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1. B

BERUSMIARZEH UL TVBBETE, FFDRSHIEICK
Y, BEUBMFFRNBIRT 2BZTNNHBDT, FEDEKS
ZHHi T 2HEICETERT 5T & KICHERBEEDSE,
BT BB ENDHIDTEETSHIE, [9.1.1 B8]
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AAHND B UBBE O BEERED & 2 B
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3. #ERL - MR

3.1 #8R%

BRI e

(19 7 L) IL MY THZEYELT200mg
JUARERY, ATTVVBY T AT L,

AN InAl tiro—2Z, KR ATLVREICETF >,
BibFry >, HE25

3.2 RAEOMIRK

[T F vy IOECRER, K7 PABREHD]

BR-AP gmn7erm

G n

AviA § H

Yiz 45?% #19.3mm, 4% K6.9mm, HE K
30mg

Ao —F GILEAD-200mg

4. HEEXIFFR
HIV-1=2REAE

6. FiENUHE
WHE, BAIKIEIL Y Y E LTE200mg% 1 H1[EE
O#59 5. 48, #5ICBEL BT ORHIVEE /T
BHT &,

7. BENUHEEBICEET HER

7.1 REIOEDEATHAHIL N VHE2ETGEFEHHHL
TN &,

7.2 BHREREDOH HBETIIAFOMPBEN EFTSDT,
BREOE NI UT, ROBKEHEEZEREET 5. [9.2.1,
16.6.1 =H&]

VL7 F=v )T T2 A (Cla) B5 5
50mL/minbl _k KA 77L& HIERE
30~49mL/min KA 7L A2 2HBICIERS
15~29mL/min KA 7 7L E3HBIC] AR S
15mL/minzkii AR H T 4RI EES
BT B AR H T E4EBIC B S
BITHICRS T 2581, BIRES

7.3 MBEAWIEEREEEEL (NRTD 38 0& 2L —EDA
JEl%X, NRTRANCIEE B AW EEERIEEEIIHIV-17 07
7 —YHER%HT 23FIMHHBEEENT, HBLUTHEN
BV EPRESNTVAEDT, NRTIBEIOAIC & HIBETH
ERRO 5N VEEICIIMOEAGDOEEZEERT S &,

7.4 KEIOEHITEZ &7 A )L ZAZ0BEIZS I 7Y 0 R
LTWABDT, REIETITIVVZELEFIZHALLE N &,
Fio, FIITIVVEEGUHHIVEEIIB VLT AL AR
AEHNT, HIV-1EERZRETOMIIV/IZEIFRD S
N-Be, IV VERBIICEET A2 EDATHROLE
W TE R L,

8. EELERNER

A KEOFERICEL T, BERNOTA RSA D EORFOE

WESEIL, BEXIZNIIRD LB 2F ITIROFEIFICOWN

TELFBLARESEK, HFHIZZ L,

8.1.1 AANIHIVEBIWEDORIABEEE I &6, HFMAR
EYLE % & O HIVEGWE O R 12 £ S IR 2 FE Lt 2 Al RE
WD BT, KAREREIBEROFRREOZLICOVTIET
NTHYEICRET S &,

8.1.2 AHIOEHHEIC L ZFEICOVWTIIRED E ZARHAT
HbHE,

*8.1.3 FLHIVIEIEIC K AR 7% 7 4 )V ZMENZ, AN X
HMENOHIVEROGHEEERE RS T2 EMRENTVS
W, TOEMREETZEICHRT A2 EETERNI &,

%8.1.4 HHIVEED, MK%ICX 5 MEANDOHIVEGRO &Y%
BEREEZNEIPIFFEHAS N TW NI &,

8.2 KA ETHHIVEO ZRINABILZITo - BE T, REH
BEAERISERESRE SN TV S, BE5HAR, hEikas
MEEL, EREEO AL S TEEERERMRRRE (v anNy
FUILTEILAY T LY A, A4 MXHAATAIA,
Za—EVAFRZILLD D) FIIHT HRERICHSFEIET
HENDH B T, REREOREICHEVECREREE (F
RARPLRETUERE, ZFRMEF%R, £ - NL—ERE, 7R
JERE) BNEETHEOMENHHDT, 6 DIERZ T
L, BDERICIZETEE>ZEBT S &,

8.3 TYTRAREIIB I AAAOEYEHE I OB STV
WS, DEBIORERARUBREBEHIFAOT V7 ZAREICE
W, Con®D ERZTRET ZHENFFENTVADT, HBVE
PESMEEE2 &, BEHORBEICERT 22 &

8.4 TL N VY EVRAIDEKRHBICB W TREEESFEEL
FTORBEEIERANETEVWCENRBEINTWVS, ZORE
RZBREDO L ZARHETH 5,

. HEDERZEI HBEICHT IR

1 GHE - BIEREEDSH 5 EFE

.1 BRIFFR DA IV ABRZGH UL TV D EE

KEOBEG 2 HIid 5HEIC+IERET 52 & BRI
Raeaft L TWHBETIE, KElORSFIEICKY, BRIENE
FRRDPEMT 2BZNDH 2. FIENEEDOB G, BEELT
2BETND DD, [1. ZHE]

O O O

9.2 BikaEEEERE

9.2.1 PEERVEEDEREREDHDEE
FAElOMAREN LR 2. [7.2, 16.6.1 28]

9.5 Him

IR IIEIR L T W AR EEM O & 2 i1k, BB LEOFEREME
Dt E LA EHEENHBAICOABRET ST &,

9.6 WAR
EHEBISEAE, TLAMNYYFE YO FHITADORIT
PHESNTWSY, 72, WHEOHIVERERE X, RO
HIVEEGE 2581 578, FURICHAZEA W ENEE LU,

409304



9.7 IR
NREENRE Uz BRRFHERIIER L T,

9.8 SkE
BEOR, BRODEEDET, &HE HHESEZT2ICE
YA L,

1. BlfEA
WOBIWERDENS Z ENHHDOT, BEEZ+DIITVL, B
WO 6 NTIGEIIHE 2T 24 EEY 2 UEZITS T &,

1.1 EXRREIEA

N1 AB7 Y R—Y ARVEHLBEICL2EEDFEKX (BB

BERF) (BEEEANHR)
LT ¥ F— 2 2SR S A B b N 5 B RAER IR
EEY (7I/) P52 725—FYOAEMZ LREE) PRHH5
NBEEICE, KElO®KREZ—FPIET 52 &, FICHERD
BRETFZ2ET H2EFEIIBVWTRERT A L. KFlZE&0H
BAWERERARERO MM E I N6 OFABEICELD,
BEGABRT Y P ZARVCBEHILEICLSEEOFELR (B
FikE) 78, ZHEICZL|ESN TV S,

11.2 ZDfthDEITER

2%L1 2% AR

KRB KR OHE|ERME 2.8%) |EAEE, EIEH

= DEFMm/EHE,

EILATFUu—)

M, &

TErREE WREEE, AL

> O¥KE, YE RK—

BE, EEARLE

WEREE  |FEES TV HIERE, —a1—

(9.3%), oty —, EER,

R (5.3%), K= 2 — a8

AEREE (5.0%), |¥—, BERE

EELE (3.1%),

SERCE (2.2%)

BipmE TH (10.7%), |88, EH, B

=D (8.1%), %, BEEEmE, O

8% (6.0%), B, OR%E, 8

HILRE (2.9%), |IBiEE

TEM: (2.2%)

FE R UK T35 (3.8%) MEEE, =55

S i, R, 3

IE, BN, 5

s
HEER RO AR, PEE,
O A
— - 2EE[EIE (4.8%), BRE, %R
R O | (2.1%)
frofiae

i R ASTHEAN (3.1%), |Al-P#E0
ALTHE (2.9%),
M7 35—
(2.4%), CK#hn

(2.2%)
Z DAt A oI Bk O A RE | LR, RS,
(3.6%) {7 VI VHRE

(=i

13. BEkS
13.1 &
RANIIMAEETIC & D —EBrE SN 5. [16.6.1 ZH]

16. EYENRE

16.1 MoRE

16.1.1 HAAERERABHOF AR 5E 4% 2ZERICROKE LZ5E, T
LANYTHEYOMBEREEIHES] IBEZICRESMEIGEL, Cuakl
AUCIRZFNEN2.840.4pg/mLEUIL.54]1.1pug - hr/mLTdH -7z,
IAMYTHEYOEERITAEEZRL, REEOFEMIL, 10.5£0.9
R Cd - 722,

16.1.2 SAEAHIV-VELEEZ 2051 ARF200mg % | H B RE# S L%

O, EFREDOIL NI V7 E Y OFMEEFBREHERL 2 KUIRT . [
BRI 58] ~ 2R CCna T L7z, REHRSHOEFRE
T COCrax (9 EH#ERFSE) 131.8£0.7 ug/mLT, 24BRI%DAUC
(P 1E#EFEZE) 1210.0£3.1ug - h/mLTH -7z,
F7z, BE»64RRBOMEFEE N 7 EIEF50.09 4 g/mLT, £
PIERFI R OHHEI392% (HiFH83.1~106.4%) Th o7z 4B, &
Hl o REHR SO HE BRI, 25~200mgD F B T8 Al 2R
HHNT,
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0.01 T T T T T
0 4 8 12 16 20 24
B3R (hr)
Xl EERETOIL NI VY OMBEFRBEHRE (F9E95%FTHE
X )
16.2 IRIR

16.2.1 BEDEE
HAEAHIV-USEERZEICB VLT, AHZAEHE (£1,000kcal O =i
) CHICIRA UZE, Cradd29%E T L7225, AUCIKEEA2Z TR
ol

16.3 9t
In vitrosREBECTIZA N Y F DOk MY VST EAERIE, 0.02~
200 g/mMLOEEHF TL4%RIFETH -7 BmIMBEFEEICBWT, M
FRIEE I A M FFIRE O OFIE].0, MEEPEEICT 2/EEP
BEDDOFEZ4.0TH -7z GHEACBT 25E) o

16.4 {3
ILM) T OREBIE, FA-LEDOBILICE S -Z)LhF
ROT7RAFLULAT—O%R (BEEBDI%) &7 VruriBagicks
2 -O-ZVr7u= ROER (BS5BDI%) 7 5ib. TDMOREIX
RS TLzaL GEACBY 250 .

16.5 HEttt
KA BERICGREOREG LHE, T4 ) Yy oRG48RME T
TORBRAPIMRIZLL 5% TH > 7= (HARAIIBIT BEHE) Yo “C-
IANYVHEVRER, BE5RBIIRT (86%) &HEEh (14%) 152
LIRS N, HREEDI3%DIEOMENRBY & L TRFICEIRS 1
Too BUZIVTSUAPHREILTF 07075 A% LAz 8D
5, HRERAEE & RABEANORBEXOT A I L SHltARE S N7,
ZFOROEUCLBLOEtSh AL EM EBET 2R EEET D S
BLEAICB T 2 5) o

16.6 HEDERZEEIDEE

16.6.1 BR2EE
LT F=>27Y 7T A (Cle) 50mL/minKifiDd B H 5 W ILER
EREETAHRBRLEBETIE, B/ T7 IV ADETICLEDT L b
)Y FEYDCra RTAUCH LR L7: (BLEANICBIT B (F1).
(7.2, 9.2.1, 13.1 /]

K] BRERELZEITLEFIIBT 2 RHOBERSZOEYHE/ T

A—%
Cle | s gfqu;ﬂ?ﬁ Cos | AUC | CLF | Clew
(mL/min) (mL/min) (pg/mL) | (pg-hr/mL) | (mL/min) | (mL/min)
>80 6 107+£21 |2.2+0.611.8+2.9|302+94 |213.3£89.0
50-80 6 |59.8£6.5(3.8+0.9/19.9%+1.1|168+10|121.4+39.0
30-49 6 |40.9£5.1(3.2+0.6]25.1%£5.7|138+28 | 68.6+32.1
<30 5 |22.9£5.312.8+0.733.7£2.1| 9+6 | 29.5x11.4
BT %
BET S
KEEA | 5 |8.8+1.4(2.8£0.5/53.2£9.9| 64%+12 —
2BE
<30
A B
HHARE: —

F/o, TLRY VY EYOHRS, 5] SEELINICIEER 2B L, 3
BB T A2 EICKDITA N VY EVOREEDOK0BSHRES L
7o (MR HRE400mL/min, BEFTEIRE00ML/min). 7535, RERSENTIC
KDZL M) I EUDRETEZZ2DEPIIAHATH S,
16.7 EYIEEIER

BREAE CMEFICEDONTBEDIAMEECREL FRSETY,
ILNYYHZE VI NCYP4503 T/ (CYPIA2, CYP2A6, CYP2B6,
CYP2C9, CYP2C19, CYP2D6KUFCYP3A4) IC & Bin vitroZER
EHEL GNP 572 TLAMN) Y EYR V7 rBiaazE BEE
() Yy-5 DY VBV UOZIL NS YA T 25 —F) EHEELL
Motze INHDIn vitroEBERRUHER SN TWAIAN) Y E
COPEEKR 2 EET A&, CYPAS0Z M T AL MY VI LD
SH & OMEMER A C S ATREEIZE L,

BFERAGEE ZHRICTLAN)YFE ET ) AREL YV FaFL
TYNVEBIE, A VYFEL, YL T IV VROV RT Y EOHAEICE
JHEBEEOFMAEIT o720 HHAESTLA N Uy OEYEIREIC



RIFTEERCTLN) VY PHAEOERYBREICKITTHEICD
WTER2, IR (AEANICB T 2R08) o

F2 PFRAERSROTL N YUY OFEYFRE/NT A — 5 BLR

ARy fuEIGE R/ FEHF RO L N Y &8
o Bt = yygywu C Y OEMERE/ ST X — 5 LR
OHE T 0 (%) (90%({F X FH)
Chmax AUC Chin
7/ RE)L | 300mg | 200mg 120
Yy FuFv|1H1E | 1HIE |17 < < (112~ 129)
V7 )VEREE| THR | 7THR
< oy | 800mg | 200mg _
I FElL 1E 1] 12 =4 =
_ =25+, | 40mg | 200mg _
YV TT Y L] 1] 6 = =
300mg | 200mg
YRTYY | 1H2E | 1HIE |27 < < <
7THR | 7THR
LR, AL e, HHARRE: —
F3 ILMYVYEVEREROHAEOENIHE/NT X — 5 E{LR
TAY Tt AR e /FE BRI D R D W)
e CidaiE S Sy Bl | ByRE ST X — 5 BALFE (%) (90%(F
DHE DR b4 )
Chnax AUC Chin
7/ RE)L | 300mg | 200mg
Yy 7uF| 1H1E | 1HLIE |17 < < <
V7 I)VEREE| THR | 7THR
< sy ey | 800mg | 200mg _
{rIFEN 1A 1 12 = =
_ =25, | 40mg | 200mg _
PFZNTI L] 1] 6 < <
ey |3%0me | 200mg t17 113
Tr7ze | 1P (o~ 1g) (15~ 10| €

bR, RE o, BHEARRE: -

17. BRERALHE

17.1 BMMERURSMEICEY 2R

17.1.1 /BHEMAEEER (01AHER)
ML a7 VARICE BERERBBEOBESTIOE RIS, KA
(200mgl H1E#HE) &4V ¥ ) v v ROTT 7 EL Y 2 AT 5%
HE, YU T I EHICVY ) YU RUTLIT 7 E LY EHHT HE
% & ZAGERR GO S — EE R C B L2,

BEOFERII36R (HFH18~695%), SV BETHD, HAIX52%,

TT7VHART A HANIEL6%, &A=y 71326%ThH - 7z, REEFE
FEDFCD4Y >/ SERkEL1E318cells/mm?® (#ifH5~1,317cells/mm?),
MAEFHIV-1 RNAEOFREIZ4.9l0gwcopies/mL (&iFH2.6~
7.0logcopies/mL), IM#EHFHIV-1 RNAE A >100,000copies/mLoD &
F1338%, CD4Y ¥ /EREAY <200cells/mm*D B EIE31%TH 57z i
BRBRIARASEDFERZRIITTR Y,

£1 301AGBRERARRBAER (48EFTE)
YN T I
T e T
(285431)
ey [HLV-L RNAE <400copies/mL, 81% 68%
HIV-1 RNAE <50copies/mL 78% 59%
JRh I 3% 11%
FETHI 0% <1%
BHEHZRIZ KX AP 7% 13%
ZOMOIERIC K B IEFIE) 9% 8%

1) M#ERHIV-1 RNAEA <400copies/mL (Xi¥ <50copies/mL) 22V HERBA
AR F THERE L T 7 RER]

1¥2) M#EFHIV-1 RNAEAS <400copies/mLIZZE & %2 5> > 72 REBI R OE - 7258 ICH &
7 U7 5ER)

13) BEBHORAER], BEHRHICXZWER, RERRM, 7ok I— L RESFHI%
HERFAHEAGEDCDAY YN OFIGE IR IE, RAIKRGEHT
168cells/mm?, $ =)L 7Y > #HFE5# Tl34cells/mm*TH -7z, £7z,
BRBAIRRASE £ TICCDCHECHER & # 7 ICHIR L IERIL, KAIRS
BECABl (1.4%), H=VT7 2 HBERTIF (2.5%) Th-o7z.

17.1.2 BN E MAEEER (3035ER)

RESIANCT I 7YV 2ETH L b4 )L ARO3FFREE (53
TIVAFZNTIVRIEY RT Y v+ uT 7 —YREEISIEERR
WEERERIHESE) 2 12EB ERU B0, MmiEFHIV-1 RNAED
<400copies/mLD EEAOF 2 xt5IC, 527V (150mgl H2[EHE)
kT 2GR, ET I TV ERA 200mgl HIEES) AEE
THREHOVTNLIC] 1 20 R CEE L BIERICE D MIFT, 48E
MEOZMHERIIEFEHRRBRTHE LY. 4B, INTCOEBEIEEOL
TE U7 ZR#%E (Stable Background Therapy @ $= V7Y > &y
F7orv+7us 7 —CHEEI B RN EERARIIESR) % ik
L7z,

BE OFE R 34278 (HFH2~805%), 86%MHMETH D, HAIZ64%,
TT7UNRT A ANIE21%, &A= 71313%Th -7z, REEFH
B DSEHCD4Y) S ERkE1E527 cells/mm? (#iFA37 ~1,909cells/mm?),
MEEHFHIV-1 RNAEOHR{EIX].7logwcopies/mL (#FE1.7~
4.0logcopies/mL) T#H->7z. FLL b a7 A )L ZEIZ K 2 FHAE Ok
HLEAR O RIEIX27.6 0 A TH > 7z HEEFBRASEDRERZR2UTITRY .

2 303FBIERHERAGR (48EETH)

. eI Iad
R (294f1) B
(146)
A HIV-1 RNAE <400copies/mL 7% 82%
HIV-1 RNAE <50copies/mL 67% 72%
) 7% 8%
i 0% <1%
HEBERICE 2HIEA 4% 0%
Z DM OIEHIC K B LT 12% 10%

¥4) M#EFHIV-1 RNARA <400copies/mL (31 <50copies/mL) (2% 0 sXEERIA
%ABE & THERF L T L I RER]
1¥5) MEFHIV-1 RNABD <400copies/mLICE & 7% 2 o IEFI R OE > 12 ICH B
7 U7 RER
E6) BEEIARES], BEREICKZBEM, REARA, 70 b LAESFIE
B IE%A8EOCDAY Y RRB O TFHEME L, RAZSEHT
29cells/mm?, T I 7Y v#EERT6lcells/mm*TH -7z, £7-, RERF
1612488 £ TICCDCHHCIER Z # 72 ICFB L REGNE, RAFRESHT
251 (0.7%), T I7 Y BEGETAU (1.4%) Th oz,
17.1.3 ERREIEAER
20 DERKRAETI0IF O BEFICIHSD 72 D25~400mgD T L~ e
ZHSEEE LCI0~ 4EBRS L, T4 N Y0 0in vivoigE%
B L2, RBKRENZIRY A LVAERAPRD 5, MmEEFRHIV-1
RNAB ORI D 5 OO REIL, 1HRESE25mg (1H1E#H
5) ~400mg (200mgl H2[E#%5) <1.3~1.9logcopies/mLTH D,
200mgl A 1[E#%5T1.6~1.9logcopies/mLTd - 7=,

F7) AHIOER SN2 HARIZ200mgTH 5.

18. ZEREIE

18.1 {EFI&R
ILMYTHELE, YFIVOEBRX I LAY RFEMAETHD, Mia
WEZICED Y VEMESNIA NI VY EUS -=) VERER 55, TA
M) THEYE -ZY VERRHIV- 1 EEEREORE THHTAF V¥
FIUS SV VEBREBAT AL, RUHET A ILVADNAICED A E
N7=#%Ic, DNABBE.2EIESE 52810k, HIV-1EEBREDE
HAEET 5, HAEODNAR) AT—Ya, B, ekRUFI+arRY
FDNAEY XS =Ly Ilwfd 2T L NP E VS =Y VEBEOEEE
EIECEIRRN

18.2 I A ILRIER (in vitro)

b NSRRI, MAGI-CCRSHER MR ORI BA% a2 A
W, HIV-1OEBRERKOBERDEERICETS2TA M) 5 E D5y
A IVAEEZEFHUE Lze T4 MY ¥ DECHEIX, 0.0013~0.64 M
(0.0003~0.158 ;1 g/mL) DEIFHTH - 727 ¥,

18.3 EAIME

In VitrolZBWTIT L MY V¥ ¥ UEHIV-1# 25872, 26 D7E
HROBEFEBITICED, TAM) VI EVIIRT Z2EZEOETE
HIV-1¥EEEBEFREE T OMISAV/IZER & ORI BEEENSTRD 51729,
ILN)VH Y RBRESIIMOTL ha A L A E HRERS L
BELD, TAMNY VY EVIMEHIV-ISSEHS ATV S, fiL b
O A AR BIREE REBROBEZNRE LERRBE T, v
AN AENERPRDEN-BEDIBBL S TS NI A ILAT,
MIBAV/IEEPFRD 51Tz

18.4 3=
INFTI—HOMBRAYEERREEEOMICIIREMESRD 5N
TWwb, TLHN)TYE VIR (MI84AV/I) X5 I TV VRUTIL Y
T I LTREMEZ R LD, V¥ ) vy, Y=L TVY, T
AN, VRTVVRUHEEBRRAYEERREER (FoELYY, T
T7ELYYRUARETEY) It LTidin vitroTEZ 2R L7z,
TNHEN, V¥ )T, TIRELKRIFILIZE L DIin vivoT
BIRSNHKSRERZHT HHIV-108EKTIE, T4 MY Y FE IR
THRZHOBETAER SN, YR TYVEEER (M41L, D67N,
K70R, L210W, T215Y/F, K219Q/E) X3 Y% v v HELER
(L74V) 2#BT BTN AIZ, TLN) T EUIIRT 5RZ M2
U7z FEMEE RS SRR IHE RN L BE O 5 N 2KINBNERZH
FAHHIV-11E, TA M) IR LTEZERZR L.

19. B CRET EEZNAR
—MB2H : =2 b)Y > # ¥ (Emtricitabine)
{£%%& : 4-Amino-5-fluoro-1-[(2R,5S)-2-(hydroxymethyl)-1,3-
oxathiolan-5-yl]pyrimidin-2(1H)-one
DFR ¢ CsHFN:OsS



PFE 1 247.25
% R EE~HBEACORRTHD, K X¥ ) —LILBEFRTL,
T = PUIICIETICL L, EEBRA Y 7a EILICHED TET

1I2< W,
EFBER -
NH2
N= ‘
e
HO—. O

L= SIS
DECEREL 0 -0.43 (A% ) —)L/K)
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24. XEREERERURELWEDEE
FUYT K- H A 10y AHAEH
AF4 AN R=- vy —
T100-6616 HEETFREXAON—T HIE2S
T RNIFIaIHTIAY T —
79U —=%47) 0120-506-295
FAX 03-5958-2959
ZAHRERD 0 9:00~17:30 (4 - H - HARVSHKAZKEL)
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26.1 SLEERTETT
FUT7RYALI IR
RRETFRERADHL-9-2
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