 7213485
HIE D 25% LL EO3d) B XU/ F 7213 E R4
R (BERLER 750/mm? K £ 72 13 % 5 miE A 5
D 50% L EoJwA) AFEBEECIE, BRERE % R
THEAESROND T T, KREPDLELZ LD 5,
FEETLVWEIMN T 723 P EREA IR 2L, HE
WY TH b, HEWLEME TE-2ELETIE, W
wai & L COMIMOVLEDN D LIGENH 5. 15
IR I BERIE A A & N2 A 1d. il R e
BIVEZEOIRAEMIIIG LT, TRZF v a 0K




H%2f7woo, 5 2HHT 52 L2 TH A
Do
BT | MVCENT S F 72 IEBRENT EE Tk, 100mg % 6
~ 8O G & HERET 5,
FEPRRERE £ | B~ PEE OISR ES L L RS
BT AR SEICET AT =239 T
v, YRT7YVRTICHFECREEZT S
728, JFRERERE EE I ARSI,
BETITALENH L LRV, ZOK
TRIEBNC AT B e 5WE 2, IFRRRERAS % 4
AT ) LB D B o

(FREBIZ, AFOARRRFHE IR % D)
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