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5.1 AROHEEIZL Y, By 7 A= b F—~DIRY 2 W4 5
ZERFEOLNTND, 72, AAEG LYy 7 A= |
F—~DREY) 2T RN DT, 3 R— LD %N HELE S
ns, [17.3%8]

5.2 PERRALANRADRIE &MV IRTEE GUEEFHBHICBWT
X, BBLEeEILL EOFE CHRETLE) ICxt LTS T
Hk, [17.1.8, 17.1. 98]

b. AZERURE
[RA]
(B#iaEy)
BE., RASII AT 7 m )L E LC1E500mg % 1 H 2[R 0 #
592,
CEMBMRBHEICH 1T HEMAILRR Y AL ABRLAE (HilA
) DFRAEMH)
W, RAICIEANT 7 mELE LT1AE500mg A 1 H 2003 f i
AR RRETTT H AT L Y M T35 H £ TRAOKET 5,
(HERED)
WH, RAIE AT 7 r L e LTE[1000mg % 1 H 3[E)FE O
B5T 5,

(ki)
WE. RACIE AT 7 a e e LTLE1000mg % 1 A 3[EHFE 1
B5T 5,

(HEBAIILRZRDOE S

WHE . RAICIEANT 7 e LTLE500mg A 1 H 1EFE 0
595, 7%, HIVERYSE DB (CD4Y >/ ERER100/mm* LA )
WZIEANT v 7 m el LCLR500mg % 1 H 2[R #5345,

[/hR]
(HBiET)
WA, AE4AOkgLL EO/NRIZIZ AT V7 m L s LT1EI500mg
Z1A2ERE NGS5,
GEMEBMBBHEICH T HEMAILRR YA LA RLAE (Hfla
%) ORIEMH)

WA, REAOkgLL E/NRIZIZ AT V7 m L E LTLEI500mg
%1 H 2[E0 & s MR R MG AT 7 H AT & 0 MEfT1%35 B £ TR A%
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CERAES)

WE . RE40kg EO/NRIZIEI AT 7 m e LTl
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ZIAERO®ET 5, o, HIVEYSEDBRE (CD4 Y 3Bk
$100/mm3LL B) 1213 NT 7 m e s LCLRE500mg % 1 H 2[H]#%
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WIS CIARI OB 5B L OEEREOEBRIITEROLEBY TH
%o Fo. MIBKENT 252 TWAEFICR LT, B 0B
e, EESUIBKRIERIS L, 2L 7 F=0 27 U7 52 2100l
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5 (gL ZAOFREMGNIRT 2 HELOCH®R) 225 1E
500mg1 A 2[a4% 5 (BALHIE OIREIC3HT 2 HIEROHE) I
BEFTHZ L 1BEHHAITLEICS ULE500mgl B LA G (P
A2 OFFMENK T2 BIEROCHE) OFHEEET D
&, EFe, BRI L TARAEER S LTI b
OPHEENC I 240 K X 5 R BE Tk LT, ERITG T
T1[E1250mg1 H 2B X [X1[E1000mgl H 1B LT 5 2 & %
EETAHZ L, [17.1.8, 17.1.98R]

1.9 AR VERBE 5%, KEMREOMLEERIZONTHRFT5 2
LRI NS, [17.1.8, 17. 1. 9% /]
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8.1 B IR ICH LR E SN HELOHE TR S L2
A AKRBELEROT V7 e EAEREIT. TV v e 0 A
BRI bEN &G, RIERAORBICHEET S Z &,

D BEREESENDHLDNDZ ENHDHDO T, HEIEOERS,
fabi e tE O B OBEICREFE T D BICITEE T2 L ) BEIC+
DT A2 L, k. BHREEERE T, FRCEREE
ERHLDLNRTNOT, BEOREBIZL > UIEFIELW
FomETosZ e, [7.2, 9.2.1BH]
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8.3 WA FOBRME L EREEEL TRET LI L, RAIOMH
FRB I 720,

L HEDERZETSIBREICEHTSIIE
8.1 &HHE - MEEEOHI8E
9.1.1 REBEDCET LA
AIEDIEFIZINT, EBMEEE ., B O MRS & onEk
RO T L2 BFICKIT 5 A8 R VL2 T ML LT
W, A FHRER DS 20,
2 RAKERZESCLYPTVEEZIAOIDES (BEEDOHD
BENITEHENMETLTWS8E,. SitE. KEBRES)
WU AKRSMREEATY Z &, [9.2.1, 9.88 ]
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HOARBE L 72 > - B EEREZ BV T, R ahROE R OB M RE
FEENHE LEMP#RE SN TS, [7.2, 8.2, 9.1.2,
11.1.3, 11. 1.4, 13.1, 16.6. 1]
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BN LN AICIIR G 2 R 1k 5 7 C Y 2R 0E 21T
&,

1.1 EX%LEER
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TFEI7 47X v—vavy, TF74T7%v— (MERREE, I
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11.1.2 RMEREA (0. 73%) . MMEARIERAE (0. 24%) . m/MRED
(0. 36%) . %EﬁMEWﬁEEEﬁ(mm (BHEERBH) . mw/h
ﬁﬁbﬂ%ﬁﬁ(ﬁf?%)

11.1.3 SHBEE (0.12%). RASHMEHT R GEETH)
[9.2.1, 9.8, 13.1&M]

1.1, 4 BamaER (1. 09%)

EakbEE (MR, HAR, B, D%, BEEL. R TAR

AFER. BREL, BEBERHODND Z ENd D, —RITHEMM
PR IIAR OB G PRI L v EE 5, [9.2.1, 9.8, 13.1

S
11.1.5 thEMRBEIEFEMARAE (Toxic Epidermal Necrolysis:
TEN), REILIEIRAEMEE (Stevens-JohnsonfEMEE) (WFhb
HEE AR
11.1. 6 FRORINGN, £REEDR (V9740 & BEERHT)
11.1.7 REEMERR (% R<m)
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1.7 ZOH#DEI1ER

(Wb BHEEREA)
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T35 &, PIPL— FDREKIC @wﬁ%mﬁﬁﬁ%ﬁA
FIAL, HIZIZEILERZ ermm LD EE LA OHE % OF
RIDHZ DD D,

14,7 EFIEEHOER

14.2.1 KANZFROELZH SO, a—T 4 7 &L Tw
DT, fERlEOST I RS IRASED Z L,

14.2. 2 RANZRAIZLS WEERIZIZZODOKTIET S, IRAS®
Lk,

15. ZDDFEE

15. 1 BREREAIZE D <188

MM B W T, AFlOEH & (8g/EI) AW, BEORER
2BE (PR TR VIRYYE ) 1281 5 OMVIRYYE TB5 1
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500mg/kg, 77 m DL bETEED26~512FY) (12

B CTMME BB ORFERIN 278D 7=,
15,22 ~ TRV 7 3 —~#ilaz Az is F2HRE R R T
1. RENEMEER OTFEE T TL000 1 g/mLEL E O EEIZ 3B THY
WBEENE (R oo =—HEOREM) 2R,

16. =W ENEE

16.1 mApEE

16.1.1 EEEE
6&@@§WA_A7/&ntn5mmximmm%$lgm&5
L7za. TOEMERBEH TH D7 v 7 v EOUZEITFRICB W
TJE’?WJ RS, MR 7o m I:/W);e%@ﬁ‘é/\7)z X

IETFRDERY Thoizh,

HER QRGO T V7 0 eV ORYBIRE T 2 — 4

AUCp-0
(pg*hr/l)

RIy e

i Bi%k

Tmax
(hr)

Cmax
(1 g/ml)

ti/2
(hr)

500mg 6 |3.66%0.83|1.50%0.63 | 12. 74£2.77 | 2.96%0. 41

1000mg 6 |5.84%1.08|2.17%0.61 | 22.26£5. 73 | 3.55£0. 27

S E AR A
16.1.2 REEHRE

NZ vy ae/b500mgZ 1 A2 (1205f#4) X(X1000mg% 1 H 3[A]

(SWFffE) 6 HMXEROFE LI-GE, Blalofk b CiEr 7
7 u e VBEITERIRIBIEL, T 7IREOVEITITNEN
0. 22~0. 29 p g/mL} N0, 94~1. 18 1 g/mL T v LEREIEITFRD S
o T=d,
16. 1.3 £YERSHEEER

N7 ENEE0mg [Hbk) &L b Ly 7 REEB00% 7 1 R
F— =L ENTERIUE (RT3 7L E LTH00mg) fl
FERRA B ICHa R BRI N L CIREREm ch 77 e
O IMBEFEE A RIE L, 553 EmEhiE T 2 — X (AUC,
Cmax) {22V TI0% (5 #H XA CTREHRIT 21T - T2/ J. log
(0. 80) ~1og (1. 25) DHFEFANTH V| Wil DO AWM AR EME D FERR
N9,

WENRT A—H BBENRT A—H
AUCo-12 Cmax Tmax ti/2
(ug-hr/mL) | (ug/mL) (hr) (hr)
NT V7w VEE 10.13 2.91 1.83 2.8
500mg [##k) +2.47 +0.75 +0. 62 +0.3
W AN YIS 9. 80 2.84 1.89 2.8
500 +2.59 +0.83 +0.63 +0.3
(Mean=S. D., n=18)
(ug/mL)
4 -
—@— /NS Y0E JLEE500mel 4K
--=-O-- /¥ Ly R §£500
% 31 Mean=SD., n=18
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MEREEE NG ONCAUC, CmaxED /8T A — & 1%, #Bag ORI, K

ROBREESK « FERSE ORBRGIEC K - TR 2 ATH
16. 2 MRIR
16.2.1 BREOFE
BHFICLD T 27 v e/L o f e i R SR R I A R
FELT7=M, AUCICHEBEREZA2BD M-8 HEANT—
),
16.2.2 NAAFRASEYT«
TR AIC/NT 27 v EL1000mg % HER ARG L= 5807
7 a ENADEYFERFIHRIL. 29 TH o729 HEANTF—
),
16.3 &
16. 3.1 MBEAHEEE
In vitro TONRZ 7 a /LT 7 v e)v GEEAEY)
DMIEEAFKARIT, FNENL3.5~17. 9K N22~33%TdH -
7":10)\ 11)O
16.3.2 BLAchiRE
EMIANT U7 a EAS00mgfE IR E#, 77 n ELOHAN
FiCmaxlx. FHAIME T Cmax0. 5~2. 3% (PRl : 1.4) %5
L., 7¥ 7 v Ot FAUCE, RHAMIEHAUCDL. 4~2. 6%

EMEDN D D

(PR 2.2) Z/RLEYR UEAT—%), [9.650]
16. 4 58

t RFIZBWT, RNT 7 a DK REMEILE D -
7‘—:13)0
16.5 HEit

6 DREFERR AT /NT 7 1 B 1000mg % HilElk A5 L7-4

G, ERBEERIIRT TH Y | 24BN ORIz R
., 770 ELRRI-TDNARFIA N AF LT T =
(BEEnDT v 7 a e LOR#Y) BNENEREEEDO. 4%,
43, 1% K O%. 0%k & 7=,



16.6 HEDEREEHTHHEE

16. 6.1 BiSeEEEHEE
BWTERE (Vv T7F=r 707 T A 0. 93nl/min) (2
NT v EL1000mgE HER O 5 L7256 OKMERE T
A=HIFUTDEBY THo1W, Fiz, 4FFROBITIZ LY

MR D7 > 7 a ez T0%»3 RE S iz, [7.2, 9.2.1,
13. 2]
HER RGO T V7 a EVOFYERE T A —4
W | i Cmax Tmax ™D ti/z AUCp-co
(ug/mL) (hr) (hr) (ug -+ hr/nL)
BHERERE | 18 | 10.60£4.22 (0w 020'_02 o) | 222550 | 249, 432105.09

I AR S, D) i (PR

16.6. 2 EEsE
EiE CEW2RE, 2 V7 F=v 2 VT 5 AE FB5Tul/
min) [ZANT V7 uEAEROES LEGEE, @R AIZH~S
g7 > 7 1 eV Cmax M CAUCIEZ ILEFU15~20% K N30~
S50%HEM L7=, Z OFALILFEIRE CTOMERZHE D BRI T I
koarEzon=Y GHEAT—%), [7.2, 9.88H]

16.6.3 /NRZ
KB (1~98%) 23T > 7 v b L2bmg/kg (FERLFA
50mg/kg) ™ %1 H3[E5 A EIRKERR DG Lo 85E o pla e brE
OMFEFRT 7 v ENVOIRYERE T A —X X FRRO LY T
Hot-, BESHEBOMIEF 77 o B AEEICKEREGIC L
L EREMITERD B 1219,
) AKEICBT 2 ARAOARAEIX, B, KEI0kgL LD/

WIZIE AT 7 e e LTLEI1000mg % 1 H 3[E#E 0 #% 5

<hs,
VBB ERED T & 7 0 E A OEYBEEE T A — 4
P I gy -
(ng/ke) | (%) Cmax Tmax /D AUCo-o0 ti/e
(pg/mL) (hr) (pgehr/m) | (hr)
N 1.03
~ 2) .
25 1~9 | 1172 | 6.21+2.46 (1. 00-4. 08) 16.90£6.99 | 1. 34£0.29
i AL HE (R =

WD) Rl R/ ME-IR K fE)
H2) AUCo-00 L DVt 1/2lZ DT, 94l

16. 7 EWMEEERA

16.7.1 /n vitro
NI 7a b )VOERREHmTH DT 7 a e, 0ATL,
OAT2. MATE1} OMATE2-KDFEE T - 721020 [10. BR]

16. 7.2 BRALBIRIZH 1T HHEER (/in situ)
F v MNBIZANT V7 a B0, 01mM % & Te 58 ik & e L7
Bf, NZ 27 v e Lo/NEERFREITNTF KT v AR—
% — (PEPT) 10OEE L LTHMOEND B-T 7 X LZHEWE

(TEFVI Y, TV, 77 Faxii, 77

TV &) ORBEOKAET CHRIIKTLEZZ &0
b, NZT 7 a e OWRIGERICIZPEPTIABES LTS Z &
DR ENT=,

17. BRER AR

1.1 ENERUREHEICET 28R

(BHiEe)

17.1.1 ERE I1REER
MANEHRE S BE 2R E LTz T Y7 m EAGED HEZRER
B (FFo6fiak, 15261) OFERIZLLTFO LB THH2,
NI 7 e/LOoFRhFE (1E500mg 1H2[E6 H B#FE) X
90. 0% (36/40f1) ThH -7z,
NTyvr7aeiveOBEENEDNEER (RN
Zate) OFIVRBIIUTDOERBY TH D,

AR ERAT % N s
ol FEBMHK TR (1)
ALT E5-(5), ¥E¥E (2). IR& (2). A
131 27 BRwid [kl (2) . 4FEEERIZ (2) |
JREA(2)

17.1. 2 EREIREER

RABMBEZERE LG RLE LN T 7t AEDRT S 7a e

LRI S MRS (BRoofiEk. 30061, T v L

H#E : 1151200mg 1H5EI5H R E) ORRIZLLTO LB TH

523)0

NT v r7aeLofFE (1R500mg 1H2[EE ) 1395, 9%
(141/1476)) ToH o7,

NS 7N XITT 7 a el ophitngbi - BER
(BRI A R 25 1) OBBURMIILITO LB TH 5,

2 EVERAT FHURE IR N
b4 K () ELER (R
MRS (7). B (6) . HEIfLER
NIy R 149 33(55) |[HE % [JR¥] (5)., #KIF
(3). M MIEZ (3)
B ek % [RFB] (4) .
. . \ AP [H1 (3), TH
Tyrae bR 148 39(50) (3). IBEG). BU T AL
H (Mgl (3). A (3)

CGEMEBMBBHEICH T D EMAILRR Y A LA BRLAEE (Hfla
£) ORAEIH)
17.1.3 EIREMEHER

AR OVNE S M MRBHEEE Z SR e LN T v el
DOIEXTHRIEE AR Gk, 4061 OFER (EHKDHR) 1%
PUTOLE) TH5H2 (BEA K OEERAlORKEL .
BAITIZANT > 7 1 B L% 1[E500mg 1 H20E], /N2 iX1]E]25mg
/kg 1TH2[E (1A 5 & & 1E500mg) ) 7 i i Ml A R i fi 77
A& © ME 74350 £ CoF43HRI ST 52 &icky, BE
HIM O BMIEE OFELBD R o 1=, ARBRICEWNT, @l
TERIEA LN o T,

) GBS EE BT AR O KRR, @, K
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