w3 20234 8 AEET (56 3 iR)
*20214F 6 ATkET (85 2 hR)
I | EIRRT
ARHHEAR © 488 H

BAEEE RS
87625

AEES | 21600AMY00073000
G Al 20044 4 A

DA I 2L EEER
F/RE IVTFOF VIV T IVEGE

EIES

W PUYP—REE300 mg

Viread’ Tab.300mg

I) FE—EMEOLFBICLVERTS L

(¥J GILEAD

1. s

BEUEMARZEH UL TCVLBREBRETIE, KAEDKZRSPHIEICK
Y, BEUBMRNIBMRITZBZENLAHZDT, FFHDKRS
ZHH T DESICET0ERT ST & KICHENBIEDESE,
B LI BB ENDHBDTERT DI E, [9.1.1 8]

2. B2 (ROBECIFRE LBV L)
AH DGR UBBIEDBERED H 5 B

3. #ERE - MR

3.1 #8R

BRES |7/ AEL YV TR LT < )LEEE300mg
(188+) (F/FREL YVFuF)LE LT245mg)
ZaAHNAu—ANa, L, A7 7Y VBMg,

Nl tra—R, TN T LT T, TS,
vaxu—2, BtFryr, vITEFY
3.2 HEIDMR

MR - FIFE D TVEGROT A LLI—T 1V THE

TE {B

fsi]
PA X F2 #17.0mm, %2 £910.5mm, ES £5.0mm
Ao — ¥ |GILEAD4331-300

4. FHRENIFFNR
HIV-1E5LE

6. FENUHE
WE, RAICRT/ AEL Vv T7aFy L7 )LEEEE LTI
[300mg (5 /AL ¥V FaFy e LT245mg) #1HI1E
BOKET 5, 28, HEICEL TEILTOFHIVIEEE HiH
T5HIE,

7. BERUHSCEET 5FR

7.1 BREREOH SBHETIAFOMFTREN EATHDT
BREDETIZIEUT, ROBEHEEZHLET 5. (8.3,
9.2.1, 10.2, 11.1.1, 16.6.1 ZH]

(78];3’7’“——/7‘)77/1 5

50mL/minkl_E AAENEEZ 1 H1[EFS

30~49mL/min AFNNSEEZ2H B EES

10~29mL/min AAN$E % LERIC 2615

MRENT BE AFINE% AR IC1EHSE) i3 BEN12
R OBITHE TR ICAFI$E 2 %5

W) MBS

7.2 KEIOBEH S TH AT ) AEIL DV TFaFy LT v LEE
REUCEFIEMEA LW E, 72, /AL 757253
R7 v VEBEZECRAICOVWTHHALZVWT &,

7.3 B RMEERRIEER (NRTI) 3o 0OAZHWE—HO
HEIE, NRTIREDICIEN R RS BB AR A ER IHIV-17
o7 7 —VYHEEERZHET 23T HABEELRT, #BLT
PRBENC EPRESNT WD, /o, AT AL AEDOFH
BESTVWEEICHL, KAIEDY ) vy, IITIVUXIEE
HlEsIT7Vy, PNAELO3FEHHALIEIEHREICED, §)
HD ™ A L AZNIEED RN EHE IR 5Nz & DRED

HBDT, P74 NVAROHERBRES 2 VWBERUHAERS
IZ0f L CARBIZEHT I, ChsDlAEDLEDAIC
KB BBEILETS L,

8. EEREANIR

8.1 AREIOFMEAICKEL T, BRANDOAA RT714 VFEORFOE
WESEIL, BEXZFNIRDZEY REFIROBIEICON
TELFHHELARESLLE, FHIAHL,

8.1.1 AANIHIVEBYYEDHRIBBEER TII AW &6, HIR
YYE % & O HIVIERYWSE O E IC£E S B % F95E L 1T 5 T 6E
HWHDDT, KEFSHBEZOFERIEOZEIZOVTIZT
NTHEEICRET A2 &

8.1.2 REIOEMHREIC X AHEIIOVWTIRIRED EZARHT
HBIE,

8.2 REIZECGHHIVED ZRI AL T - BE T, REH
BESERIVERBEPRE SN TWD, BEHAE, Rkt
AEEL, EREEO AL S TEEEERMRRE (v anNy
FUILTEILAY T LY A, A4 M XHTATAIA,
Za—EVAFRZILLD D) FIIHT HRERIGSFEIET
HTENDH D, T, REKEOREICHEVEHSRERR (B
RARPLRETUERE, SBFRMEFR, £ - NL—ERE, 7R
JEXS) BPHERT 2 EOMENHZDT, s ORI
L, DERBICIETZAEEZEET S &,

8.3 AFRERICZ LT F= o7 UT IV, RERVREAD
BMEZEMRT S &, o, AFRE/RDEHNLZBRESICEK
DEEOREZERFELBEI S L, (7.1, 9.2.1, 10.2,
11.1.1, 16.6.1 ]

8.4 7 )R Yy TFuF YTV ILBIEE SO ZHIREEES
EBHBT-72EBFHICBWT, BHERENSEN, KEEHETZD
EBRZE LIEAPREESNT WS, ERHRESEICIZERN
ICBEERBEZTOSEZERDVICERL, BREIDOOSNL
BEICEETZABEZITO . 4B, FFHORBICBWVLT,
44A OBEGIC K 0 JEfE & KRB FEHROBEEOBD N RS
nNTnws, BEEORD LZBEOKRED L, BERIBK24~
AGEBICPTTHIEL, DBI4GEEE TRREL W,

9. BEDEREZEIT2EEICHATIIER
9.1 BHE - BIEEEDHDEE
9.1.1 BRUFR DA IV ARBRRZESHU TV DI ESE
AR OHG 2T BEICIE+EERET 52 &, BRI
REGHLTWDIEETIE, KAOHEFIICKD, BEEME
FRDBERT 2BFNDDH 5. FICTEREEDSE, BEELT
BBENNDH 5. [1. ]
9.1.2 BHEEEEDURIZHEIT2EE
B > OBEZERT 5 &
) BiEeEESEE
2.1 PEENVEEDOBKEEEZEDSH 2 EE
KElombEEDS FRS 5, [7.1, 8.3, 10.2, 11.1.1,
16.6.1 Z:H]
9.5 i¥i®
R IR L C WA TATEER D & 5401, BB LA
Miakte s FE2 EHM S NAEESICORBET AL, Y
HEE (FL) ICBWTT JAEILORBRRADBITHARESNT
nal,

O O



9.6 =7LIF
HAZBISELIE, T/ AREILDOL AT AOBITHHRE
ENTED?, §WER (v ) IZBVWT, AitdhA0BT
FHRESNTWVWDS, 72, WHEOHIVEIERE X, ALRD
HIVER 28T 5720, ARICEBAZEZ LW ENEE L,

9.7 INE

NRFEZ R E U BRRHBIIE/ L Than,

9.8 St

BEOR, BRUOKEDCEKT, &FHE, REEZ-5ICE

I D&,

10. HEEA

10.2 HAER WHRICEETRIL)

TAHEEIIE, KAlE
7 & FENL300mgE
J b FELI0mgE &
bILRET B ENE
EFlLw, Fiz, KA
FOEEEREZHERT
2BENDH B,

BRI AE BRI - B A W - fEERT
MRS R R EA] V) VVILEBZEE|VY )V ODAUCKY
DA HREWRT 2 BZ N CoaP ERT S,
[16.7 2] NHBEZDT, V¥
VORFBREERT A
Eo
HIVFu 57 —YHEE| 7Y FELDREN T FFELOAUCH
Al BT T 5B ZN0525%, Crax?21%, Cmin
T FEREBIE 20T, KEET Y| HBL0%ETL, 7 /K
[16.7 ZH] FFrELRBEZHAIELOAUCH24%,

Cmax?¥14%, Crmin?322%
ERI %

HIVZu 57 —tYHE
Al
| Bl <l 2R B N o
<)%

KR L2 EEERE
WRI 2B TN DD 5,

T/ RELDAUCH
32%, Cmin?’51%_EF9
2o

FIFEIL+Y hF
<)%
[16.7 1]

HHCVA
LIYISAE - VK
AT

[16.7 B8]
HIVZu 77 —YHEFAICL2EEREREZ|T / AELVDAUC,
Gl T BBEND DB B0 |Cuas X O Cun LHF

%o

[16.7 2]

HUo AV 2 LEBEA] | 2 S O FAISUI AR | FRAE ~ O REB X 12
TyruEl, NI LHAEEREZER LV N DAL
YUUCIERRIE  |TABEINNDH B, AT 25, PRtk

YA M A HTav AL BOBRAICLD, Bt

AMEAEFREA] MEEL, IN5DH
Hryraen, N Al XA A o 1o Hh i
VAT 7ae i PERTHBETNNH
FRIES %o

BEtrHE I A fERIZE T2 EPE | BEEzA T HEAIL

(7.1, 8.3, 9.2.1,|F Ly, BEREREORRRET

11.1.1, 16.6.1 ] L%,

1. BIfeR

ROBWERDPEHEND Z ENHHDT, BEEZFFIITV, BEF

RO LNIHEII3RGE2PIET 20 YR LEZITH &

1.1 EXGEHER

11.1.1 BARENIGEEDEHKEERSE (1.2%)
BEREA2, BA2, SHERE, EUBRMEERERSE,

77 v —EREEE, SEBRMEESE, THRAENIZER
HOEEOBHERENSENSZ EAPHHDT, BHEREEEIC
BEDVSRDONTHEIE, BEE2HIET 5%, #@ULAES
T2 &, BICBHREREORENH 2 BELBEEREOH HHE
BIDBHEEINTVWAEBETEIEFRT S &, [7.1, 8.3, 9.2.1,
10.2, 16.6.1 ]
11.1.2 B&BX (0.2%)

me7Is—¥, V3=, me Y 7Yt REOREMED
ERADPHENTBEIZ, BEEFILT 2%, @Y LRAE T
5T &,
MNA3 HAE7 Y R—Y ZARUBHABICLD2EEDFEKX (B8
BRBT) (BEEEANER)

HEET7 > F— ¥ A ifasE s g b N 5 i RER M E
BEE (7502725 —FY0aEELASE) PREDS
NBEEICIE, KElO®KREZ—FpIET 52 &, BICHERD
BREFZ2ET HEEFEIIBVWTRERT S &, HE (X7 L
F ¥ RRUEEBEEERE) OBMES XTI NS OfFHEE
&Y, BEGABET Y F—Y ARVEMTEICL2EEDONF
fEAR (BEAGAT) 7%, LHICB<BEShTW5,

11.2 ZOfthDEIER

2%L) F 2% KT SEEEANBEED
R RO F 2| EMBOE (3.2%), |BI LV ATu—)VIL|{EY B IME,
fRE HERD (2.1%), i, =SAEIE & H Vv LI
KRERF OB 516 /& fE, FERA,
T (2.1%) 5 PR IUAE
TR E 5 DR, EEREE,
YR =R, iR
B, A%
HREREE  |TEE (5.6%), SEEN ERE, KA | RRESUR
B (3.7%), H#M 1 —a/8F—, B
HEV (3.4%) HEYE BEELE,
EHR, =2 —us%
F—, BEEYE, E
B
MRS, F9ER KRELR, RK, TH|\IFREEE
KUKt RS BE S
BiBmEE D (10.5%), TH|ONEZE, BBE
(9.1%), &R (5.2%), |&, (Ff, 77 5%
BH (4.4%), 8BEB, B, B<L
(3.0%), HILRR|V, EEEE
(2.3%)
FFARE SRR E FF %% RE B RF, AT H%
HERE
R UK T #E (3.3%) D FERE, ZWIE,
A E BERE, ®BE, &
&, FERIR, B
ANIVRA, BEEMYE
HEY
B RR O BRE (2.1%) e, BASE, BB BILE, 3
e kRS R, IREERTE, M| A SF—
fist
— % - 2B REENE (6.3%), KIBRBE, ME, ¥
EROCEESE|FE (2.4%) B, BE, KEEE
RLOIRAE fiE
g PRARE ) CKH#E (12.3%), |MF VL > #|US ¥, 1
M by Z Yty R, s YD, R, AR, 0
W (7.8%), IAF|AI-PHEAN, M/MR|1Z VT F= 8
7 3T — ¥ # e f, y-GTP#Ein
(7.5%), ASTHM
(5.1%), ALTHEm
(4.3%), WFHEREL
WA (2.4%), REE
(2.1%), mH7 K
RERE (2.0%)
Z Dt BR, HEEY, 2|7V LF-K
R &, EIE

E1) TRROMAE, BRREEICTHRESNEIEA
E2) BRBEIC OV TIEZ L — R3KLU4 (NIAIDGHH) DRMEERE

13. BEKRS
13.1 W&

FANGMPBENTIC & O —#rES NS, [16.6.1 Z&]

15. ZDMDEFE

15.2 FEERFREAERICE DL 1B
VI AEAVLASARERE QFR) 8w, BRHARI
BiFst hO2GBERO16ME T A RRES EEE I
HUIZEDMENDH 5,

16. ZRYIBHRE
16.1 MR

16.1.1 HAABERABEICAAB00mg % BERICRORS LzEe, &
BIOBEERA TH BT /AL OMEFBEIL].2+0. SRR I Rl
IZE# L, CoaXUAUCIKEN2N212+43ng/mL% 12,197 £516ng -
hr/mLCH o7ze 7/ RELVOBERIETHEEEZRL, BAEMEOLHELIX
15.1£2. 30 TdH > 72V

16.1.2 SHE A BRI AFIZ00me % 2R L ER O 5 L 7235 &, 7/
RELOMEHEEIX].0+0. 4R ERICKREMEICEL, CratUAUCH,
Zh2Nn296+90ng/mLK%U2,287+685ng « hr/mLTH -7z, 7/ KK
VOB, ARIOBGEAHT5~600mgDFE 5V T AR A
L, £/, REBRSICEXAEEZZT RN o1,

16.2 DRIN

16.2.1 BEDORE
KA ZEEE EGICRA LB 0REMBRIL, ZERRSICHELA
BaZ#I ko727, SENE (F700~1,000kcal, 40~50%75 A5 A
FR) fERRICARIZIRA L2BE1clE, 7/ AELOAUCK U Crald,
ZNZTNHIA0% K OFI14% EF LTz AF300mgz 1 HIEI &% RIERS
LIzBED, 7/ RELDOCuak AUCIE, ZNZN326%119ng/mL
T2 03,324%1,370ng - hi/mLTH > 72 (SAEIAICE T 2 ) o



16.3 910
7/ AEI1.0mg/kglk U3.0mg/kg % BEARM 1% 5.4 O TE HRE T O 1R
BRI, ZNnENn1.320.6L/kgKk.2+0.4L/kgTH o720 T/ HEIL
Ot PMFERCMEREAFEAE (in vitro) 1&, 0.01~25ug/mLO T/
AELBEREICBWTENZN0.7%REROT7 2% RETH -7z (4t
EAICBI BEUE) .

ED) FAlOER S Wz HARIGEOREG300mg TH %,

16.4 {34
ARHIEER D 2T ) AEVETEHVIATIVETO RT Yy I THD,
BOER%, BPIcT JhELICREISN, ZO®BMBNTT )k
L) VEBICREE N D, F/2, in vitroREA»S, T/AREL YVTS
OF VIR GT ) AREEWT NS F b 70— LAP4S0DEG TldR T
EMRENT VS HEANCBTSHE) o
16.5 Pttt
AHI300mg % ZZAEHE IR %S Lo, BRE5248BEETOT /) AL
DFRAPHEIRIF24+£4%TH Y, Clienald287£64mL/minTdh -7z (AA
NZBT2HE) Yo ARFIB0mMg# 1 HIEA&#RKERORS L2, &5
ED32+10% (7 / FEVIRE) H24BRNAICRFICEIRS Nz, £
7z, T ARENLEBIRNES LGEE, BERED70~80%A57 25 £
TIZ, T/ARENELTRBPICEIRE Nz, T/ REIUIE, REMATEE
EIRMEAOREHERIC L DBt NS GLEANCBIT BHE) .
16.6 WEDEREZHIT DEE
16.6.1 BALEE (919:15)
BHEREL AT 2EEEZTRIC, AAB00mg%E HERE Liz5E, 7
L7F=>27) 7T YA (Cla) A50mL/minskimd BEF H 2 0 ILENT
EREETAHRABRAEBEIIBVWT, 7/ AELDOCrak FAUCH I
AU UEACBT ) (£, (7.1, 8.3, 9.2.1, 10.2, 11.1.1
13.1 8]

E

s

HEI R/ FEGEREO T /) R E
. e | B ORI S A — 5B
P | DIRROME |y (%) (90%/EHIXRD
Com | AUC | Cum
IALMYTHE 200mg
> 1g1m, 7am | © < °
N N 1,250mg
2T 4 FEL 1B2E, 14H0 29 < (=4 (=4
FFFEL+ | 1,000/100mg 123
yrren | 1gom, 14gm [P IR
PRI s0momg || 12 t2 t37
o 1 E 20 (18~ 14| (110~ 135)| (119~ 157)
ma TR |, 14 135 rar
o258 | o0/a0omg (137~ 158) (129~ 142)| (138~ 157)
LURAEL - | 1BIE, 108k
YARATENE = (tsﬁ?m (14215?59) <149T~5?7o>
[10.2 18]
| Sovamg | | 179 t98 1163
oy s | VELE, 14ER | ' (150~ 1104|177 1129|1132~ 119
| oamg || 13 t40 1ol
oy s | LEIEL 08B | (125~ 139) (131~ 150)| (1741110
| vamg || tel tes | 1115
oy s | LEIEL 08B | P (151~ 172)| (159~ 170)| (1105~ 119

EF Y, ER, AL e, REH: -
1¥3) fAE60kg R : 250mg, 60kgll E @ 400mg

F4) 7HYYFUERBEE, U NFEL, TANJIHEY - FIREL VVTUFRY
7 < VERERL & 8E & OB

Rl BREMEZAT 2BHICBT 2HHORERSROENHE T HS) FATEL T8 <L, ) R FEL, TARYYEEY - FIREL VY
RA—% TuF VT < VERERL G 8E & OB
CLer ] Cmax AUC CL/F CLuenal H6) T77ELYY - ZANYTVAEY - FIAREL YVTSaFvILT v I VEBIERE
‘ 4 i . < $t& OB
(mL/min) | ¥ | (ng/mL) |(ng-hr/mL) | (mL/min) | (mL/min) BT) U LECY AR - 7 AU DY FOE LTV - TA RS
>80 3 1335.5+31.8|2,184.5257.41,043.7+115.4] 243.5+33.3 AL DO
50-80 | 10 |330.4%61.03,063.8+927.0(807.7£279.2| 168.6%27.5 H8) FAF/IEA+ILRISHEY - 5 REL IV TOE YT LEE A
30-49 | 8 |372.1%156.16,008.5+2,504.7|444.4%209.8| 100.6+27.5 IR ey
(12 <238(; sy | 11 |601.6%185.315,94.747,023.0(177.0+97.1| 43.0%31.2 %3 A (300mg, 1HIE) HESEOHEREOREMER T A — 5 Z 1R
my— fthEOF FR g/ FE O R D HEFZR D
FIE LIRS | sk BEIST A — LR (9
#2) CLa'10mL/minskifc, BT ->TuALEHICHY 2RMBEE it sh P HREORE g Emﬁ]é%;;ﬁég?X(é)
TV, oG H
: Crmax AUC Canin
7B, MEENTIC K SRERII54%T, KAHI300mg 145 5 K1 I ZARFE
s 300mg t12
DIPHENTIC & 0 S BOFIN0WHIRE S Nz, TAAEN = 8liii~10)| © -
16.7 EYHEEIER NN 150m 124
= 2 FITIVV & 15 (=3 =3
In vivoll BLWTRH S NHBE LD 22 ICEmBE (930065 18 h 1H2E, 7HME (134~112)
W, FJAELIEE R k7 O—LP4505 TR (CYP3A4, CYP2D6, IF=LIRAR
CYP2COXIZCYP2E]) %A% L7ah 57245, CYPIARDTARIC (6%) e | TIF
PR L7z, RIS | ) gz | D] @ < <
KA EERIEAE ORI LB, EMBRAOFBETRIORYT (F2R 1H1E, 7HFE
=) trvren | a2 | © ©
Fiz, RUKHFE DY ) v EOHEMEAZRT. [10.2 2] R : A
RETEN | 400/100
#2 PHHERSOT ) REL (KFI300mg, 1H1EES) OEyHILE S U RFEL me lu|l o o &
7 X = B{LE (0.2 % | B2, 146M
HAIGHRIR/FEGI RO T ) AL TospLyuy |  o00mg o - -
" womy || VOBMBE S — 5 (% 7=V BE, 148
PIFS | GFFROME |y (%) (90%(RIRER) FEHTEL | Amg_ || 42 | 15 | 140
Conx AUC Conn [10.2 28] | 1H1E, 140/ (127~ 1 14)[ (4130~ 119) | (48~ 1 32)
FAREL 300meg 8| o & - TOTTENT] swn0omg |1 48 | a5 | 4o
L] (0025w | VELE, 42808 | | (150~ 15)| (142~ 13) | (146~ 110)
537V 150mg 15 o & = =
VY 400 o 1[g]
(ReiEF) me 25 o o 7FRELER 10mg »l o o B
[10.2 B8] el Fon 1@
vF Iy | 50bBuR TARUTEEL  200mg & 120
(HIEEHI&H) 400mg™*) 14 = = v 1H1E, 7HME (t12~129
[10.228] | 1H1E, 7HMH AT FEN | 1,250mg ) @ © ©
g 800mg MafkEty | 1A26E, 1487/ © & &
TYTEN | imam, 7am |Blus-t)] € © v t2 | 19 | 14
arFeL - 1,000/100mg (16~ 141) [(112~148)| (123~ 176)
YERTEL 420/10(1)% 2 (TZST 3?38) m; 5#66) Y ey | [HAE 4R S I o 123
[10.2 58] H2E, H (13~146)
NN 600mg FLFEIL 300/100mg 116 121 124
TITEVIY g, 14mm |2 © ° [10.2 2] tE2E |2 e~ 1| (s~ 159 (10~ 169)
TEFFEL 400mg 3 124 122 L5 R, RE o, FHRGE
[10.2 H8] 1H1E], 14HRE (18~120)|(t21~128)|(115~130) ¥9) HIVEYUEREZFICBWT, AANCT ¥ F E)L300mghk ) k¥ )L100mg% §f
SRE LT FALZ6, 7595 ELOAUCKUCrinld, 7445 £ L400mg# Bl 5 L
YT;ELET 1(1)r£[g 22 © - T LR L TE N2 N2 R UAE LR L.




4 KHF (300mg, 1HIE) GERKEDY S ) > > OIEMBREIST X — 5% 48T 1443 =T
e " n YLTIY ” YoNT VY
T¥ T RO R BR | AMEIE | gy | KIRSE gy
VE T ORR| ARIO®RSSH | 61N MBI X - (301431) (30143)
/5 TFER0 HEEO | AEE (%) (90%EHEXE) TETh <1% 1% <1% 2%
Cuas AUC BEHRICLS
6% 6% 8% 13%
HIERAl & HRA | Z=Ek 128 ta4 iyl ’ ° ° °
400mg*' VF I 5S|4 : - TORDIE/IZ
VHIE, 7ER |1 (t11~148) | (131~ 159) ety 8% 7% 14% 15%
7R ' 148 t48 1) MmEEFHIV-1 RNAE A <400copies/mLIc Z 0 3B IA R A & O'14438 & T
ool D)y 5% |26 LT L7
400mg, 1E | pepg (125~ 176) | (131~ 167) ¥2) MAEFHIV-1 RNARA <400copies/mLicE & 4o REBIR U » K 1 L
o B Y T R F U7 RE
%gfmg - T;é/ ¥ ERIRE g (1 4le’41 s | (1 44Tf°T ) W3) BEBERAEN, BEBHIC K ABTER, ERAG, 70 b2 LRSS
B ’ &% AR ICH T 5 RBBIAR4GEOHIV-1 RNAEA <50copies/mLT
e A R e L 1T S o B o BEDHRIERARSETO2%, + =0T REEHTS%T
me; 28518 Hotzo Fiz, CDAY ¥/ BMOPIIRMEI, KA SR T263cells/
ZEHERE eV ZAE 23 o 114 mm?, BT Y SR T283cells/mmPTH o 7z,
250mg, 1[E |[#&5 (0~ 131)
B e RS 129 V1L S
250mg, 1B |85 Bl (39~118) | (4123~ 12) 18. SApEIE

bR, BRI, AE e
10) BRZESORHIER (F9373kcal, 20%AMEHTH*)
1) AE60kgL FOEFAFIET (Y5 2 13250mg#t5)

17. BRERRLHE

17.1 BHERVRLMICEIT B HER

17.1.1 BHSEMAEEER (90755%)
FL MY A NVAEIC X HIRE AR LI BESSf 2R E L, Mk
OFL ba A AR X HHEICAA (300mg 1HLERS) Xi&T5
TARZHA L SR _EEHRHREEM LY. BEORBMAmEOF
¥CD4Y ¥ Ek#IF427cells/mm?, MEEFHIV-1 RNAZE O HRIEIX
2,340copies/mLT& v, HIV-1IEGWEICN 9 2 BNAREILFE5.4F T
Holee T, BEOFHERIIR, 8SBHPBEETHD, 69%PFHEAN
THoTz.
REABIAT248E £ TOIMEEHFHIV-1 RNAEORERNZE(L (logcopies/
mL) ZRUCRT. &8, AR TIRBEHARAEE LY 7R &
GRHE, RTRAREGANEEES NI,

0.2

029 @ 7FH| 300mg
[ 75k
A TJStziR—7H 300mg
g —r - 0.0
E P
o \
g - Y 02
<Z( ‘\ 0.4
i
%‘ &\ | | ] WT 06
,,,,,,,,,,,,,,,,,,,,,,,,,,, 08
32 40 48
X1 FERBAAA483E £ TOHIV-1 RNABOREERFIZE(L (9073 5%)

BB A 2438 KX UO48E 0 M FEFHIV-1 RNA& A <400copies/mLT
HolBEOHRIE, ARBEHTEXIORRVO2B%THY, TR
BEBTIE24GE%B TI%TH 57z, & 5 ICREERIIAR 24O MAERHIV-
1 RNAE D <50copies/mLT & - 7z BEDHRIL, KARSEETI9%,
T REEHTI%TH 72,
F7-, REEBIA%24GEOCDAY) VISBBOTEHELEIE, REARSERL
U7 RFEESRETE % +11cells/mm* & O-5cells/mm*TH O, &A%
B OREBIA%R48EOZ LR I +Hcells/mmPTdHh - 7.

17.1.2 BB MAEEAER (9035ER)
L bau A VAR KB 0BE REBROBEOFIZdREL, T3
VURUIT 7L VICARA (300mg 1HIEES) XgH=)L7 Y
EHAL-ZHEH _EGTRRABEER Lz, BEORBHKBEEOFEY
CD4") »8Ek%12279cells/mm?®, IM#EFHIV-1 RNAE O FREIX
77,600copies/mL, M#EFHIV-1 RNA&A>100,000copies/mLoD #&
1343%, CD4Y > 3Bk A <200cells/mm*DEFEI1Z39% THh -7z, BE
OFHERII36R%, TA%BDBEHETH D, 6A%NEANTH > 7. RERFHIA
BASE T 1AGADAER 2 F£1ITRT .

1 03B R ERAER

ABEFFI 14458 5F 1
e Fapse DM 7w |7
(oopl) | BFEE | Toggmy | BSHE
(3011) (30147)
BRhfED 79% 82% 68% 62%
Fsull e W 6% | 4% | 10% | 8% .
B LA 5% 3% 8% 7%
4B 7 ] 0% 1% 0% 0%
e 1% 1% 2% 1%

18.1 {EFRE
TAREN DyTuF T VR, 7T Y r—Y VBROIERR
XTZVFYR - RAR VY I AT VFHEETCH B, T/ KENL YIS
OF L7 UVEBENP ST ) RELADOERICIE, YT AT ILOIKS
BHARETHD, ZOBMBEANERICED) VBREEZY, T/ KEL
T VEERERBY, TR VR, HIV-IEEEEREORE TH
BFAXFTVTT ) VUY -2 VEEEHAT AT E RUDNAICEID A E
N ICDNASMEZEIESE 52 EI1Ck D, HIV-LEEEREDEE
2HET 5, WAEODNARIY XS —F¥a, BLAFI I RYT
DNARY AT —EyIiixtd 575/ KLY VEEOHEEERIZTHWY,

18.2 iU A JLRIER (in vitro)
HIV-1DEBREH L OERDEEICNT 2T ) RAEILOH Y A L A&
%2, b MU OSIERREEMN, Bik/~r o7 7 - VREBERRRE UK
HEIMY) > SERICBWCEMEi L7ze 7/ AEILDICEIE, 0.04uM~8.5
UMOEHFHTH -7z,

18.3 ZEAIME

18.3.1 In vitrosE&

T RN T B EEZMEASET UZHIV-19 8k 2 in vitroitBic &
DREIRUIAER, INoD7 AL AYEERFZEE T ICKOSRE R/ H
HLTBY, 7/ REIHT 2EFZEIB~MEE T LT Wiz,

18.3.2 BREREE
KA ZMOTL b ANAEEHHLZEED»S, T/ REITHL
TREZEPSE R UHIV-1ES mEE S iz, 1REE2 R L-BE T,
KANC & 2 HERBAIAR963E F TD ™7 1 )L A HRBAFIZ04F] D > 5 14417
55 ) REVIERD RS 5 NTz. FHES NZTHE 2 BT BT L
Jo &2 A, HIV-1WEEBFREEFICKOOREESHE L Tz, £,
L haTA VAL B2 RBFOBREICNT 2ARF+7 I 7Y
VHIT LYY O3FIGREETIE, REBRIMEZE O AL
AZRBFIATHI OS> B, 8filr 6 T ) & IR HER S .

(1) L FODA I AEERERBICBF DN A IVRIER (B TR
WERBEET 2EEENRELT, AFBRSRICBT 271 L &G
TFRIPAB O AN ARSI HE 2T L (22261). AFHI
BESBARTOBE D 5578 U/-HIV-18£094%121 # L EONRTIZ 2
PEHEN, 72, FHELZBEORTAICBNT, Yur 7y —YHEE
BV B AV ERRAERICHE L EESRD SN, BHED
EREDHHNIIERKEHIV-1 RNABDOZE L E OBFRERNITR Lz,

£l YV RTYVVEEMEERR T E ORBMEE24EOHIV-1 RNARD
ZAit

REFREIOY 7Y HIV-1 RNABOZL™ (%)

v SR ZAHI300mg 7R

Z3Y -0.80 (68) -0.11 (29)

»Y -0.50 (154) 0 (8D

1-2 -0.66 (55) -0.04 (33)
MA41L# % WEL210W &

S t3E LOER -0.21 (57) +0.01 (29)
MA41L# % W EL210WEL

OIELLEOER -0.67 (42) +0.07 (19)

1) WESREFZEOMAIL, DTN, K70R, L210W, T215Y/FXI3K219Q/E/NZEE
E2) BRI 5248 F TOHIV-1 RNARBRMNEFE D%l % loglocopies/mL
TR L7z
REMFEEGIZ XD, MALXIEZL2I0OW 2 G T3EL LY R 7YV EEE R
EESBEICT A NVAERNRITER LA, FIREEB LGS
MESVES L OLF (WA
—7%, MI84V (37 YV V+T LMYV FEU+T7NALILEEER)
DERIIARNOT AN AEINRICEERE52T, MIBAVERNH T
LY RT Y VHEHEZEIPEINLE, YT RABEHEHEL
0.84logicopies/mLEA L7zo £7z, KOSROZERIZK D AFIOY AV
RERPHR DD T 2 MERDERD 51Tz



(2) L bODA I REERBRGNCHIF DD IV AER GRIRBUEHT)
WEREBEE AT 2 BEZNRIC, FERERNICBT 27 AV ZAREEN
KRANEE D7 A )V ZZHHRICTIETHEEZ B Lz (1006]) . A#1E
SRaa1 0 BE > 508 L -HIV-TROEENT 3 2 B2 ERF O
AV ZZEPNR EACIIEBP RSN, ZOBRER2ATT U,

=2 BRI OARAIRRZ 1 & BB 2 24 HOHIV-1 RNABDZAL

BRI RT O AAIEZ ™ HIV-1 RNABEOZL™ (Fl%)
=1 -0.74 (35)
1<~=<3 -0.56 (49)
3<~=4 -0.3 (7)
<4 -0.61 (91)
>4 -0.12 (9)
T£3) BAERD S ORZHE( (550
1¥4) RERBIMAR 2 6240 F TOHIV-1 RNARBRIINE D%t % loglocopies/mL

TRL7z.

(3) FIL O A IV ZABEERRERG (S 2 BRI
903FERIC BT 27 A N AZERKREHID» & 758 LIZHIV-1ETIE, =77
CLYYBEERRYT I TV VEEERSROEHEICRD SN, K
RS EHET LTV UREHEOMICETRD Sk h >/, K6SRE
HIIHBRFG®R144E E TICARIRSHO8GI R OY =TV U HEEH#D2
Bl7r & 538 U7zHIV-1#RICRD 5 720, KERSEOSHID > 5, 74l
TIZ48AE TIZ, 1 TIRIGEE TICHIR L7, K6SREUSMCT ) R
M ICEET 2 ERIIRO S NZ 5Tz,

18.4 REMm M
F ) RELTRIRENHKESRERIE, TAHEIL, V¥ ) YV RUYIL
TEE K DIBBES NIZEF D 558 L7ZHIV-IE T RO 6N TW»
b COEBRBKRIIZLNIIIEVRTITIVVICHT HEZELET
LTWi=Z&ns, KSSREEBZHOVAILAZET HEETIE, hb
DOEF|E CREMEZ L I HHEEDI D 5.
VRNV UVEEERE (M41L, D67N, K70R, L210W, T215Y/FXik
K219Q/E/N) #H9 2HIV-178%KICHT 27/ AELOEREZIn
Vitro CEMIE L7z 2067 & 08 L 7= 85 (B3 #F1) 0P R 7YV E
WERAET AHIV-1ERSEEICB VT, 7/ hELICHT 28BS
W33 IBER LT W, 72, TOSERDORICZT I JBIPTHEASINS
ERZHOZHMEMRICBVLTY, T/ RELIIHT 2EZEIZETL
TWwiz?,

19. B CET SEEFHFR
—MHIEI 7 AL YV FaF YT v )LEE (Tenofovir
Disoproxil Fumarate)

{b=42 : Bis(isopropoxycarbonyloxymethyl){[(1R)-2-(6-amino-9H-
purin-9-yl)-1-methylethoxy]methyl}phosphonate
monofumarate

PF : CoHaNsOwP + CaHiOx

SFE - 635.51

M R BAE~FHEOCOBREEOHRTHD, X&) -, =¥ ) —
U (95) IZRREITRT L, Ty, KIIPPBETICLL,
VIFNI—TMIIEEAEETE LV,

{EFEE -
= N H
N S 0. 0707 N0 eH ~_CO:H
L\N N o o CH,  HO:C
~ 3
e NEDS "
‘ O CHs

CHs
B & 114~118T
PEAREL 0 1.25 (1-F 2% ) —)L/pH6.50 ) v ERIEEE )

20. BRV EDER
BRI, BREEITRET AL,

22, B
308/ [FeBAIAD]

23. EZEM
1) HPER 0 1278-005758 (VADZAZREHAH :2004.3.25) [VAD-001]
2) Benaboud S. et al. Antimicrob. Agents Chemother. 2011 ; 55

(3) = 1315-1317. [VAD-002]

3) HIER, fth. FELEGHK. 2005 5 54 (8) 1 941-948. [VAD-003]
4) Squires K. et al. Ann. Intern. Med. 2003 ; 139 (5) : 313-320.
[VAD-004]

5) Robbins B. L. et al. Antimicrob. Agents Chemother. 1998 ; 42
(3) 1 612-617. [VAD-005]

6) Cihlar T. et al. Antivir. Chem. Chemother. 1997 ; 8 (3) : 187-
195. [VAD-006]

7) Miller M. D. et al. Nucleosides Nucleotides Nucleic Acids.
2001 ; 20 (4-7) = 1025-1028. [VAD-007]

24, XEREERERURBEWLWEDEE
FUYT R YA T2y RS
AF4 AN R— T —
T100-6616 HEEHTREXILOAN—T HIE2S
TS5 NI FaTY IR T —
79 —=%47)L 0120-506-295
FAX 03-5958-2959
ZATEERE 09 00~17:30 (- H - HEKRCLSHKEEKL)

26. RUERFCRES

26.1 BB
FIVPR YAV OZIHAEH
RRHFREXADNL-9-2
D53 NIEIDIIZET—
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BRmEE
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