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I oB2N10H5. [2.2. 16.6.2F5]

9.3.2 PEEDIHESESE
BELEZVWIEFEZ LWL, BICKEELTLIHEAICITEEIC
BE59 52 L. EYFRIIMEISN TV, [16.6.2508]
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Z3I7T2(3.58%0.61 | 13.81+3.56 |16.30%5.058 (1.00-3.00) 2.49+0.55
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16.1.2 RIEROKS
HIVERGLEE B 200 2 M RICAF300mg % 1 H2EH S L 7258 O EH IR
RBIZ BT % Craxld3KI3ug/mL, 128 & TOAUCIEAI61E - h/mLTH >
7O EAT—%)0
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16.2.1 BEDOHE
HIVERGYERE 18] 2 MRICAFZ00mg % BB HEERE L7258, Coald
ZERERE AR G & HAE R L72A, AUCICZEIZA SN h > 729 (5
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HIVBEYE B F ICAAI300mg % BERE O 5 U7z B O EY =20 F A ERI3H
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16.3.1 HTEE
HIVEGAE B Z 6 % 5t 78 71 L 150mg & BRI SE L5 E 0
R O FERIIF0.86L/kgTH D KL IR HHT 5 2 & ARE
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HIVEGHERE 1B 5 7N E L OB HETE (CSF) NDOBITIZBIF T,
MAEHAUCIZN T 5 CSFHAUCH HIE31~44%Td - 7= (SEA T —
%) AHI600mgl H 200 % #5515 0 55 i I O FERIEIFICs0 (0. 08 peg/mL B
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In vitrolZ BWIC, RANZ10ug/mLE TORMBEHFA T, b MIEEA
FEARIZAO%E—FETH -7,
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MR O MRS RERE AR U Ch - 72 2 &2 5, AAHNIZMIRICES I
DT B ENRESNO,

16.4 {3
e N TOERBIE. S-HVARVEBRAR DS -7 70 Y BIAEGETSH >
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FFEIVAMEE S 10 & 0 B LR 2 25 - LR Bk & R L=d5, B
370V —LAESTEAROBILARBITES 5 h o7z,
KEOBRLHNRBICTIICYPTIR AL, ZILa—LFk RasrF+—¥/7 )L
Fe RFe Fasrr—t¥rEs L v, 8. ThsofREICI3inT
A INVAEEIZ R o720 [10.2 16.7.1, 16.7.258]
TNHEIIGHIBEN TIEEREI TH 2 LR IL=Y) VERICREI SN 5,
HIVEGLEEE 2061 7737 ¥ )L300mgl H2E#% 5 L 72D EHARREIC B
SRR AILAREIL=0) Y EROFEIIE20. 6B TH o 72 (FHEAT—4).
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HIVIEYYE B E6H] 2 0t R “CIZal 7 /3 /7 ©)L600mg % BiE % 4% 544
SANBIRE 2 IRET U7z RIETREDRI99% S HEM S . E 72 BRIIRRRK 13
R (%983%) TH D HHITIZRI16%HRM S Nz, FRAICHEE S N7z AT 6E
DHINBIIREARTH V. K930%H5'-H VARV EIE, $936%75'-7 L7
O rBASETH - (HEAT—%).

16.6 HEDERZHIDEE

16.6.1 BHEHEESEE
BHREREE B (GFR @ <10mL/min) IZ81F % 7 /3 H )L OB RE 1L
BHRESEEREEOEMBE LR TH > 72 GHEAT—%),

16.6.2 FFE=ES
BE RS (Child-Pugh O &5 S8 1 5) 269 SHIVESVERS
IZBF BT NHELOEYEEL T LR, AUCKUTEAEEIA X
frEEZ A S 5 WHIVBYHERE D ZNEN] .89 R U158 TH > 7.
KRB DEREIEE ICHEPRD 5Nz A. AUCIKIFEEIC X 5%
BEZIEPoLYHEAT—5). B, TN6BHEIINT 2HERERS
BIZHS TRV, [2.2, 9.3.1-9.3.3%0]

16.6.3 B
TNHEGR IR SRE R DI DB E N, B EHELI L 72358
MEREHNRD 5N B, E%3H AL ETHREIkgRIED/NRICH T Bk
FRI38mg/kgl H2ARTH D, RBEVIMIEHEEARD 5N5H, BAIC
300mgl H2[E% 5 L7 B8 5 N A MAEFEEICHES T 5 WEAT—%).
BB 2B, O 1I3FKMEO/NEHIVERERE 2 0 RE LM EER
BRicB VT, 7V e 8mg/kgl H2[EI S L7235 & O AUCo-24/% U'Crmax
FENENI N ug - h/mLKU2.14mg/LTH D 73 A 16mg/kgl
H1E#%S L7288 A DAUCH K% FCraxld N 2N 13.37ug - h/mLE Y
4.80mg/LTH -7z (HEAT—%). [9.758]

16.6.4 $HER
%30 ARBOALRICB I A7 NN ELOMERABROHAREIL. 2tk
BB +FIBONTVERVZOHELPIZSNTWR L, BRIELTIZES
NTWBEAED 5. ERI0HRBOFERICT NS L 2mg/kgiks Lz
BEICIE, /NRIC8mg/ kg5 LB L JERID 2 LITEEOAUCH A 5N
HTENRENTVAEHEAT—%),
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PIZFHE L7227, CYP2D6K URCO%HE Lz - 728,
v MFATA ZAERWzin vittoiEEICB W T, HIVF o7 7 —XHEA
TH5H7 TV FENEARORBZHEEL 5 H o7z,

16.7.2 BRREYIWEE(ERHER

Mg /=l
HIVEGYIE B 25061 2 MR ICAKAI00mg 2 T4 / —L0.7g/kgEAER L T
B[S L75E. ABROAUC-D LR K Ot ndDIER D & & 172 A& K
EEEZLOTE Do Foy ARNETY ) —LOEYBREICEE S
REuDS1WHHEAT—4). [10.2, 16.4. 16.7.15]

QIRIVIURUDSZTTIY
HIVIEYYE B 156 % 5 RICARAI600mg & ¥ R 7Y > (300mg) 05 27
V2 (150mg) D &L 5 1HlH B WIEHH Z G Lz 5a. WThofiH
ICBWTHHAEICL ZAFMFREANDOHEIASNLEP 5Tz —H,
AENEHALZT I TV DAUCKR U Cnalds ¥ R TV . JEHHH
IKEDSTVITNOE R Lz 720 KAEHALEZY RT YV, 53
TV AR R OEMRFARICE VW TAUC-D EREAASN72H, CradHE
Tlize INEOELIZEKR EEELZLDOTII RSP HEAT—%).

*QUFAVIT -

4

TNAENL - RLFZ I - 53 7Y2600mg - 50mg - 300mg™ % #%
S N\HIVBYERF 2 ) 4+ 77 h0.5mgZ BEHR OS5 U7z B,
VAT 77 FOAUCHRRMAICEMZEE Lz A MY ALa Y ba—
L EHARTHR2. 6651 L 7220 2 (HEAT—%). [10.228]

H) AR OEZE N AERCHRIZER. BAICIEIMOFHIVEE & HtH
LT, 73 ELE LTIHE600mg % 1 H 1B I32EI 53 TREAO%
59 %, a8, Fin. FE, IERICEVBEERET 5./TH 2.

17. ERERALHE

17.1 BHERURLEICE T B8R

17.1.1 ;@55 M85k (CNAAB3003) (RZA)
CD4Y) >/ 3Rk%A100/mmPL_ETHHIVEEIC X 2I8EREE O %5 WL AHIV
BYERFELTF 2 MR E L ZEHEMRIEGHBRICB W, AFI(300mglH
2E) +5 27V (150mgl H2[E) + ¥ K 72> (300mgl H2[E) % %5
L7z B (KA 5 0IE IR +5 3 7Y (150mgl H2[E) + ¥ K
7V (300mgl H2[E]) 2 %5 L7z 8 (75 L ROFAEE) 1o, 2 2h8T
Bl & 866l B A EAERICEI O 1T SN Tze ASEMOREMEFIC, M
FFHIV-1 RNAEAEHIBRA (400copies/mL) LN TH - 72 & O HERITIE
EBIASER & VR TENA SN, BB TRENEN61%E6%E 2
0. 7T RBABICHANCRAIFABEO S P EOHHIVAIREZR L7z,
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I#EHHIV-1 RNAR S
400copies/mLEA T D ##E D LEE
(%)
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AERAE B
—8— 7/\AEJL (300mg 1 A 2 @) /52F7P (150mg 1 A 2 @) [PRT P (300meg 1 A 2 [) n=87
—0— FS5ERI5I7YY (150me 1 B 2 @) /P RTP (300me 1 H 2 [E) n=86
X-1 Mm3EFHIV-1 RNAEH'400copies/mLLA FDEZ DR

7o, 48EKOCDAY VSR OBINE (hRE) . ARIGAE 7T
YRGB TZNZNI50/mm’, 164/mm*TdHh > 7,
AEN B O RINE FAFEBUAE 1365% (54/8301) TH o7z ERBIERAIEL. B
47%(39/83f51) HBRIE 5 F525% (21/83451) K O'SETE24% (20/83f5) T -7z
17.1.2 BHSEMHEEER (CNAA3006) (VR
PHIVEIC & 2IBRRER D & 2 EH3 0 A~ 125 0/NEHIVEGYE £ 205
BlzxtGe Lz —EEREERBRICBWVL T, 73 8L (8mg/kgl H2[E) +
F 37V (4mg/kgl H2ME) + ¥ R 7P (180mg/m*1 H2[E) % HRH#E 5 L
B (TANELFRE) HHVIE T I AR+5 37V (dmg/kgl H2E) +
D RT7 Y (180mg/m’ L H2ME) & RS L7 8 (77 ROFHBE) 2. 2
NZ2N10261 £ 103610 BE S EERICE D 6 Nniz, ZORER, 48ERM
OREHRFIC, MEEHRHIV-1 RNAE210000copies/mLEL R I H
FRFL (400copies/mL) IR Cdh - 7z BEOHRIE, IBEFIA2EE & O Wi
I CEN A SN, 481 TIEZ N2 h10000copies/mLEL R A336%. 26%-
BHBRALTA10%, <1%THD. 7T RHRABICHRTT N A LG
FBOH D EWHHIVEIR AR U7z (MEIANOEE G % Bh & Ui .
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BEDLER (%)

0 4 8 12 16 20 24 28 32 36 40 44 48

>

AR GB)

25

20

M AHIV-1 RNAE 3400copies/mLLL T D
BEDLEE (%)

0 4 8 12 16 20 24 28 32 36 40 44 48
B aFRERE GB)

—O—=7/\hEN(8meke 1B 2 )/ 537 (4 melke 1 B 2 @)/ PRIV (180meg/m? 1 B 2 E) n=102
—A— 75ERIZZTVY (4 melke 1 B 2 @)/ PRT PV (180me/m? 1 B 2 B) n=103
tHINOEEFOEMICED

—®—7/NAEN (8meke 1B 2 @A)/ 537V (4melke 1 B 2 @)/ PRIV (180me/m? 1 B 2 E) n=102
—A— 75ERIZZTVV (4melke 1 B 2 @)/ PRT PV (180meg/m? 1 H 2 B) n=103
feANOEEFISHHICEEZ
X-2 [m3EHIV-1 RNAZHY10000copies/mLEALT
X[F400copies/MLI FDEEDLLE

F 7z, 4B DOCDAY »ISEKEOBINE (FRE) X, 7T L ROFHBED
-14/mmPE D Lz oicxt U7 3N H ELAERBEZ99/ mm & L7z, 7%
B, ABEM ZIE L CCD4Y /SR OEINE (FRE) 13, 7N LG
RN T I RHRABICH LEETH > A EREIEA S NE P 7219,
T NS VOB O BIE P R BEE 1338% (39/1026) Tdp - 720 E2EIE
FE B MEM20% (20/10241) « SE5E6% (6/10245) K UK EBEL O i E
5% (5/102f) T&H = 7z

17.1.3 /@SS MAHHER (CNA30021) (BEA)
TRRIEERD 2 VLA DOHIVERE 7062 R & L TR EGERZ HET 2=
HEMIEHE (T3 7 Y 300mglHIElIE 7 7 €L > Y 600mgl H1E O
RIS B, 737 B L600mgl B 1 58384/ X 1d 7 /3 77 £ L300mg1
H 2[4 5. 8386() % FEhfi L7z %54808#ICHIV-1 RNARA%400copies/
ML TH > BEOLFRIE. 7V EL600mgl H1[EH5 8, 300mgl
H2EEREEHIC2BTH o7z, SHIT, HE5481HHZICHIV-1 RNAEA
S50copies/mLEK M TdHh - 7z BHEOHERIZ, 7/VHENL600mgl H [l 55
A66%. T /NHEIL300mgl H2EH S8 A68% T d - 72 (K-3)
F7z. 548 E%RDOCDAY VIREHM OIS (FRE) 13, ZhZhl188/
mm?, 200/mm*Cd > 7z,

(Intent-to-treat analysis)
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Bz 4 & 1 2 % a8
AR GB)
##1)Roche AMPLICOR HIV-1 MONITOR
E2)IBEA RIS NS Z & < MEEFHIV-1 RNAEAS0copies/mLA&H
ZER L ORI NI BEOLE

E-3 Mm#RPHIV-1 RNAZEhH50copies/mLKiEDEEDELE
aB. ARBRICE T HHBREEOENER-1ITR L.

=1 HBREROEY

TNAEN600mgLHLE | 7737 E)L300mgl H2[E
R A A
FITIVVHITEV Y |\ FIT I+ TFEL Y
(n=384) (n=386)
L ARy & —ED 66% (72%) 63% (72%)
A b AR TR 10% (4%) 8% (4%)
HERRILLAH1E 13% 11%
ZOMOIERIC L HhEE 11% 13%

(n=Intent-to-treat analysis)

1) mEEFHIV-1 RNAEA50copies/mLAI# (400copies/mLA ) & 7
D548 & THERF S NI BEOHLR

F2) MAEHHIV-1 RNAE2550copies/mLA (400copies/mLA) & 72 >
e GABRBE TICUNTY Y FERI LZBE,. YA ILAZNITA
BRI UIZEE, 74 VAN BRI Ao s hizBE

EI)FEEOME. RERFTT 2 0—7 v IR, 70 b I—-LER, E
ROEFTE

RIERFEBSEE L. 7N EL600mgl H 1[EIH#:58£T74% (283/384f) I

7N 300mgl H2[EH 58 T72% (276/386f) Td - 720 F 2

ERIE. FEHEDE W [ZNZN19%(73/38461) . 17%(64/386%1)]. &

D[ZFNZN14%(53/384%1) . 17%(66/386f)]. BHEZE[ZhZn16%

(62/384451)  15% (56/386f) 1 % ORNBRAE [ 2 2 4114% (54/384%1) . 16%

(61/386f) 1 T =7z,

17.2 SSERRGERARS
17.2.1 ERELERRSTHEERREIER

CD4Y > SBRE 5500/ mmPLL R O HIVIEEGWE B & 166 % MR & LT 2

FHFEA — TV HEBRICB VT, HEFREFOHIV RNAEOP5{EI3.41

logio copies/mLTd > 7:7% 2iE#% : 1.87 logio copies/mL. 4% :

1.69 logu copies/mL. 8% : 1.38 logio copies/mL. 12i8% :1.34

logo copies/mL. 1658 : 1.34 logio copies/mL& . HERRAIAR D 5 4%

BRI LT WD e Bl s, RBRRIAES & RKBIRR E OZITA

B TH->72(p=0.0010 Wilcoxon—fZARIEE) o

1

W FR{E
I EEDE

(log1ocopies/mL)

M3EHHIV RNAE D
HERBAAED S DR (FPRIE)

0 2 4 8 12 16
gaEMY (D)
E-4 MEFHIV RNAROHTS (hRIE)
7o, CDARDHR & # % & REEBIGR OF9813243.4/mm’, R
fB13223.5/mm’ Td > 7= 7%, BALBIEE R (54 16)8) 1013 CDARIZ Y
fE320.8/mm’, FHRAE365/mm>IHAN L7z,
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S 00t
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MmN GB)
E-5 CDAHDERFIBED S DE(LE (PRE)

EIVERFEIRIL87.5% (14/1661) TH - 7z. ELENERIZEERE. EX.
FEHROCERAIRCTH > 7%,

18. EEXNEIE

18.1 {ERERF
FTONHEVIGHBEA TEEEREO A LR LZEY) VEBRICERE NS, 1L
RENLVZ) VBEARREETAF 77 ) 0= YBIIRb->TIA )L
ADNASHICHI D AE ., DNAHOBEZEILSE S LICKDHIVOHE
BAEEET S, £7o. NILARELZY) VBBIZHIVEEER S 25002 E
%—3—617)%9)0

18.2 iU JLRYEF
TNHELOHIV-NIH T ICoEIFHIV-1 TBHRIZH LT3.7~5.8uM.
B Ry Btk 10 L C0.26£0. 18uM (n=8) . HIV-1 BaL¥kIZ# L C0.07
~1.0uMTH > 720 F7z. HIV-2123 9 B ICsofE IRHIV-2(Zy) #RICH L
T4.1uM. HIV-2 LAV-28RIZ0 LC7.5uM T > 720 In vitro CNRTI
DIF )T TLNI YIS, SITIVY, ATV, 7KL
Uy FLIFEVROIRT IV, XTI VLAY RRMEERERBEA
(NNRTDOXETE Y, RO ur7—CHEEHOT > T LFELED
I IGHERIER RO 5%, /2. b MRMMEZRD 5 EELY
VUSEREBRWZBEIC. KVBOWHHIVIERZRLEZZENS. TAHE
JVISERIER T R DRI A LV AMERZRT b D EEZ 5N 57,



18.3 ZEEImE
TONHE IR U TIERBEZEOHIV-19 Bk Ain vitrof O 7 )N 1 )L
BEBEPODBESNTBD ., WINLYEEREICMISSV, K65R,
L74VEUOYIISFOERPHER SNz, INOOERAZED L&t &I
L0 TABENVEZEIXL/I0ITET Ul BRR ST BERR TIEIMI8AV R T
L74AVOEESEEICBEE SN, [7.15]]

18.4 AEMmIME
28D B 7N H )V B A R A S U HIV-1#Rk O S 55X, in
VIro TS X790, V¥ ) VRO & E IR L TREMME 2R
Ly — s YRTVVROT LTI ICIZBEEHEEZR LY,
TNAENEHIVI T 7 —CHEAE IENBERPELRL P26, @
LT EM M 2R T AR IS < . NNRTIS M EBEEE O & 5AA
RpHIENS, REMEEZRTAREHITEV DEEZ SN,

19. BMASCRET 2 EERHER

—HEHIBAT ¢ 7N H EILEREEE (Abacavir Sulfate)
b 2 % : (-)-{(15,4R)-4-[2-Amino-6-(cyclopropylamino) purin-9-yl]

cyclopenta-2-enyl}methanol hemisulfate
7 F 3 (CuuHisNsO)2 - H2SO4
5 F &:1670.74
feeema B

HN
NT N
)\\ | \> - HaS04
N
2N N " H
—
‘CH20H 2

{3 WK BE~MEAROMEKTHS. M) 7ILAOEBRICETRT <.

KIZRREFPT L AY ) =LKLY ) —)L(95)I3EIFIZL

Vo 0. 1mol/LIGEEEE K& O F/KER (L b U 7 ABRIRICIET 2,
2 = K9219C (9 R)
AEARE (log P) © 1.20(pH7.1~7.3, -4 2% J —)L/7K)
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