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Ziagen Tablets300ng
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— 3.2 BAIDKER
1.1 B S [ 7Yz v§E300mg \
1.1.1 BADERTRCBNT., FHEILSBEDR5%ICBE A - ¥R [REOT 4 VAT =T 1 » 75k
EORBEERHTHY. FNICBENEBZT ENTEN #la—F |GX 623
TW3, TEICKDBEER. BE. FFICKDEERME ® (Gx 623)
6ELIA (hRETB) ICHIRT BH. ZDERBMELTHRE (B4 x594%) |18.4mm X 7.2mm
EHHCITSTE. [1.1.2-1.1.5, 2.1, 8.2, 8.5, 11.1.1,
15.1.188] B C D
1.1.2 FHC & ZBRETRUTOERN S EER VLK Ul SR n—
R 3, (BEX) 6.0mm
: gg HE 814mg
- BIHER (BER. BT, THI. EEH) 4. FHREXIIZHR
- EFE. B HIVEEZE
- [FIRSFGEIR (FFIREEE, H5ERE. X% & " . spme
COESBERNERULESR, BS5CBNECHS 5. FRERISIRICBIET SR o \
T, FRIIC LB BEELNEDNEXFARIORSE 5.1 EREEME L MRBEARL T A LA (HIV) BEREIC B9 5 1/ER
B5ICHIETRTE. [1.1.1, 1.1.3-1.1.5, 2.1, 8.2, BISO LTI CD4Y > SRERUMAEFHIV RNARASHHFE
1.1.3 BEENSRUCBACE. RUTTNAE L SERHA ”/“ﬁﬁﬁvmﬁ*mVRNAiéﬁﬁﬁétkﬁ o R
U AN ATl up=<| U &t iE L oy @77’( FZA /1 %E@_nj_%) Lo
E%gg;&mﬁgﬁﬁ%gézﬁgkiéggﬁgg%ﬁ 5.2 AFIOHIV-2BRIERE IO T 2 G501 - RAMRHERS O
RUFECEDTEEMN BB, [1.1.1, 1.1.2. 1.1.4, 1.1.5, T&L,
2.1, 8.2, 8.5, 11.1.1, 15.1.188] 6. FERUEE
1.1.4 [FIRERACEE (%, MR, WER). (Y IWIVY WL RACIMORHIVEE LT, 7AAELELTIH
KRIEIREE. SR, RIEM#FE,%LILJ:%mU{’EFﬁt%ﬁbn%ﬁﬁ B600mg# 1 H 1A 2EICH T TROBET 5, 5. E.
KRB UESH 2 VWERMIXREER (XSS ZEE RE. FERICEDEERET 5.
U. BRET388053) RO SNIBaTH. FFIICEK e
ZBREOTLEREZEL. BRENTETETRVESEE 7. FERUHRICEET 3R
BDBS5EBESICHIEL, RUTEBRSLEVT &, [1.1.1- 7.1 HIVIZERAD & SRR ZREERE £ U, FAIRE 2 %
1.1.3. 1.1.5. 2.1, 8.2, 8.5, 11.1.1, 15.1.1868] BLRT LI EAMOENTVADT, KA MOHHIVE &
1.1.5 BBSBREICOVTHIHEL, BREEIET 3N FdaC2 L, [18.320]
— REEICESETRLSETRTACE. . BREERE 7.2 REEAOHHIVE E OHREEICB VT, RGP RE
UfeBEICR. PAAELSERAE_ELRALBVELS SNEVERLEERPRERL . inR oM HEETH 2 L
+oEETBT &, [1.1.1-1.1.4, 2.1, 8.2, 8.5, 11.1.1, s ncHalcid, A LSRR LT 2O FRHIVED
15.1.1888] —HEBEIIRET 20 Tidn < RATE UTRBIRCOH
LTV A MORHIVEDHR S 2N T—Hhikd 52 &,
. BRROBEICEFERS LBV L) 8. EEREXNER
1$J@ﬁ\kﬁbﬁﬂrﬂﬁﬁ@®%é%%HﬂLk 8.1 AANIHIVEREIRE OB 2 B T 2 EMPHRE 21T 2 Lo
1.1.5. 8.2, 8.5, 11.1.1. 15.1.1%H8] 8.2 AFIOEREAEMT AT, WO EICEBET 5T &,
2%?@%?%%%@31\w62%%] [1.1.1-1.1.5, 2.1, 8.5, 11.1.1, 15.1.1%H]
s TNNAEIIC K ZBHEEICEET 2ERIE. BREICL0H)
3. #8RE - M BEYEELEENZDOND, EECMERTE S/ LK
1 185 CEZAHEEAH 20T, KA & 2 BEESEDON - BH
= =S &, RUTHBRS LRV &
PR P e TSRS FIE LR E BRI L, 7L
aoEs (250 NN EBBUEE OREEABETERVESRERS LAV &,
T BB g 7 e Ay RS R BEEDE AR (27, RAh. MRS 0l
e T e P SOBHERL TV BEI L, AAOBAMI RIS L
3 N A N R Py ~ My E,EIA: . ‘\\ :/\»\ =9 L
WAL Ve Foxo-2, @trs>. FUTEFY. & iihe s, LD BREBECARSDETH
E=—BLik, Y /b b8 BEE DR LG BURAF D 5 N T VAR > BFITH LT
b, BEICEBERICEETE S EAME L L TR %
o2&,

8.3 RN HODONAZENHAHDT, EMHICTHERITORE
BEZDITOI L,

8.4 KA ECHHIVEDOZAIMHABEZITo-BE T, AEH
EEEEERPRE SN TV, BRSHB%. GEEENIEIE L.
EREED AL 6 TEEREAMREBE (A INITYTLTYE
LAV T VYT A, A RAAATIAINVA, Z2—FYAF
AFILEBHD)FITHT HRIERCHRIATH EPH 5, £



7z EMBEOEMEIC MV H DR R E (FIRIRMEETTERE. 2
FHMARE FT 2 - NUEREE T NVERE)PRRATHE
D|ENHZDOT, TNHSDERZEFME L. DERITIIET 2
BREEETH L.

*8.5 AFNDMEAICE L Tld. BRSO A KT A1 LV EORFOE

WEBEIC, BEXIBFIIRDAETHEIC, ROFBIHEICD
WTELFHHELARARB%. HRTAZ L,
- AFNIHIVEYHEORIGEEE TIE AW &2 5, HMRR
YU % & O HIVIEYGYE O YR I £E S 5% 2 3E L % Al R
DB 20T, REEEGEZOFIRREOELIZ DN TIE,
TARCEYEEICHET B L.
C RFIOBERBEENSFER L, FNICHTLNEL 52 PR
EINTVS, BEEZ2FEET 20— FICEH SN TV EH
BEXASEEIRTH A FE. BB, EHE. BRE. BBER(E
K MBIE. AL, REIESE) R OTRIRESER (EIR IR EE . NESESE .
W25) SEAFIR L2 BEE. ESICHYEICHRE L. KFIOR
HERIETRNEPEPEREZT S &, 2, BEEZE
BIAHN—FREICESEITAHE, [1.1.1-1.1.5, 2.1, 8.2,
11.1.1. 15.1.18H8]
< FNNHEILOERSIC X0 EE X IEBEH 72 B EUE A B
DWNICHIRT A8 H B, LA > T KEIOIRAE % H
Wi L7z BICHO T NN EVEERAZRAT A2BICIE. &
THYEICHKT S, HEENIIEEHF»ED 515
BIZRABIORABESH 5828 L WHMEEIEZ S Z &,
[1.1.1-1.1.5, 2.1, 8.2, 11.1.1, 15.1.1%M]

10. #HE{EH
10.2 HEER (HACERT SR L)

A2 E AR - BETE | #F - EBRET

AKEloOR#IITZY ) — |7 La—)LFTe R
L2 HEBE2Z T 5, Ky F—tYoH
HOAUCHFI41 %M L [HRE & L THRA
T2, Iy )= ILVORE| B EEALSNTWY
IHEEEZZ TPl E]|5,

DWENH 59,

7L — )L (8RIE)
[16.4. 16.7.1.
16.7.2% 0]

AP RNUERE (XY N0 7 )7 T v BEARH
AW22%EMLI=Z &P
5. AT ZEEICIEAY
R UEBIEO M E S BE
LG ENHBHEEX
bN5, BB, TNAE
U I R B R 1R R YR
BOHLEEZZ T ad
> 7z (Cmaxi)i\35%ﬁ/}\ [/\
tmaxiﬁlﬁﬁiﬁ@ﬁbfifﬁ\
AUCIEZE LD o7),

VATTT b
[16.7.2%H]

KA D AT TT OB ARBIOCYPIALE
R0, VAT 77 MEERICEDY S
DAUCHHENT 2B 271|277 s OREH
BH 5. KElE DA HESNS.

NEIBEIL. BEOR

RBICEEL. BEIZBL
TIVAVTT7 FOREE%
EZEETAHE,

9. BENERZHIZBREICHITIER
9.3 FFEEREERE
9.3.1 EEDEEEE

BELREWIE, MABENLERT A EICED., BWERASH
HI2BZNDH5. (2.2, 16.6.2%]

9.3.2 PEEDIEEEE
BELZVWIEPELZ LV, RIOKELTHHEICITEEIC
#5952 L, BYBRIIKRET SN TV AV, [16.6.250]

9.3.3 BEDEEEE

1n. 8HER
ROBWERNHEDLNBZENHHD T, BEZ 71TV, BE
DROLNIG IR G2 LT 570 B LLEZITS &
1.1 EXBEHER
11.1.1 BEYE GHERE)

EMHRABROMER., EYHRICEENHAONTN, TNHE
FHICB I 2HERRERIIHS P L > TR, [16.6.25]

9.5 iTim

TR AIE R L C WA EREE O » 24t iE. BB LoBARME
a2 A5 Sl SN A BEICOARKRET 5 L,
EMcBVWT, REIZZOREMIBREERT 52 &R
ENTVD, BY(T Y hOH) BT, KEID500mg/kg/H
igzn o558 (e hagBEE (AUC) ®32~35(%) T.
X AZRRIRIC 9 2B (RIROZE. BREREUOFE. TINAE,
FEFAD. FEEDIEM) RO 5Nl EOH|EDNH 5.

X7 LH Y RRBEERERIEER (NRTI) % +5NEE X ILEE
HBESNAHFERROCARICBLNT, I bar Y 7EEIC
KpEEZONIZERT—AEOMEARED LAPRE SN
TWd, £z, FFICENICREEE., TAPAKRKEE. tho
HREBLHESINT WS, LYALAENS, ThH5ERENRTI
OFENEE. FEFEHRE S OB XL L TV,

.6 1=ELim

BAHEBISEA L, —f&IZ. HIVOARNOBITZ BT S
2, H5WARFTICBWTHIVICESE L - 23~
ETH WV, THNAELORMAMFEFRE ST 2HITHFREED
HiZ0.9THh B eMFESN TR HEAT—%),

7 INR

830 ARMOARZHRE U BERRERIIER L TV,
mB. NEZEICH LA 2 &S LGS, AAILEIRES T
. 1H2EHE S S B L T, BEES KRS LAHENH S,
[16.6.3%]

.8 SEE

BEOF. BERVLKEDCKT. &0E. HHAESEL +ER
LEEICRST S &,

1M.1.4 ELEE7 Y F—2R(0.16%)

FNHENLDOEFREIZE D EANIREZHES ZREROCLE5HE
DBFEIESHS5LNEZENHZHDT, BEZ DTV, ML
TIRT &2 RBIBEIERDT D 5 bNizGAICIE. BEbICH
Sxdub L., BYZABZITS> & [1.1.1-1.1.5. 2.1, 8.2,
8.5, 15.1.1%H8]

4|

FB®) (BH. BEREZSHRE XL CARE) . 2R

- JH{LES

TEAED, MRHEED . TR, BT, DRSS

- MR A

WRIRREEED, D IEFER. SRR B EERE. PR 4
- e R

TEEE, RERE

- IR
V2 SEREA
- BT

FrHREMEERE ) (AST. ALT%0 LH). A%
- HiEE
). AN (BRI, HiZEmS) . BEE. CKLEA
- MRS
JVT7F=ryER BAS
- iR
Lo
- Z Ot
FEEED | TEHRED, BREED, R, R, U o VEE
ARy MEETS, KREEE, 7F 70 %2 —
T BEIERBIEE DS 510%LL EICH 5 N7ER

11.1.2 BEER(1.09%)
11.1.3 EEFLIRARIE(REE (Stevens-JohnsonfElREY) . h=MR

BZIBIERLARIE (Toxic Epidermal Necrolysis : TEN) (W 3'h
HEEEAH)

EiGEEIC KD EEDIFEX
(BERREF) (0.16%)

BT ¥ R—Y AN EHEEFEON S ERERPPHREERSE
BERD HENIIFGEICIE. AFIOKE % —KFhiEd 52 &, 5.
FEBEOBBRTFZ2ETHBEEIIBVWTRERT A &, K
ZEGNRTIOBMIFE I NS OFAEEICED, BEER
HEET7 v R—2 2 (25ER. BRANE. ashERD. BEE
£, WIRREE, SEFRLSE) ROFEE(BITECL2EEDN
[EAR. BEIEFFZ&T) M. TEICZHRESN TV S,



11.2 Z0fthDEIHER

10% L1 E 5% ~ 10% K1 5%
R %P
=0 B, T
(L e
2 S

HEH OB TS FE5i . B,

5. HBREO s, BILE

RERFHENN. ORISR i M
TOM g oD

S, M

s, dAEE)

) BBUAE IS XA REREOMR 2 & T

14. BRALOZES

14.1 EFIRZMEEOER
PTPEZOEAIPTPY — b2 6WMOH LTIRAT 5 & HHEE
T5Z 8. PTPY— hOREMKIZE D BOSH AR EEREA
FIAL. EITIIZEAZ B LTHBRRAEOEE 2 & HHEZ #f
HILHIEND D,

15. ZDMhDFE

15.1 ERER{EAICE D B

15.1.1 BHTEBES N T AT T« THEE (195641) 125 0
Ty PNNHECLOHBSEERTICHLA-BS/0IDA 7YY —= > 7%
L Lz WEEE, RV -V TR EN UHLA-BS701%E%E %
BRoE L7 BEIC BT B EERIER D S5 b N 5 BBUEDFIRSEE A
FNENT.8%(66/847) 3.4%(27/803). KM/ Sy FT A M
K DHERSNIBBIEDFKIRSEE D, TNEN2.7%(23/842)
0.0%(0/802) TV HLA-B570] D A7) —=> 7 DEHIC X
0 BBOE O FISEE HSSRETEICERITE T 95 (p<0.0001) 2
EMRENT. oy KRBIER CIIHLA-BS570]1% A7) —
Z 2T L WEHZ B W T KRR 2 & BEE A &R D 1L 7z 66615
3061, FERg/ Ny F 7 A M CHERR S N7z BBUERE F12361 &4 A
HLA-B5701 %% L T\Wiz,

HANICBIT 2 BBOE EHLA-BS5701#E OB EEICOWTIEAR
BHTHD . HLA-B570l DFERITHANTIES~8%. HAANTIZ
0.1%EDWENDH S, [1.1.1-1.1.5. 2.1, 8.2, 8.5, 11.1.1=H]

15.1.2 FHIVEO ZHIHHBEE 2 2T T\ 5 BE 2 W RIDEE
EORBHEELZFAE L TUARY T 4 THEBEMEICBEW
T PNAECLOERBEGY? 565 AUNOBE COHIEED )
27 DEINT 5 EDMED D D, BIRREBOMA R 2 EH
L7-fE8R, MBBEE B L T 7N H LR EEEOBE 2 DIE
EOYRTERBOoNZN» T2 TNAE I EDAIEZED B
IZOWVWTIE, REDEZARHIZHTW AL, FPHEEE LT,
TNNHENEECHHIVEE 2RI 258101E. SERED
BEROBEN) 27 2EB L., GIE. BIEME. ERKR. B
[BEDWEARELZTRTOY AVEFE2R/IMEER 570 DH
BrEDHT &,

15.2 FEERFREAERICE D < 15k

15.2.1 fiFEZHW/-RBETEIERFEE 2RO, o7A, B MY
UNBRE R W zin vitroREARRERR, v A T x—<#
BROin vivo/NERBETIEBE 2RO 2. N6 OFRIE. in
vivolk Win vitrollB W T, REIOEBEE LBV IGEICH 0N
BREEFRIREEIHIEERL TS,

15.2.2 ¥ ARV Ty MBI H2EAPARERBRICBEWLWT, &
R, iR, PR, BERE. U o SET. RS ICEEEE
WHENIZEDRENDH 5 (b N2 HBEE (AUC) D24~ 3215,
TR VEER(E MIBOLTHHETAREIFEELZ V) OFEE
IZDWNWTIE6fE.) DTy & MIxTd 2B ENERENE S AE EOF
WHEEHSICHET A .

15.2.3 PNHUE N ZZEBES LT AR T Y MIBWT, BE
DEEEPRD 6Nz (e MEFBER (AUC) D7~ 2450 %) .

16. EMENRE

16.1 MoRE

16.1.1 BO@ROKS
HIVEEGHE B F OB AAFI300mg 2 BEE OS5 U 72358 O MiE IR
BER-1I, EYFEIST X —F 2R-1IR Uz REED MFHRE
13 AEFRGRA R E CREREISE L. HAERIIIN]ARBETH -
Tzo Flzy TNAENOHREEIHE TORSRITNT 2 RAFRERI,
1.5~4.2%TH -7,

8.0
—— RZELAE
—o— 5-HNRVEE
2% [ —o— s-gLonVEMAE |
L L]
¥ . T
o L
e /
g
) L%/ QTR\\JE%’
0.0
0.0 2.0 4.0 6.0 8.0
1FEEEER (h)
H-1 [MEFEEOHE (FHERVEERZ. 6fl)
=-1 ZEYEEE/INS X—F
tmax Chax AUC= t12
(h) (pg/mL) |(ug - h/mL) (h)
FNHE L 1.0+£0.6 | 3.911.6 | 8.3+3.5 | 1.4+0.3
S-F LR VK 1.2+0.7 | 2.5£1.2 | 6.3+2.4 |1.6+0.2
S-Vrurigfask | 1.240.7 | 3.7x1.4 | 12.2+4.3 | 1.9£0.4

P ME IR RERZE, off]
HIVESSEBZIFIC S 3 722 300mgR U7 3 EL600mgx & H T 5
EEHI (7Y 3 LB a2 ZZERBEERS L2 Ha0I I 7I0, TN
HENOIMEEFEEOHER % X-2R% OK-312. SEYBHE ST A —5 2FK-2
IR L7,
5000

4000

w
Q
=3
=3

M3FFRITCRE (ng/mL)
]
8

1000

[

0 1 2 3 4 5 6 7 8
BE%ER ()
B-2 SI7YYVOMERREDHER (FIE+RERZE. 96))

8000

7000 |
6000 |
% 5000
% 4000 |
2
£ 3000
1]
€ 2000
1000 |
o
o 1 2 3 4 5 6 7 8
#wE%ERE ()
E-3 7NAEILOMREEDHRE (FHE L iFERE. 960
x-2 IYVILREHREORSEOEMEE/NS X -5
Cmax AUClast AUCO’T tmaxfi]> ti2
(pug/mL) | (h - yg/mL)|(h - pug/mL)|  (h) (h)
< Crase 2.00
Z 37T (3.58%0.61 | 13.81+3.56 |16.30%5.058 (1.00-3.00) 2.49+0.55
NN 1.00
TINAEI|5.68%2.04| 12.56+4.01 | 12.89+4.22 (0.50-1.03) 1.50+0.16

TFIME HIRRERZE. 9f]

1) Hp o (HEER)

HIVEGUAE B 1201 % HFRICAAI100. 300, 600, 900, 1200mg™ % Bi[a]
BORESL72HE. Coak OAUCIZREBIIKEL T ER Lz, KE
bk MAER B 5K SR% ICRE IR IE L. AR
1.5 TH > 7" HHEAT—%),



10.00 5
—o— 100mg
E —=— 300mg
5 —a— 600me
2 1004 —x— 900mg
o ] —e— 1200mg
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‘3 010 4
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14
~
0.01 . . . T T
0 4 8 12 16 20 24
B/ (h)

E-4 HIVEBREBRECHIT2HEOROKZSROMEF7 NOEIVRE

16.1.2 RIEROKS
HIVIERGLEE B 200 2 MR ICAF300mg 2 1 H2E# S L 7258 O EHIR
RBIZ BT % CraxldKI3ug/mL, 128 & TOAUCIEKI61E - h/mLTH >
O EAT—%)0
HIVEGLE B35 27 2 W RICAF600mg L H 1 [El# 55 & A<#1300mg 1 H 2/E]
BERBOEFREICB T 2 BB S5 X — & 2 B U7-AE R, Mlaph L
RELZ VBOBEIL. AFI600mgl H1E#SHOHF M KE L, AUCHu.
Coax R UCAZF N2 N32%. 9% U 18%HEM L7z (FHEAT—%),o

16.2 ORUR

16.2.1 BEDOHE
HIVERGYE R E 18] 2 MRICAFIZ00mg % A% HEHRE L7258, Coald
ZERERE AR G & HAE R L72A. AUCSICZEbIZA SNk > 729 (5
EAT—%)o

16.2.2 NAATPRALSEUF 1
HIVBEHYE B H ICAAI300mg % BERE O 5 U7z B O EY 2R A ERI3H
BUTH 7" (HEAT—%),

16.3 91

16.3.1 HTERE
HIVEGE B E 6 %2 R 78 71 L 150mg % BRI SE L7580
R O FERIIF0.86L/kgTH D KL IR HHT 5 Z & ARE
SNV HNEAT—45).

16.3.2 RHEBER~NDBIT
HIVEZYERZ CBS 5 73H E L OREEFTE (CSF) NDBITIFELF T,
MEEFAUCIIHN T A CSFRAUCOHIE31 ~44% TH - 721V (SHELA T —
%) AHI600mgl H 200 #5515 0 55 2 e O FERIEIZICs0 (0. 08peg/mL B
BW1Z0.26uM) DIEBTH - 7210 FHEAT—% ).

16.3.3 MRFEOEESE
In vitrolZ BV, RANZI0ug/mLE TORMBEHFA T, b MIKEEA
FEARIZAO%E—FETH -7,

16.3.4 MERFSITH
MR O AR ST RERE AR U Ch - 72 2 &2 5, AAHNIZMIRICES I
DT B ENRENL,

16.4 {3
t b TOERBEIE. S-HVARVBEROS-T LT 0  BIEaEETH >
WHEAT—%). b MFERREE B\ zin vitroRED» 5. RENE
BRIV MEE S 10 & 0 B LR 2 Z 5 - LR Bk & R L=d5, B
370V —LAESTEAROBILIRBITES 5 h o7z,
FEOBRLEARBICTIICYPTIE AL, ZILa—L T Rasr+—¥/7 )L
Fe RFe Farr—ErEsLcwi. 8. ThsofREmICIziny
AV ATEEIE A > 720 [10.20 16.7.1, 16.7.280]
FTONHEISHIREA TEERBEI TH A NILAREIL=Y) VBRICRBEI S N5,
HIVEGLEEE 2061 7737 € )L300mgl H2E#% 5 L /- DEHRREIC B
SRR AILAREIV=0) Y EROFEIIE20. 6B TH o - (FHEAT—4).

16.5 Bt
HIVEYYE B E6H] 2 0 R “CIZalk 7 /3 7 ©)L600mg % BiE % 4% 544
SEANBIRE 2125 U7z RIETREDRI99% A HEM S . 72 BRIIRRRK 13
R (%983%) TH D HHICIZRI16%HRM S Nz, FRAICHEE S N7z AT 6E
DHINBIIREARTH V. K930%H5'-H VARV EIE, $936%75'-7 L7
O BASETH -1 (HEAT—%).

16.6 HEDERZHIDEE

16.6.1 BHEhEESES
BHRERE E R (GFR © <10mL/min) I281F % 7 /3 H )L OB REIL
BHRESEEZEEOEMBE LR TH > 72 GHEAT—%),

16.6.2 FFEE=ESE
BE QRS (Child-Pugh O &5 53 1 5) 269 SHIVESVERS
BT BTNA N OEMERE AT LR, AUCKTHEFEE I
frEEZ A S 5 WHIVBYMERE D Z N 2N .8IE R U.58ETH > 7.
KRB DEREIEEIC O EPRD 5N7zA. AUCIKIFEEIC X 5%
BEZIEPoLYHEAT—5). B, ThoBEIINT 2HERERS
BIZHS ATV, [2.2, 9.3.1-9.3.3%0]

16.6.3 NB
TNH VAR EHEP P ICHh D BRIFICRN S . RA & FEBLL 7238
MEREHNRD 5N B, %3 H AL ETHREIkgRIHD/NRICH T Bk
HE138mg/kgl H2ETH D . LPEmWIMEFRENEDO 5N HH5, AL
300mgl H2[E% 5 L7 B8 5 M A MAEFEEICHES T 5 WHEAT—%).
B 2FHD 0 I3 ARMO/NEHIVEGYERE 205 & Uz s e
BRicB VT, 7V e 8mg/kgl H2[EI S L 7235 E D AUCo-24/% U'Cmax
FENENI N ug - h/mLKV2.14mg/LTH D 7/3A ) 16mg/kgl
H1E#%S L7258 DAUCH % FCraxld N 21 13.37ug - h/mLE Y
4.80mg/LCHh>7=(BHEANT—%). [9.758]

4

16.6.4 $HER
E%30 ARBOARICBIT AT NN ELOMRRAEBROHREIL., Z2lk
BHRP+FIBONTVAREVZOHELPIZSNTWE VL, BIELTIZES
TV AEHED 5. E%I0ERBOFERICT NS L 2me/ kg5 L=
BEICIE, /NRIC8mg/ kg5 L7z B L JERID 2 LITEEOAUCH A 5N
HZENRENTVABEAT—%).

16.7 EYMEEIER

16.7.1 In vitrost8&
KERERBBZETH ST ILI—ILTL FurF—E/7ILTFL RFEe R
arF—YZMEELEP o7, [10.2, 16.4, 16.7.2%08]
F7o. in vitroRERITB VT, FENICYPIALZFHE L, CYP3A4H DT
PIZHE L7222, CYP2D6K URCO%HE Lz - 728,
v MFATA ZAERWzin vitroiEEICB W T, HIVF 07 7 —XHEA
TH5H7 TV FENEARORBZHEEL 5 h o7z,

16.7.2 BRREYIWEE(ERHER

Mg /=l
HIVEGYIE B 25061 2 MR ICAKAI600mg 2 T4 / —L0.7g/kg & AER L T
HEOES L75E. ABROAUC-D LR K OtindDIER N & & 172 HYE K
LEEZLOTE Doz Foy ARNETY ) —LOEYBREICHE S
REBDSIYHHEAT—4). [10.2, 16.4. 16.7.120]

QIRIVIURUSZTIY
HIVEYYE B 156 % 5t RICARAI600mg & ¥ R 7Y > (300mg) 'S 27
Y2 (150mg) D EE S 1Hld B WIEHH Z G L 25a. WThofiH
ICBWTHHAEICL AR M REANDHEEASNLEP 5Tz —H,
AENEHALEZT I TV DAUCKR U Crads ¥ R 7TV . JEHHH
IKEDSTVITNOE R Lz 720 KAEHALEZY RT YV, 53
TV PR OEMRARICE VW TAUCSD EREASASN72H . CradHE
Tlize INEOELIZEKR EEELZLDOTII R 5D HEAT—%).

RUAVITT7 b
TNAENL - RLFZ ) - 53 7Y2600mg - 50mg - 300mg™ % #%
SO AHIVEBEREICY 4 277 10.5mg 2 BEREOHRS L7,
VAT TT S OAUCHRRANICEMES L A ) ALay ba—
L& HARTH2. 651N L7220 2 (HEAT—%). [10.2208]

F) AR OEZE N AEROCHRIZERE, BAICEIMOFHIVEE & HtH
LT, 723 ELE LTIHE60mg % 1 H 1B I32E 53 TREAO%
59 %, a8, Fin. FE, IERICEVEERET 5./TH 2.

17. ERERALHE

17.1 BERURLEICE Y B8R

17.1.1 ;@55 M+8:K8% (CNAAB3003) (REA)
CD4Y >/ SEREA3100/mmPbl_E THHIVERIC & 2 AR D 22 WL AHIV
BYWERFLTF 2 MR E L ZEHEMREGHBRICB W, AFI(300mglH
2E) +5 27V (150mgl H2[E) + ¥ K 72> (300mgl H2[E) % %S
LB (KA 5 0IE IR +5 3 7Y (150mgl H2[E) + ¥ K
7'V (300mgl H2[E) 2 %5 L7z 8 (75 L ROFREE) 1. 2 2h8T
Bl & 6B D BE DS TIEBICEID 1T SNz ASEMOBRARKFIC, M
FFHIV-1 RNABEAEHIFRF (400copies/mL) BIR T d - 7- BE O HFRILIA
EBIASER & D WHETENA LN, BB TRENEN61%E6%E
0. 7T RBABICHANCRAIFHABEO S P EOHHIVAIREZR L7z,

100
80
60

40

In#EHHIV-1 RNAR S
400copies/mLEA T D ##E DLEE
(%)

20

0 4 8 12 16

20

24 28 32 36 40 44 48

AEERE GE)

—8— 7 /N\AE)L (300meg 1 B 2 () /X7 (150me 1 H 2 B) JPRTPY (300me 1 H 2 B]) n=87
—— FSERISITTY (150me 1 B 2 A) [PRT T (300me 1 B 2 E) n=86

BE-1 m#R4HIV-1 RNAEA'400copies/mLEI R DEEZDHE

F7o, 48EKOCDAY 2SR OBINE (hR1E) . ARIGFABE S
Y APHEBETZNZNI50/mm’, 164/ mm*TdHh > 7,
AFN B O RINE FAFEBUAE 1365% (54/8301) ThH o7z ERBIERAIEL. B
47%(39/83M) HBRIE 5 F525% (21/83451) K O SETE24% (20/83f5l) Tah -7z
17.1.2 ;BSE MAEEER (CNAA3006) (VR
FHIVERIC X 2 IBBRER D H 54535 H ~ 12%0/NEHI VI GYIE #5205
Bz g e Ui ZEEREEGHERICB VT, 73 )L (8mg/kgl H2[E]) +
F 37V (4mg/kgl H2ME) + ¥ R 7P (180mg/m*1 H2[E) % HRH#E 5 L
7B (TANELGRE) HHVIE T I AR+5 37V (dmg/kgl H2E) +
P RT7 Y (180mg/m? L H2ME) & RS L7 8 (77 ROFHBE) 12, 2
N2 102 & 103610 BE S EIERICEI DT 5 Niz, ZORER, 48HEM
OREHRFIC, MEEHRHIV-1 RNAE210000copies/mLEL R I H
FRF (400copies/mL) IR Cdh - 7z BEOHHRIE, IBEFIA2EE & O mE
FICEN A SN, 481 TIEZNZN10000copies/mLEL R A336%. 26%-
BHBRALTA10%, <1%THD. TI L RHRABICHRTT NN A LG
FABOA NP EWHHIVEIR AR U7z (MEIANOEE G A Bh & U)o




70 1

60 -

50 1

40 -

30 A

T3#EFHIV-1 RNA /510000copies/mLLL T D
BEDLER (%)

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

>

REEE 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 AR 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 (180meim? 1 B 2 B) n=103
tHINOEEFOEMICED

—®—7/NAEN (8meke 1B 2 )/ 537 (4 melke 1 B 2 @)/ PRIV (180meg/m? 1 B 2 [) n=102
—A— 75ERIZZTVY (4melke 1 B 2 @)/ PRT PV (180meg/m? 1 H 2 B) n=103
feANOEEFIIHHICEHZL
X-2 [m3EHIV-1 RNAZHY10000copies/mLELT
X[F400copies/MLI T DEEDLHE

F7z. 4B DOCDAY »ISEKEOBINE (FRE) X, 7T RIHBED
-14/mmPE D Lz ozt LN H EVAERBEZ99/ mmi & L7z, 7%
B, 48 A L TCD4AY >/ SERE OB INE (FFRE) 3. 737 ELfF
RN T I RHFRABICH LEETH > 2 AEREIEA NP o729,
T NA VOB O BINE P FEBRBEE 1338% (39/102f) Tdp - 720 E72EIE
R B MEM20% (20/102/1) « FE5E6% (6/10245) J O REBEL O R E
5% (5/102f1) T&H = 7z

17.1.3 /@SS MAHHER (CNA30021) (BEA)
IBERREE D 2 WA OHIVEBRE 706 A R & UG E kT 5 =
HEMIEHE (S I 7Y 300mglHIElIE 7 7 €L > Y 600mgl H1E O
fFRICE A, 73 AEIL600mgl H 1Bl 58384451 313 7 /3 77 £)L300mg L
H2[a13% 5 8#3864) % Ehi L7z, %5481 1%ICHIV-1 RNA&A400copies/
ML TH > BEOLFRIE. 7N EL600mgl H1[EH5EE, 300mgl
H2EIE SRS BIZ2% TH o7z, SHIT, B E548EKICHIV-1 RNAED
S0copies/mLAIf Td - 7 BE DI, 737 EIL600mgl H 1 [El#% 58
H366%- 7\ H L 300mgl H2[E#5 58£4368% Td - 72 (K-3) o
F7o. BEAABDOCDAY) Y SEBOHEINE (FRE) X, Zh2n188/
mm?, 200/mm*Cd > 7z,

(Intent-to-treat analysis)

100 4 A 1[@E300me 1 B 2 E&5E

% | O 1 [H600mg 1 A 1 EiR5H

=3
=}
I

70 +

60 +

50 +
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30 +

M3EFHIV-1 RNAE 7 A350copies/mL
KBOBEDLLE (%)%

20 +

10 +

0

Bz 4 & 1 2 3 a8
AR GB)
##1)Roche AMPLICOR HIV-1 MONITOR
E2)IBEA RIS NS Z & < MEEFHIV-1 RNAEAS0copies/mLA&H
ZER L ORI NI BEOLE

X-3 M#RPHIV-1 RNAZhS50copies/mLKBDEE DR
aB, RABRICHB T SHBEEOENER-NITR L,

=-1 HEBRREOEN

TNAEN600mgLHLE | 7737 )L300mgl H2[E
T AR
FITIVVHITFEV Y|\ FIT I+ TFEL Y
(n=384) (n=386)
LARY & —ED 66% (72%) 63% (72%)
A b AR TR 10% (4%) 8% (4%)
HEHERIL L AH1E 13% 11%
ZOMOIERIC L HhEE 11% 13%

(n=Intent-to-treat analysis)

1) MEEFHIV-1 RNARA50copies/mLAi# (400copies/mLA ) & 7
D548 & THERFS NI BE DR

#2) MAEHHIV-1 RNAE250copies/mLA i (400copies/mLA) & 72 >
e GABRBE TICUNT Y FERI LIZBE,. VA ILAZENITA
BRI UIZEE, 74 VAN BRI A+5 s hizBE

E3)FEEOME. RERFTT 20 —7 v IARA, 0 b I LER, E
Ro#EFTE

BIERFEBSEE L. 737 EL600mgl H 1EIH#:5-8£T74% (283/384f) I

7N/ 300mgl H2[EHE 58 T72% (276/386f) Td - 720 F 72 E

ERIE. FEHEDE W [ZENZN19%(73/38461) . 17%(64/386%1)]. &

D[ZFNZN14%(53/384%1) . 17%(66/386f)]. BHELE[ZhZ2n16%

(62/384451) « 15% (56/386f5) 1 & ORNBRAE [ 2 2 4114% (54/38441) . 16%

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

17.2 SLERRGERARS
17.2.1 ERELERRSTHEERREIER

CD4Y >/ SBREAS500/mmPLL R O HIVIEEGWE B & 166 % M5 & LT 2

FHEA — TV HERICB VT, HEBFRFFOHIV RNAEOP5{EIZ3.41

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

1.69 logw copies/mL. 8% : 1.38 logi copies/mL. 128 : 1.34

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

BRI LT 0B e Bl s, RBRRIAES & RIKBIRR E OZETA

B TH->72(p=0.0010 Wilcoxon—fZARIEE) o

1

W FR{E
I MEEDE

(log1ocopies/mL)

M3EHHIV RNAE D
HERBAAED S DR (FPRIE)

0 2 4 8 12 16
FaENY (D)
E-4 MEFHIV RNAROHTS (hRIE)
7o, CDARDHR & # % & HEEBIGR OF5813243.4/mm’, R
fB13223.5/mm’ Td > 72 7%, BALBIER R (54 1638) 1013 CDARIZ Y
fE320.8/mm’, FHRAE365/mmIHAN L7z,

500

pdli ® : SRl
S| I : MEEDE
2% 0 |
2 E 300
£ 0t
m @ o0
2&& 150 |
e\-/ 100
H W so0
T
BEQ 0
L o B
-100

-150

BER B
E-5 CDAHDERFIBED S DE(LE (PRE)

BIVERFEBIRIL87.5% (14/1661) TH - 7z. ELENERIZEERE. EX.
FEHROCERAIRCTH > 7%,

18. EEXNZIE

18.1 {ERERF
FONNHEVIZHBEA TEEEBO A LR LZEY) VEBRICERE NS, /1L
RENLVZD VBIARREETAF 77 ) =) YBIIRb->T I AL
ADNASHICH D AEh, DNAHOMEZEILSE S LICKDHIVOHE
BAIHET 2, /- HIULRELZEY VEBIIHIVHEEERE 2 5400100
%—a—éIﬂNIQ)D

18.2 iU JLRYEF
T NHELOHIV-UIH S ICoEIFHIV-1 TBHRIZH LT3.7~5.8uM.
B Ry BRI 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-2%RIZ0 LC7.5uM T > 720 In vitro CNRTI
DIFI) T TLNI YIS, SITVY, ATV, F)RE
Wy FLTYEVRTY KTV, FEX T LY RREEEREZEEA
(NNRTDOXETE Y, RO ur7—EHREHOT7 > T LFELED
I IGHERER RO 5%, /2. b FMRMMEZRD 5 EELY
VUSEREBRWZIBEIC. KDBOWHHIVIERZRLEZZENS. TAHE
JUIZEIE TR DB A LV AERZRT LD EEZZ 515D,



18.3 ZEEIME
TN UTREZEOHIV-13 B in vitrok 7 N h e
BEBEDPODBESNTBD ., WINLPEERBEICMISAV, K65R.
L74VEUOYIISFOERPHER SNz, INOOERAZEL L&t &I
L0 TABENVEZEIZL/I0ITET Ul BRR ST BERR TIEIMI8AV R T
L74AVOEESEEICBEE SN, [7.15]]
18.4 3EMmIME
2L Lo 7N EOVBEEE R A2 S L -HIV-1#0 5 5 5@, in
VIO TSI 37V, V¥ ) IV RUYIL Y & E TR L TREMME 2R
L. —H. PRIV VROV LTI Vg mes R LY,
TNAENEHIVT BT 7 —CHEAE IENBERPELRL2EP26, @
LT EM 2R T AR ISR < . NNRTIS B ESEER O S5
RpHIENS, REMEEZRTARERITEV DEEZ SN,

19. BIRSICET 2RERNHR

—REIEFR ¢ 7N EILERESIE (Abacavir Sulfate)

b 2 % : (-)-{(15,4R)-4-[2-Amino-6-(cyclopropylamino) purin-9-yl]
cyclopenta-2-enyl}methanol hemisulfate

(C1aH1sNsO)2 + H2SO4

670.74

s 7 3
o T &
femEt

N
\> - H2S04
N
H

HN

N
)\\
2N N

~=H
CH20H 2

HE~MEABOHERTH S, b)) 7 LA OEFRICE TP <.
KIZRRBET LT, XY ) — VKRBT ) —)L(95)ICiEFI2<
Vo 0. 1mol/LIEMFE KR OFKER L 1) 7 LA ICET %,
Al #9219 (5 f)
ECR$(log P) © 1.20(pH7.1~7.3,

22. G
100%¢ [108E (PTP) X 10]

23. EE=Hk
1) DHHS : Guidelines for Using Antiretroviral Agents Among

HIV-Infected Adults and Adolescents. http://www.aidsinfo.

nih.gov/Guidelines/

HIVIGEH A K4 >, http://www.haart-support.jp/

HIVEGYENSEOF51 & . http://www . hivjp.org/

Shapiro RL, et al. : Antiviral Therapy. 2013; 18: 585-590
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26. BLERTEES
* %26.1 BHEARFEIT

'ﬁ4—7'\lb19'71‘5§'t it
RREBRAR | -6 |

* %26.2 BR5ETT
950V -AZRI54 Ve
HREEX KR 1-8—1
WBHEZIRTIH—R

(5=m)
CAUTION
Y4 7Y i300mg/ I 7Y LERGR
ERET2EETAN

¥ TOA—RIFHFRITHERL TS,

J1=TANVR T 7HR S

(i)
FRACIERS E LTE0<T0ZRAT2E. BHE
PET BIBAD BN T,
BRENRE U BESART AL ILERSE LTSD
<TDDORAEEITBE. ERBICHDDEEABEES
BRBANDOET,

ROKSBI[ES, IEIEBICIBLEMISERL . [RAZHILETS
REPESMETRZERIFTLEE L,

(K o700 haey e Y

2. TFECDADDII-TD552DL ED
IIV-TICHTRFDERDHEC OCIES
.¥ﬁ 1 B 5 &
CEN TRy
<RBIT, (5K, BRI RIEIDES . R
BN, DEDEH. BE
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