(BB TR )

U | o4 AU T SRR 250mg
2 | —m4 FREET b (BETAERL)
3 | WmEEL | TR - oA Y — XA
4 | sy aR |1 AU TART RS ET b GRIETFABL) 250mg BH
5 | - AR | @R, RAIKETAZEY L (RETERL) L LTUTOARE | BOR
SR ARSI, SEREE, 28, 4BICRE L, UKk 4 BEORE
TREETH L,
BEDEE BERE | SATAK
60kg ¥ 500mg 2L TV
60kg LA k= 100kg LA T | 750mg 3L T
100kg ##B%. % Ig 454 T
6 | it - B | BEY v~F EERRTHERDRHEICHRD)
7 | = FENT. T MEOTEIEL % BRSO IH I T T 2 AMRE TH Y . &

EISETFIER CHHRA T2 2EE Y v~ F 0 - DRICOVTHFLZH D
TH5,

B : A SCER




RIXE ()

AAZHES N EES
2010 % 6 A 1Rk 873999
Br kR L T, 2~8°C TRHE ARES
FEAMER : 35 (EAMROE M ECRESATVET,) AR £ j
AR TEMA A £ f
EEHEAE 2005 £ 12 A

T $0p9:28 1R fh 2 ol S8 28 & ¥
o = - : R s
soaxus. o wresss PR odmd D7 SANEA250me

ERATHI& .
ORENCIA FOR V. INFUSION
FREL T+ (REFERZ) B
(¥ &) FENEF v A =— A LR 7 —SRMBIEEBOTRES R

| EE AL XA R E T EEARGESN LN - | D HRIBTRETFABAE R 2Y EHALTE
5, B, B, AERLES SO NRRRE | 9. e, RETHERRE M2 CORRIEICLY
BRI RIAE R SRE XL C L5, +aamEr | T T TVRAENY 7o 2HEALTNAS.
TFOMREBUENRBIIFEFET LI L, T, KAl EDE
SEVEILIA 6 2 Tl A LS, B ORH L B s | 2 RE0ER

7, RRRERETRSELEH TRV ELAED, 2 nE AE~HEARORIUIMER (RE
LOBHRABRE I LOTUIL REATEMEL D L 2R FLAR LA
L7 LT b E O SESEEtsy EEH 5 L R S h pH 72~7.8 [25 mg/mL R /B7ES FAK]
LBECDLES T L, £, REDOESIIENC, EEEL
BEEABIERLY BEAMNARE YL ERHDY (EBAEEIZR | %908 [25 mg/mL 0 BEF K]
TUBAER T I T S ERGIRRVEMO L & T + k)
B L, AABES#IIEHERARR L EE0T, BYE
CHEET AL OBEIIEELELA T L, [Bhaex IS E]

2 KFORBEEIT HRNT. A7 L L FIORY v FED BEEHYY9YF (EELARTHEFR+HRIGEIZRS)

A FYMETL DL Fi, AFIZOWCOF 5725
LV U TFREORBRAE L ORIV ERT L &

(1) BEPEHFIZBNT, B2 L 1 AORY v FE -

(22 (ROBEIZZBELELNS E)) - IZE D EARERET-Th, IRFTHBEBEEIIE -
| AFORSC LBSUEDEARED H 5 BE : B¥szl,
2 BEBLARMEOCBRE [EREFPELESHDIBEANSHD. ] (2) &E|& 51 TNF HEOERIZITHN2E (BEERE

AMEE] OEBR), T, FHIE thoLMMAIOH -
Rizo0 T, AR UCELEEEL L THRVDT,

(48R - 34K] S BmEmUBIE.
1. $8R
AEET, AL v T AERER 250 mg O34 TARUH [(A#RURAR)
WRERL Y ODbR2D, BE. RAISE7Z A4 2T+ GREFMERR) ELTUTF
‘ N ORRE 1EOE5RE LABNIT S, HEE5H®. 2
B3 5 e, . 4BITEEL, L4 BMOMRTESETS L,
ooy | FR|TRET (BE o0 o EEOGE B5R AT ILE
P Nl 19 60kg %7 500mg 24T
250 mg j”%‘iiiﬁu 500 mg 60kg L1 £ 100kg LU F 750mg INATL
5 CBETKFR 100kg Z# 2 5 1 44T N
o s kil ———— o
T, FRIARV pH BEAE | - <@ - ARICEAETIERLOTE> :
24715, SO BBAE e ;
ARERL YU 1@




D BRERROLER A T AR, [BEROAR] -

1.
1

2

(3)

@

(5

(6

()

@

3)

DREBRT D,
2

Nad

BCART S (LU a— @A gfsnEs U vy
FCTIRE LB A, RAIOBRRICEENNE LS

BH),
(2) HE5FH&

D AHOFRBEOEEE 30 4520T TRBHIET S,

2) FENL, |ME A BV T ) —TCEARAIHOE -
W02~12 370 vdDRAYT T 7 40 —F AW -

ATA T4 NE—FBLTEETDIL,

3) AFE, MY LEFA TV RETEHOL L, i

L DEHA - BRELRE LRV,

(ERLDEE]

EERS (ROBHICIXREBIZEETDHI L)
RYSEDBE IR ER LN D EE ((EERE
EMEE) OEBR)

REOBRREE BIERORTEDH 2 BE RV
iy b7 EREGRERTROSH 5 8F) (BEEE
LS U D AREMPEETERZVOT JWEL Y Y
VRESEZEHMINITO 2 L BEERO R4
FEETLIL.) (REAEARNEE) OESH)
HREMORECHDRE[REELHRITIBELN
Rbd.]

FEERR R DBLERE O & 5 BE [REEM X1 HEEX
FERETLZLAHD.] ((ERREER) OEEH)
BHAEENRKEOHLBE (BEELERNEE)
DIRSR)

minE ((AERE~0kL ) OESR)

EELGERMEE
AF|EH TNF BHOFRIIIThRVW I &, BITE
HL-7 T bREnBE LBERRBRIZRWL T, &5
& B TNF A OPFRTRE 2285 TIIgtRic X
DPHBOHRITREENTEL T BMEERUVEE R
PIEDFRBFNH TNF "WAEIOLIZ L DHEREZT
BETORBELHRTEN -2, 72, L INF &
Fl% DAEMBIFI N O ARFNCE 0 B2 B2 BRI
ODEBEIZOVWTREOREL2+MICEHETDZ L,
AFNCBENE LBBIEXT 7 4 7 ¥ —1ER
BHRESNTWD, EERBEEIIT T 74 7F v
—EREER AR L BA I, B ik E2 R LE
DB EITY I L,
FHEETRERHICEEE RIFTEIICBL T, MR
iE R OV EMIES X 515 £ O BRI HEgE Y 7
FUBRBIINT AREIIEELRIZTAEENRDL D
DT, TEREOAICEETSZZ &,
1) FHSE
O KFxHxESNFBEFIC, ROECHEEZSHEE
MEEENREINTEY, Bzt s
ZERDHDH, BEERBIMEDS 1, REIMEIRRE
FHALTVWAREZEICSVTEDLN TN, Kk
EOHEREREBVIETAE, FREEORBIIHDIA
F. HDHVILBM, BEMOREIRFIBRENS
ZREINLIREOERAEBET 256, BYEE

FHIZFEA Sz U a—aERHLTIVENER -
DF £ AR=FINS U LSRN 18~21GC DiEKEE -
BT, AEIL AT %70 10mL o BESBK -
(ARABABRGEMHT) THEMREL. NREBARE -

ENbBEoRERTE L) (ERALOER OX -

DRERALHBIC+HEET S &, T2, AHKRS
P, TORBERTVH LR EORRICER
T2ZL, EERBRENRBLABEICIREL
B LEYAZMBEITO Z L,
OB E TIHEROBEEL R EL O FTEE M
MEETERNZD, FEREIET » TREICHE
T5+457%0E%, BRLY N URERBY NS
UURISBREEZITO BEME CTRES21TO 2 &
WL, REREOHERRRTIZ L, BIIREZ
REVREDLNALBEIL, BROREICLY, ED
CREODHEEZHERL. BEODERRNH D EM
BT L, BEOBREERVRBREIZLVE
ERELNZBEICII. XA OB MBI ET L HE
BEZRET L, b, BEICH L, BZEOE
KBRDNDHE (et 3%, BA%) 1TEeH
WHBEEIERTHIEHI>TATL L. EOEH
HERER INHEIFFERE LRV &,
PLTNF ®H)i2 £ 2 BRFFR Y A L 2 DBFEME(LIH
EEANTWD, KEREIZHSI-> THE YA L AR
LOFR|ABIETIZ L BRFAVA L AT YT
DREFIIARZRET ZHH1T, BEOHEKER L
AR EECHRESY +HI21TV B BUF A& DB OK
RIZEET A2 L, 2B, BERRTIZ, VAL
FRORX YY) —= VRETHEETH- - BE IR
B &M LB SN,
2) EREGE

BRRRBRICB VT, EMEEOERARESINATND

(TERERRRAR 1 DIEB ), 2FICEET 5 21H 61T

Ewd, BHEBORBIZIIEETHZ L,
3) PEAERE
AREESPROEERIEE 3 » AT £V 7 F o8
fRIZLDBAETHEBENY AT DBHDOTC, LU s F
CERETDARWI L, £, —RRIZAKZ S0 EE
RIZEELRITTES, THEBOSREZET S H
DEREMEN D B,
BHRAEEREREOH 2BREICEF 2 HRET BES
i3 BERESRERONERCRE XA T ELEE
RBMERAYPEB L ORERHI2OTHIEET
5Tk,
KHBEIZLVEFOEBROBLXIIFRAREIE
HEENDIFEMENH D, BEOCEROBI R UHH 3
BIZEBEL, LECLUTHEYLABEITY 2 &,

@

5)

3. BlER

EMEROME GREEBET)

< ENEE R >

ENOBRMRBICE T, K2R Mx SR 223 Fih 186 4
(83.4%) ICEIER FEARBREMEAR 28T BNBH LR,
ERBWERIZ., ERGERYE F V76 6 (341%). LRED
RAE 24 B (10.8%). OFRZ 2081 (9.0%). %B ED 154
(6.7%), MMLIE 136 (58%) £ Thot=. Fi-. TR
REEERE T, U/ 3RkiEd 28 41 (126%). mEERS
26 ] (11.7%). HMERENR 26 F] (11.7%). ALT (GPT)
AN 20 B (9.0%). MERT 1461 (6.3%). R AMEKE
13 5] (5.8%) £ TH-1=,

(E1) BEELEED

(X2) B, £5, AHEEE

<BHERERRRER >

WSO _EEREBRABIIR VT, T TS 1,955
BIP 1,020 B (522%) (CBIEH (BBRREEEEZSD)
BROH LA, ERBIERIXER 195 6] (10.0%)., B 118



5l (6.0%), EXIERELE 93 7] (48%). ZFBEIESD E V> 90 {7l
(46%). THIT20) (3.7%). %&F 69 Bl (35%). HAIHER
&K 63 (32%) EThHo7-,

(REERDEEESR)
BAO_BERILERBO DL 3 R (TR
1,650 f) I2BVTC, BEEROAEFR (KGHHE 1B
FURICERL-AZTESR) 1. 77 TARBICHARAK
SHOBETIVELLBHLNT: (REIRSEHTI%, 7
FTERET 67%). FEBREHTROLNT-ERES (>
1.0%) 12, Fa8ED T (2.1%) . B84 (1.8%) . i E (1.2%)
Thot, %A TFTO1%E LEb-~FE83, EM/E. M
[EER, MRERESODHEROEN, B, #. &K

%
22N

ZEK, BEUE, T OEE. BE. MBTHoT,

(1) EXLEER

1

2)

3)

BELBEE  BUNE (04%). Bk (03%). 5B
% (04%) . BRI (02%). FREEE (0.1%) .
REXK (01%) . BER (01%). 2HEBRERX
(01%) ZEOEELREESDLDONAZENH S
DT, BEOREZTHHICHEL, EFSEDLA
FHeizlit, HEFLESOBEYRAELETI I L,
EELAEE BEEFRR) Savy, THT74TF
URRIER R GRMLE, EREZ, FREHESEOEE
RIBEERD bW DHZ ERHDHOT, BEE 54
2TV, DO X ) RRIENED bR EITILER
MMIEEERIEL, @OLRLBAITI I L.
MEHmL 1%k  MEERARSSHLNADL D
LRHDOT, FEL GNR, MREESOMERIRE
Riz+SEE L, BEERRDONIHEITE, B
MIMER L b URRE, BB CT BRER UL Y
AREZAERL, FROREEPETIELEHIZ
B ABERITR D 2 &, 0B, MEMMLOBE
BosHhsBEICT, EMOICEBZ TR AL, &
Bvaro L,

(2) ZDHHhoEIER

TOX S RBEHERRS LR EEIIT, RIS CE
G LER(TH 2 &, (RTINS R ST E N ER
FRRBROBRICEIVEMN LA, AL, HARVCENCRR
L7ZBHWERIZ DWW TIE, mWHFORBREICHE-S<,)

[ LR

5%l E

5% Al

BRCYOAK, PEEMHEAYA. WEEA
MBI, mRE X mAE. &R
TULAX—HAR

Hiedk

B, Nk

THI, Bk, KA, HILRR
B, MEnE, BK, BER
77 AR, R R
|, wAEAK, ®EK. OERN
BB, Bk, BiftB. A
B, BRU—7, EEHRHR
B BBk, WtEAE K, W
LpERg g, BB, EAK,
R

RR

®% (85, B5.

FIBEZ &T0)

JNEEE, RS AR,
SRS R, ST A ORINE
w. REE, PRGN
%, K, SE, REEE.
HFFE. R BaR. B
fE. JETHMIRE . RITHE,
AR E . IO

=
=l

B BiER

RAENE. MORGTE. REAE. B
Bk, MREMERAR . WER

LR

R AE

MAPR AR

R o7 (1 i BB

BERL . MR, BR. RPAK
M EKRRHE, bR, PR P B
BUN #1. RRP~ I ¥EE5
te, BEBx ORI LTF
=g, RPERBE. B
R PR

K@

[ELETRA N e DR - 7R
A RN, M=
AT u—/LHIN, Ba L RT
o—/VIfE, #ERH., mhh
DRZEN:-i |

HEER\SREL

5% Lk b 5Y% A

i
AT A

BERIEM. U ios
ki)

AEREDY . o MRED . AR
FEREE. IRk, FEAEK
N, A, BRZMEE L

FFiE:

ALT (GPT) M

AST (GOT) . y-GTP 1Y
. RERsRF. IBRE. HEER
V— Mt T AL YRR
77 A=, merl
|-

g Rid

SR RS

T
% TURAE, RHEEE, fidk, FHH

FEf BV, SRR, >0
R, AL, RHARY, AR,

= o —ogRF—

FERES, WAET. IRGCER,

BR FHIME. BRAeZE. FEREH .,

IR, AR, METERER R

Eihs

AN PR R, B
R 2 S o Sy I ) 78
B AUERGE, LT A
ARG HRRIEE. ORE~
NS, BEBGE AT
:c‘/“‘f‘ K=

EERMED E V. PE R, B,
B

RERE

/e B 5, fmFEET,
i

TRER, L. BHIE. SANR. X
MmE, 3TH, EESHSN
@

Z ot

WHFE, HH. FEEM R
R M. EER, B
RERY. REARD. K
B, BEMET LAF— KaE
TR, REIEEE, RET
i

IR 38

ERERE (AFEFE | TRERE (REXXEZE
KEED) ERED | ). T, Bk, BIRER,
RIE fige, B, KBRS, B

4. BRE~OHRS
—RICEESE TIRABEBENMET LTV 0T, BEOK
EBE+SIBE LA oEECRES L, BERELERT




52&,

5. iR, =R, BIBRE~0KE

() EBRXIIERL CVW 2 RSO H 2B A IR E
DOHEFUENERESY EED L HBTE DB EICOR
BE4T 22k, BHERORSICET 2 REMITRHETL
LT, 8MER (7 v FRUTTX) 12880 T
FEOBREBBAYNSED LN TS, iz, BPWESR
THRERSE (w72 T300 mgkg, 7 v FRUY
¥ T 200 mg/kg) FTREBEEED bnkehol
M, 58200 mgkg (b M2 10mgkg 5 LI-5E
DEFBRER (AUC) @ 11 {%D AUC) T v bl
ARICECREFEOFRRAED LN TS, ]

2) BHLFOBAIIZ, BIYFLESEDI L, [(BAF
DFEICET D2 EEMIIFESL L TOndkew, BipEER
(7 v ) TERAOIHBITHRDER TN, ]

6. PNRE~AOH/RE
NRFIZH T A2 EEMRCAEDEITELL TRV (EXN
TOERRRM 2,

7. BEBRERSRICRIZTE

AENIHEMBE LT=A R—REFEHLTWS, FLa—
ARkFERESE (GDH) 2 AW LERNEE T b —
ARBIERRICEEL 52, EEOMEELY LEEET
THERENRDHD I ERRESINTND, AFEFREEATH
LEREOMFEOWMEICIT. v~V N—RADOEEEFEITLE
DREHHHMEREARERCEIERIERA L 2N &,

8. ERLOIEE

(1) BREAE: FAICERFESAELIYI-DBEERLT

WHELWERADT 4 RR—FT LY U ORU18~21G DiE

FI#ARAWT, REIL 34 TAY7-0 10 mL o R /s A

A (D RAEBRERLERT) Ciafgd s,

o EBDALTADTY v T A T7F % v TEH4 L, F4
BEmEZTY ) — AR TERT S,

o EHEE I LROFRICHAL 1S T AE7ZD 10
mL O 0 RBESAKA (A RABERERLERTT) 22
AT NDEEIR->THND XD ICFENCEATS
(FOBIZIEERE TR WAL ZASER Ln o
&)

. NEDEBI TRV I IZEF L. A T AR
WCBEE LD ICEE S TRAIERTI. 8L T
BLIRGT ., RERKRVEERN L,

. FERIBEBLEZ B ORHEGEIII AT LA
IS TRR L TEEHEHIE 2, BRE%ORIT. &a
DOMBEOER LK THD BT, e, EHE
BObDIIERA LN &),

(2) /FRAZ* .

1) EREBHESMICERIEEN 100 mL 725 X 5ICA RAER

BERTHRT D,

. HOL U ARABRIEIR 100 mL O AN v 7 X
R EIADGE AL TLVORBHRERLERS (KNAT
AN 2AEDEH AT 20 mL. 3AKDHE AL 30 mL, 4 &
OFEITA0mL) FHRER->TEL,

o  FHIZHEMSEhELUa—VHERHLTLELN
RADF 4 RR—=F TV ORTV 18~21G DiES
AR NWT, B3 TIVDEBRIE &2 SNy 7 TR
MVIZEBRICEA L, $BoMICiRT 5,

2) FHIRRICRLFREE RV BEECHRTI &, W

HFTEEPRD N BT HFREEERA L2V &,

3) ARBEITESCHIHERATI L (B, F#Rg1h i X
THREFETDIHETL. 2~25CTHRTEL, 24 BRRLARICER T
BT L),

(3) BB . AFI2 V) a—vBRmENEVY L U%
AVWTRR L2 L. (RHOBREFICREDNELSD Z
ERHD) ) a—rERBTmEhL Y Y OERWTH
B ERIIEET D D L,

9. ZOHOZE

(1) FHOERKHSRIE, BNTIE 120 » A (REXBO
B 5 1.0~122 » BOFRE) £ T @A TIT 429
» B (REBRBROBL5HIE 1.9~719 » A O RiE)
FTOHHTERINTEY, SO0 EB R
BRI ORMBLGREORTSMITHENL L TR0,

2) FHEHBETOFEMBRBIZBELATNS,

(3) AAEESH RN TAIENRELEESNDZ L23H
L, WANERARRRIZB VW CREHM L LTRE 8 £/,
AN LD REEIT -7 HE Y v~ F B 3985 fillc
DVWTERFNCRTOHEOREAFMLIZE A, ]
SR R OPURES MR 3877 itk 187 4] (4.8%) .
BE P I L BE IR DREEE% 43 7
PAREOHUERSMESR T 1888 17 103 ] (5.5%) Th -
T, Eio, FHEREEETH - 7= 48 FI7F 22 Fliz P
FEEPRD O TS, BNEBERRR TIL, 5
FITP DTSR S 231 Hi 746 (3.0%). R5 Pl
(BERKN 3 F) XIFREFAZED-EEOBRERN
231 Bl 33 61 (143%) THY, FEERAEETH o7
25 (T 8 FHZ PAFUARIEM AR D LTV B, 23,
REORR L DR NTHEESER L OBERALMNT
i,

@) ~UVXOMPAJRMRE (5 E 20, 65 RTF 200 mg/kg
THE L[|, k84 38R - M 88 M. M TFH/E) I
BT ) ERUH Y 20 BIERORER L
ANRBEINTND, ZNLBEORAIZIZ, =7 X
AMB A NVARTY T RABET A NVR LEE DR
EIEIER & OBENTE SR TS,

(5) #WINIBWT, IC VA N ADORFUTHER STV
W OORAEE I TS B A EME (PML)
ZHEFELEANTREICHRE STV D,

(6) FHEFIOUAREOHI LS =a—l EEEKL
DOPFRIZDNT, BRMEITFET L TRV,

(ZEmEkE]

1. ORE (BR) V2

BEi U v~ FBEIZAK 2~16 mg/kg * 30 9T TEELA
TERREL L EOEMBERT A—FEUTIZFT, 73
&7 FOEYBEITREAE LT L, R (b 1310
HThoT,

®1 HBMYU~TFRBLT AT P REERSLL
EDIEMBRE T A—F

HE=R Cmax * AUCH" 4n° CL® Vss®
(mg/kg) (pg/ml.| ( pgh/mlL) (1) (mL/h/kg) (Lkg)
2 36 4509 88 046 0.11
(n=6) (24) (36) (3.2) (0.15) (0.02)
8 161 21330 95 038 010
(n=7) (14) (23) (2.6) (0.09) (0.02)
16 318 46065 103 037 012
(n=6) (43) (44) (4.5) (0.16) (0.06)

ki

ATME (EERE%)




0 FFIAN & SRR KFFRE & ToD M i 7P IR AL dh T i AR
B EHE (BERE)

PIEE L% 2 RO 4 BOAREEIZXY, T ET MO
MEPREITECOICEEREZBLAREIIEL LK 4
BRIEOREBMIEE £ CIIESREIZENEL:, £17-,

MY o~ FBENLEBORLETRET —F 2 RAVT,

HEFEDERERIT 2 =R L, Ak @Y RoAg ®°
WHEWEEABESEELZ L EOEFREFOENENRE T
A—SHEEER2ICTT. EERBIIBITLE5BE (216
By O kT 7BE (Cmin) HEEOFEEHATERAEIL 24+
10 pg/mL ThoTz, 7Y BT N OEDEREIR T 2 F
RUOMBMOBEIIHA NPT, 2T T ADES
BERE LCHRERUREKEAEE (GFR) RBRENT,
GEFBETHE O ICL ARZRELIBE. BERLE
ERFEOREIRD LA TR,

£ 2 BEARCHEEMY) VvFRELLT YT FERE
BELILEEDERRERORYEE T 2 — S HEE
(BESE F S S R AT HT)

ACR201L. 7’5 ERBICHE L THEIZEN 272(<0.001),

# 4 ACR20 (iE7-EabRillg)

HEMENRE T A — S HEEBEOBN THEHEERE

CL AUC Cmax Cmin
(mL/h/kg) (ng-h/mL) (pg/mL) (ug/mL)
0.30£0.08 48475+ 12631 236+ 43 24 +£10

(F3) PIERE®. 28, 4 BIkE L, L& 4BFOH

Tk E
(£ 4) {5& 60 kg K : 500 mg, A 60 kg LA | 100 kg LA
T 750 mg, {AE 100kg #4825 :1g

[ERER Ak AE]

1. BNEBERBRRE (FIHAERERE) ¥

AN bLFH— MRS RERY Vv FBELHER
ELi=, ARPLEH—LHAT (6~8mgl), IR
MBI EEREERBIZBITS 6 » B%® ACR SWELHE
20%Z B B ETIE (ACR20) %%k 3 127, FEIEEE
1235175 ACR20 L, 75 b RBICHB L TARICEN -
(<0.001),

#3 ACR20 (EMNEERTER)

b
AF 58 IR—
10 mg/kg 2 mg/kg
ACR20° (%) 770 627 212
W E IR B
R0 B 47/61 42/67 14/66

i d

ACR 27ty b0 5L, BERBEEROCHRIERREE
HHE BIZ 0% LLEL 2KV O STEBF3IEA
23 20%Lh EE LTEROEIE.

fRE 1 kg %70 AF 10mg X 2mg 28/ 5 L7z, KA
DOABAEE, 10 mgkg IZHYT I EERNBAERE (I
E 60 kg R : 500 mg, K& 60 kg LA L 100 kg LAT : 750
mg, {EE 100kg#Bx 5 :1g) ThHa.

2. BSREERBREE (BIAERRER) 90

AR RUEY—MIBRR+HRBEE) Vv FREEZXR
EL. APRLEFS—MERT U5SmgEUE), 77 F
FRBoESRIERE (AIMRR) 2k172%6 » B%D
ACR20, RUMT TNF AR R+ o7 MY v~FBE
¥ e L=, DMARD $tAT. 77 ERMB_EERH
R (ATTAIN 35) (28175 6 » A% D ACR20 2% 4
AT, WThoRBRICBWTLERREKRERIIEITS

AIM B ATTAIN HE
=HHRE | 7R | KEEE | TT7ER
B B EE® i3
ACR20 "
(%) 679 397 504 195
L& Tk
/H Zhit | 288/424 85/214 129/256 | 26/133
FRABIEL
o

ACR =Ty bS5, MERESKRCRIEBIREE
B E B2 20%LL EEEEL 10k O SIRER3IRE
A5 20%LL R2kE L EF OEIE

10 mg/hkg [TFAY T A EAEREEHE (FE 60 kg K7 :
500 mg, AE 60kgLLE 100kg LT : 750 mg. {KZE 100
kg x#Bx2 :1g)

3. ENEBERRRBICHITIEHESREREE®

WIS AEEY Ve FREEHRRLE LT T AR
CEEREERBIIBVT, BHEFORARL, KEHE
B (g fE 12 % B) L7 1955 Gloo 5 5 27 5 (1.4%) T,
TSR REHZRELZ98IFD DB 114 (1.1%) L FRERTH
-7,
THEREBRHBRRUZFOEBOA -7 URBRIIBWT, &
R #8%5 L7- 4149 B (11658 A - 4E) T8} D BEMEEE O
HBEL, 100 AFEXTD 141 Tholz, 205 H, B
MELS DR EEDS 074, BRED 057, RUEMEMIREASR
MNO013 ThHotz, EREFEIME (015100 AF) Th
h. EREAMKRERIZY L NE (007100 AFE) Tho
7, TESBREBERBRUVFOEROA—T U REBEODRRT
— ¥ BT 5. ERESSEKORRR, EhEEYN (B
ELUS O EE. BRERVCEMMKRER) OXHE, Ex
OBFFEORFEBIIVTh L _EERIBRBRERAZE TH-
. B, TROOBEMEEORBRIBEHY v T BE
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Wk T v MIE THRG L=NABMERRIZEBW T, TV
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20 pg ¥ (95% 13X Mg
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W (kg) (61,118 ") (22/411 ") (0 218, 0 553)
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T80 pg &SI LD, WEONT 17,54 pg 2 HERIRIER GO L 1= & X 0 ﬁSi/MLi“L (lzm%‘.a/ﬁx*r'.ftﬁﬁn&d}\ﬂﬂ”“ BT RO, GRS OO
BT Y T F R fﬁmx FHIE M B RERRAT L. LW HEE L 727 U LT ORERA R ST B, T TS pg/kg/ 1 TH R TULE
TF RN R LT & E ORI S A AT A T U YT o, F95% TH Lo T di AN L e 1
S VB, SMEACIHUERTERE 360 B (KM TR 251 #) (BYE) &t 2. BHIIHT R
G L U7 R BB ARAR (T £V EE GRS L Bt VR L T T B GPULUIRHE S o AT LT A0 ng/kg/t 4 6 7 JIRICBIE PB4 L 72 AR AR
VR D b X (S, ABRERIZIE ST L 72 & (D Con DY 15~20% HERT O O 5 U THI BT 5 7 4 — 2 I i s 2
% B0 L EE SR, CUF BT L A AT &2 i s, 3. {FAMF
AUC {2670y N X7 @7 FY NG F RIENRAMO E FEMIBEAT DN KRBT Z AL FTHY

34 W7 3/ FEETRERE SALUTU S 1T T RGBT R 45 &
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WP T 8 D SRS ST S AL AR BEE A [0 %72 PR ER BRSNS 0
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SHIE N O HE Ko TR S5 0 Y D5 2 AT 5 R (’/ur% UNT T i NTF R R
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Us (X LI8hr TH Y HHBREES ER B (F LT F=r 207 TR (ﬁﬂ,ﬁggﬂ B4 3B{LEMNANER]

90 mL/min LA 12) 9 #) (B% S 4l Ltk 4 ) 0> Cpy (2228 pg/mL) . AUC,.,

(321 7pg hmL) KN4, (LI4h) ERMECTH T -Ji HEOHER% x4 7 U/\7dﬂ£} JE{L\ITR*”@,E (JAN)
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}:‘f;;'LtaA;E ~_T SASljg P;(‘l}f/:n]-i)i;l}(h 1:7;?2 hrp)}jjm)l’ 7».‘ 'xfgéubﬁ e A Ser-Val-Ser-Glu-Ile-Gln-Leu-Met-His-Asn-Leu-Gly-Lys-His-Leu-Asn-Ser-
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1359 pg he/mL T o7 " Athaiis Rheum 60, 3346 (2009)
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11) Neer, RM etal : N Engl } Med, 344, 1434 (2001)

12) Sato, M. et al : Endocrinology 138, 4330 (1997)
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MERBE OFEIGIT, ARFIEMAF X IIARA &
NSAID AR NSAID BBt L v A EIC &N
o7 (p<0.05) ?,

[Fesea]
FEFREERUER]

(1) = OESTRIE R OSBRI BT,

TSR D ARRARHED » b DFMRITE AME
T L. ERERER D LY,

Q) T v FOEFRBREESEOSERRHSIZ B
. AR RIS & (K LR
TERARD LY,

[BSEsET 2B FRa R )
—fr4 - T L B R Y D ALEEAER Y
-

A H AR @FR=Y R o MEESE
DOe TN CEEFER (OFE K
6,000,000) T, E7/Lu U EERUSY
PRIENFRIVLT VT v REEIZ LD
I T3,

—f{%4 e T BT B Y D NBEER Y
< — B =L AL ERAER

A H AT 7O UEERER (OFE
6,000,000 LLE) T, T v EET

R U Y AZEELR ) = — U=
LR AT L D BE XTI,

[Bdkv > EoEER]
1. BEHAL AL L,
2. [HERIRNCARIOASENIRE Xz Y | AR
LTWABIMER L2 &,

(2]
P A AT ¢ AREEE2mML : 1) Y

(B30

1) PR (VO FREENERE, 1994)

2) HPEE (T MEIRAIR 5%, 1994)

3) Wobigetal.: Knee. Clin Ther. 1998; 20 (3): 410
-423,

4) Adams et al.: Osteoarthritis Cartilage. 1999, 3:
213-25.

5) Pozo et al.:Exp Brain Res. 1997; 116: 3-9.

6) Gomis et al.: Arthritis and Rheumatism. 2004;
50(1) : 314-326.

[aaRgEsksE]
FE R RO RNC O E F LT TR
i SHR A,

RN QNIRRT s = on s VAV (i
2 x ) —#HEAE ORTHOPEDIC 34
T107-6337 HAGUEBAEARRIT A3 &1 %
TEL : 03-35604423. FAX : 03-3560-4601

[BusERFEREH B OBEEE OABRKRUMERT
%]
BUERRFETE . P A b Uy U EE
T107-6337 HAEERRIRATHI &1 5
TEL : 03-3560-4420

BhET : VYA L s a—RL—ay
Genzyme Biosurgery K[H
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* ok

AAREFALERS
876241
N 300mg 500mg 1000mg
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EHEE. BFRHIELTI4EURNET S I &,

RAIE L THEROREEEA LI & (I85EH L
DEE|OHES ),
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BEICE3KEGEFIEL. @URAEEITD Z &,

10) BRMEMZE (BFUERH) « S8, wuk, FEORREE. M
BXREEEZHEOMARRBENH SDONE I LN
HDHDT, TOXDIRERDD SONHEITITH
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1. M REE
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FEVILUTFDEBOTH S,

i B mi%ﬁﬂﬂﬂ ‘0.115%5&:‘% ] 0.1%%?% R I TLE? T o AUC, -
a el T R SR o, L (mg) ) () | @emb | (ughoml)
= = 300 5 1.65+0.27 0.5 8.99:+0.59 13.3+2.5
BUN 3gh. RR|BR, ms7 L7 500 6 1.88+0.26 05 11.042.4 21.743.0
HIRBYE. A | 7= * = :
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BRBER = oI, 8| = 0l _ . &
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H3) BRSO mg NA70F T VBREBR) (22028 A

B | OES R,
CREW - EW - IREAMEAORS
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Q) BAPOBAICERESTIEA IS 2L ES
Z &
(BER Gy T A FCBITTAILNBRESNTD)
INREADEKRS
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-3-

FEFIVICED B
BEB1000mg(NNA7O0F YL U HRER) TFTINIKEL
BOEBIZLDEMBHENTA-FEET

H4) BEE S00mg : BAHDHEER (Ti,p)

2. BN BIT
REH% - BH4EEK 2 0 1 B 500 mg. 30 2 AHERERFOREE
R R VL SR BRLA 0.5~2.5 BFRIEIC 2.49~6.24 ng/g
(n=4) THO., iz, AHEHLE 1.5 BAROMAEBKNRE
131 7.95 ug/g (n=5) TH o7z,
AB5M : 1[5 500 mg. 30 & RiEEERFOEERH R E R
B AL 1.5~4.5 BefE11212 5.47~29.9 pg/mL (n=3)
THO, £/, BE/AKANEE Y 3 1.0~2.58
MI121Z 9.85~35.5 ug/g (n=4) TH -7,
BEsk - Bk ¥ : 18 500 mg. 1 BEGSREERE RO MK
BV MR R LA 7 BRI 1.43 pug/mL (n=1). 1 [@ 300 mg.
1 e s A ERF OO RE K B 1 AU BR LA 4 RERARRIC
1.87 pg/mL (n=1) &R L 7=,




*x 3

Y - BB REM Y 1 [ 500 mg. 30 73 HiEEHE
B D AR PR EE VT S BRS 1.5 BRI 2 BT
473 pgmL TH O, Tz, AEHLE 1.5 FERORERE
BT AN —EMaOBEIL4FTEETL g TH o7,
2848 Y - 1 H 300 mg. 30 7 ATEERERF O
2D B HARRIRRE T S BALE 0.83 FFREITL T 5.00~13.9 png/g
(n=1) TH . FHRIEEERTIBRE LSRR 2 KEROT
T 3.18 pg/mL (n=4) TH o7,

B - 1 [H 500 mg. 30 7 SURERE 1.5 RERIR O BRIRP IR
VL3 ST 0.33 ugml TH - 72,

ik - SRS IR © : ir PR R OB RN (BRE
INIBHRAE. B VERGIE R 2 fE ik MBRa R VR AP HEAE) D iF il
WIS ZA7OF S D BEHREFMLE 4 BEOESK
CEAIBRE « lpgmLl) #55%%. MREAN R UHREMNEDZE
HlEEZEE L. &I BIT 5 C/E ratio (RIALS AR
BEiodd 2N ERREOLRER) 2RI LR, Fig
TEZNFN 7.1 (0=14). 7.4 (0=9). 3.4 (n=12) KT 2.1 (n=3)
Tholz.

X5 - HEiE

50~500 mg % 30 4> SIEEREIC CHEHRS L2HA "X

5. 7OXRRXVRICLBER"

BERAIFICTOXRRS Rl1g#2ROKS L. 2 Bk
IZAH 200 mg % 30 P EREREL -, BT, R T 2
Bfiic 7 ORI R 05 g #R0O&KE5L7Z. TOMRE.
A OMmFEP EEPITHN 2 FIZIEREL. AUC 1T 2.4 £51C
WL 70, REmiEPREICRKELREIIRD SN
moiz,

6. TDfth
FHRFEINFIZOY—LAZAVWERRIZBWVT,
CYP1A2{Z3x L 1000 umol/L TH#I37% DHEER Z R L 7=
A8, CYP2C9. 2C19, 2D6. 2E1 KU 3A4 1Tk L TIdfHE
ERZRT Ao 77,

« [B§ KK X &)
1 HZ5 8 1000 mg AN TEL ZBERABRICBV T, HAE
il 1,007 FHZ DWW TR EINFERDROBEIZIRZOER
DNTHD, £-. WEBRRICBWT, RRIEESRGE 90,
BEMUERBBEE 2 20oWnWTAROGAENHRENT
W3, (BPET “G% LLEEEE

1000 mg % | BFRSEHEIC THER S LZHEDORE
24 B E TORFFEMRIZN 90%TH -7z, /2. 1H
300mg %1 825 @& 1E) TS5 HRE.1E 500 mg
Z1H2E 0 HARURERHIZLIE) T6 HREE P, Xig
1[E 1000 mgZ 1 H2E (1 AHRUEREHIZ1E) T6
HERERSL-EAORERPHMEDF 00% THSE
L7 ¥7. 1H500mg %1 H3E (H&EAIZ1E)SH
FE@E%%K%%*@Wﬁ@tﬁﬂﬁ%%@h#ot

AEHEE RO RBYIIT LY O B R AE R R
RHic@vonz. LML, 2O RBEOBEIL
<. 5 4 B ETOH 7 O B A KO R

L 571% %SO~ BH O R P HEHEIT 99.7% L@ < -,

AN THEZRELEDRIZWI EhSEHAITR# =2
TEHWERIEEZ SN,

B, BEE (65 L) 17500 mg % 30 /3 SEEIEIC
THEES LESA0EYS 24 B E TORPH#EIZ
EH-RISUTHo7 ",

4. BIGEME RO I P REHRD

()BHBAEEKTEH
Cer 13.6 (mL/min) ®HBE 1612 300 mg % 30 73 5ifiEd
I THBERS L E EFD Chy AUC) .0y Tinf 3

kT M x5 £ A BEHE &
ARHE BRI ﬁiﬁéi{g&?)?ﬁ@]#@ 833 (30/36)
Rt 2 86.6 (252/291)
MR AR RRTYE | AR 50.0 (9/18)
1B PEE R 8RR A D RIS 829 (131/158)
WMTERERE R 86.1 (192/223)
REREREE | BEZBX 84.4 (141/167)
A IRAR (BYEE. BitE) 100 (7/7)
RS B ¢ 88.6 (31/35)
Lot 2 RE = N R 53.3 (8/15)
B 38 %4 83.3 (10/12)
MBEBERE | BEX 93.8 (15/16)
il 3] 75.0 (3/4)
ERAREE | FEAMBRR 100 (18/18)
B HYE FEEEEGEE 85.7 (6/7)

1 B 5 82000 mg TEM L - BRAR TR S - BUmiE,
EHiE - R R R U RIRE I XD HRICHNT 2R ER

741103 pe/mL, 51.5 perhr/mL, 7.36 i TH -7~
8}

Cer 13.6 (mU/min) @B EIZ 1A 500 mg 2 1 H | [6] 55

ﬁi’f“fﬁfﬁ%{‘%— Liz&EED ik miisics AU(‘n_:zq I a
L—a i TEHLEER THhEh 302ug/mL,
451.5 pg-hr'rmL T#H 2 /=,

Cer 20~30 (mL/min) @EFIZ 1 [F 500 mg %1 H 2 [4]
AR TRERE LI L ED Comus AUC) 20 E 2
Sal—2a it TERLEER £HEH22.1~303
ug/mL., 269.2~470.6 pg-hr/mL Tdh 7.
(2) 1 i BT {7 BB

if 3% BT BT £ 25 3 9117 300 mg % 30 3 s iR 1o T E
EHRE L7 & ZD Cupe AUC) .l d TN ZH112.5~133
we/mL, 196~269 we-hrml Tdh o7z, FTi-, RS
24 BRRAEE L 0 midoBE T E 4 BT L8 E, A5
so~66mg AR SN, B g b i i R e
(Ty2d) VFIEFBHREO B (Tiop) 17.9~23.2 BRI S
2.78~4.00 Bl @R S Y,

D 7 R B R L E O B A bl T B 4 12 3l 3 (Bl 0D i ik
BEITE. 300 mg 2 30/ mEEER G LS &, WETE
ERD Crgs AUCo .o BTN T)p BEZHEN 7.76~13.04
pp/mL, 258~662 pe-hr/mL 1A 22.0~47.2 B T&H -
. F7-. 3 BRGSO 64 BREE L D miEEIT%E 4

OWBEITEOLEBOTH S, (EHEI "3 U LEE
&b
= EH %= 2 % B £ (%
EEHRERE | BUbiE 100 (6/6)
BIE - SIBERR 81.3 (13/16)
I 1% 25 =% == — —
BREBRE R IRE T L DR 76.9 (2026

(3 0 & 2)

1 ABMRRY P& FRMEE 2009

NX7aFH 03, IFEE. BERKERVERIED

7o L ABHELRCT T ABEEICHL T, 1 IRRA

(IPM). 7O 7aFH > (CPFX) CRBETEIS D
DA (CAZ). AR (GM) L OLEWHEANRY
FVERLU, BERSBERICBNT, 7 RUKEBSD

7o LABER. BRBEESDEES I LBREERUYL D

FRIB. NIFOATA - TIPYA, TUET IR

R L TRVLWREEEERL 2,

¥/~ 77U (CEZ) &L <Ii CAZ WEBRHIE
BEE. 72U 2 (ABPC) fitth1 > 7V X 2 HH.

IPM. GM BHIH 2 WIE CAZ ZMAT- 2. 3FNCEZER
TRIBE. IPM 3RIE B SV A—AEARSTFT - <
N A ARURBEIC D L THLWHREEEERL -
fi & EREE TIE PSSP, PISP, PRSP [Ty L TR= V) it

Wi iT L 72 5 & . SRR, S B 7 1 B
FTOEROKERIDL 37.5~51. 7% THoi

HOFEIZN DS T REOHEGENEZRL .




2. e 0

BT RUBEHZEDNA Y v I L—2A, hERA VAL —

ANVIZH U CTHEEEZRLZ, £2. B AR MR

VAL —ZNEEERIZHMN 7=,

. REuR 2

HET7 RUKE., KBEE. SBEHICHL T, BRENICE

ML, F-. BREOWHEELY. diogmEs. %

HICERZ 8- EETVTIORBHTH CAZ. GM X0

WWHREPIRERLE, 87 RUKREOEHEH T

CAZ. GM L RBICHREN RN A S iz o720, ¢E

IFH, A EEEEICIER S B & &, CAZ L D3RNLE

BYHRERLE,

4. THIEBE DRIR 219

HET RUKRE. KBE. fBEICBWLWTAARMERED

BEEZE 72, MRIEFETOMIC LREIERT

RI7ERETIL IPM. GM. CPFX L 0W/h&E <, /-, BB

BTIECAZ LV /NS T,

BREEICLS Ty hR—FHNBPERTIT. MiEERRE

Eld IPM EFEZEITIRL. CAZ ITHAREE (p<0.01) 1T

BTz,

5. REBMBRLETTIVICH T 2 RMp R 210

(1) HEETRIKREIC XDV T ALEREY, KBHEIZLS
YOAEERKRP., BREE. TOoFUX-3I5EU R
LBV A2 GRERIIH L TENEBEEDRER
L7, ¥£7-. GM. CAZ. IPM EHIM{E RN IPM, GM
HMHEEZ2EURIBEICLAYUALERPIIH LT
BNEBEDRER LU,

Q) HERTRUVHKE-BEEICLDIYUVAREEERE
2%t LT CAZ. IPM. CPFX. /N> <A i > (VCM).
TINANH 2 (ABK) KOENBEIREZRL,

3) RIBEICL D AMRAGET:, v A RBES. 5
w FEFETT 4 AT BRER UGBTI
L TEN GRS RERLE,

» [BMRSICHT 5R{EMMR]

— B BN T7OFH AL EE

(Pazufloxacin mesilate)

B B :PZEX(USXT7OFY )

{t. # 4% @ (-)-(5)-10-(1-aminocyclopropyl)-9-fluoro-3-
methyl-7-ox0-2,3-dihydro-7H-pyrido[1,2,3-de]
[1,4]benzoxazine-6-carboxylic acid
monomethanesulfonate

g K

A aCHy
0 o

— S
LA

" T

I!_.N’ L\/ |
- - '\‘
7 B "COOH

(8]
7 F I CieHsFN2Oy « CH4O5S
7 F B 41441
13 K AR~KEROEREORRTH 5, KIZEITP
<, XY =T NN-CAFIHEIVLT 2
RIZRREITRTL, T /=) (99.5) 12T
<<, ZERZ MO TRHIS LY,
#)258C (53R

[(ERiRk S EDERE]
IARITEN OO EER L TWA0OT, HERIEAE TH
HLAWI &,
LROBEIIER L 2N &,

- CH;S0-H

Y

i J=

(1) ARONANITKFEPHBROWNOBRO SNDHEHE.,
(2) NERIZEBCEENED 5 NL55,
(3) TLBEDIHERE 1L — N REBN TN DSBS,
3.OLBAOKIE, TLoREICES>TSITITS 2 &, #D
IZHlg &, TLARMERPICEALLZD, FHO DR
ZHDOTTRRNEREZIITBTNDH S,
4BLEEITETH D,
SHEMEE (UFE) KLERKRGRThANI &,
6ABRDKABEIBLITOHLZEL THEHTSI L,

(& B & #]
LA R IMkERRE L HIREAZTEEML . AF O
FAEREBICET 2EH (BEER. A4 - T2tk (AR
BOAME - REEZT. ) RUEMMEEHOT —5%)
ZINE L TEHIMICHREYT 2 2 &

= [ &)
RV AR E&ZI00 mg : 100 mLx10%%
IS IV EBERS00 meg : 100 mLx 1048

SIS HERER1000 mg : 200 mLx10%8
= [E B 3T i)

O Atk oMk, 48 (8), 633-644 (2000)
A ALk S M, 48 (5), 353-374 (2000)
A AL F ik F R MR, 47 (S-1), 227-241 (1999)
A ALkt 2 Mk, 48 (6), 401-416 (2000)
A AL F ik F 2 ek, 48 (8), 654-672 (2000)
6)= EF LRI  ARLFFIRFERME, 43 (S-2), 120-125(1995)
P BAIFEN « HEERIETFRME, 47 (S-1), 141-175 (1999)
8)GAB— TN BRI FEFIEFE DML, 48 (8), 645-653 (2000)
AR h: BAE{LFEREFHE, 56 (4), 462-466 (2008)
10)BH BIFH . AR LEFEELME, 48 (6), 433463 (2000)
INEHE BTy - B EREFRME, 48 (6), 464-494 (2000)
IDREER 1T - 76 B AR ERFL, 62 (8), 472-500 (2000)
1)FEUIE- 13« BAR{LFRE P 47 (S-1),37-64 (1999)
1) AT 21T Jpn. 1. Antibiot., 55 (4), 412-439 (2002)
15)Niki, Y. et al. : J. Infect. Chemother., 15, 156-167 (2009)
16 ILE T - AR{EFEFIEFEHRE, 47(S-1), 1-15(1999)

DEARBZIZA
PATEY SN =
A BAED ¢
ORI -
SHEEE TN

[XTHkER R 5E)
AEBUEERHRARE BERMKE

T170-8635 HEHMEEK®EH3I—25—1
B & 03-3985-5599

3{1 AEBLEFRHNEH

: RRIEBEXSH3-25-1

R FHE

& ARSE

BUEZETRARTRA

RRMPBEARIE 3-2-5
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*$010 4  HIET (B R
*2009 4 10 A g3l

FRAZa—F/0RNEEA
WISA IO R mmsEdw 300me

nEEALERE®

LINA AR mmsszR 500me

o ®
wINAHIA R sk 1000me
NXT7AFYS A ) BEE TS
Pazucross®INJECTION 300mg, 500mg, 1000mg
fr & ZRRE
AR ABERUVERICE ROERRABANICERT S &
#) BE-EWMZFONEFBEACIVERTAZ &

BAEREER I EES
876241
300mg 500mg 1000mg
REES
SE AR X A £ A F A # A
FR FEBA G £ A & A # A

(BE] (ROBHEICEBELAENIE)

(1) FFIOR IR UEBEDCRTEREDH 2 BE

(2) E®XSHERL TWSAREEDCHDBA (1R,
ER, RARENOKRE)DEZHR)

(3) /MNRE (VNREADKRE) ODRSBR)

REHEICEL TR, 300~ BEAMNTTRET S Z &.
(Rl fE, FBRIREIC L DR, EAE - HIGME OITFRIRmS

« [$ARE - 1K)
NI DR AV.S7As V4 NXI7 O R
W & 4 RiRBTiK SRR RIB BT R
300mg 500mg 1000mg
R 5 NZX70FHS AT IIVEE
145 (100mL) & | 14% (100mL) & | 14% (200mL) &
&5 B 390.6 mg 651.0 mg 1302 mg
NZX7oaFg> | (XX70F¥2 > | (xxX7aFxHs >
& L300 mg) & LT500 mg) & L. T 1000 mg)
AZZANWEF | AT ANE | AY P ANEK
w27 mg, L) |B4S5mg, BT | B9 me, LI b
~ J 7 45900 mg k177 4900 mg 1) 77 /51800 mg

%

& - Al ®|AREHOKEA
pH 34~37 | 32~35 |  32~35
BBEEH B (EBERKICHNT BH)
NaF BB 14 (100mL) 154 mEq
w [RhKE - ZHR]
(- ERE)

NX70FBL U TBEOT RUKRER, | CYRER,
[RIKEE, BERERE, E57t5 (FSN\AF) - Hh¥
=YX, KBE, > hansy—B, 7L 7158
IFanNyy—E, tSF7E, TuroARE, ')
HExS - ENHo—, 7OV¥FoI7RE, 1> 7)NVIT
HH, BEEH, 7RI —E, LFRIE, N
25015 AE, TVERTIE

CEERSE)

o SME - BUE R OFIRAIS O R R

o B, RRRRE, IBVEITORARRE D REER

o BWHEBER, BEBER, URE (RIBE, BEE)
« BIER, IRRENBE

« HER, BEX, FRE

s TEMRISER, TEEREOER

(RNEE - HRICHETHERALOER)
FHROERICRL T, BRELBERBEETHEZRE
U, —RERELLTOEZERITT D L.

~ [Ri& - Af)

BE, RACEINNZI70FH92 20T 1 5 1000 mg % 2
ENCHT T RERET 3.

2B, Fp, ERIIUGC, 1 H600mg % 2 B/ TAR
BETDRE, BETAI L.

%

LS

*

*

-1-

fE (B4, BYEIPRasRED —RERLIZES) OHH]
BE, RAICENX7aFY &L T 1 H 2000 mg ¥ 2

BT TAREET 5.
AEEECEL TR, | REMTTRETSIE

<Rk - ARICIART SERALOEE>

(1) AHOERITH 2> T, MEEHREEZERL /-
BICRE5THZL. e, MEFEORRE
O, RAIE L TREMZERL, BROBEREILE
RB/NROHFEDOREGICEEDD T L.

Q) #HROFAICHEL T, R5MAKKRIAZELEEL
TSI GPLEMIEL, REPIEXTIOEY]
IRANCEIDEZ ZREDPRFETO 2. EIT,
FHORGMMIE, FBELT 14 HERET S Z
&

(3) FAIX L THFAI RS @EERE LN & (HF
BAEOREE OESR)

4) ZFOBERARICBWVT, 1 H 1000 mg x5 LT
BLT1H2000 mg H#5TIE, ENBMRERE
DEMERARBENENVEMNRD N2, 1 H
2000 mg #% 513, MONBEAEOHREGEEEL = LT,
VBB EIZIRY, BEROERIZHSESEL TE
Hirfg5 4oz, (N2, EELEANEE, (4
EBfER ) DIESHE)

(5) BEEOHZBHEICH LTI H2000mg 259 2
BAIE, BEOREXTHRERT AL E, @
BELRIILZ2BMEHORBICIAEETS L.

REMNRDSNEHESISERIE U THE, KE
ZO@YIBMBETOE. ([EYEER) OES
)

_(6) BEORMEDOHDBHICIT, REBRURGHR
ZREYICHE T O EREICRE TSI L. BEL
LT, ARNEBERROKRLD, UTOHRBAEE
LLTHRINTVLS. ( [Eh#EE OEZHE)

- BERE - AR
(;f) 1 500mg1 H2[E | 15 1000mgl H 2 [6
— BERBEOBE BENSROBE
. e | 1B 500mg1 B 2 E
20 LA E 30 Kif (RREETE) 18 500mg1 H 2@
20 K 1[E500mg1 B1E | 1[M500mgl B 1[H

(1) NABHHETEEICL, REBRORSHEZEY)
AAE L, BEOREBZERL AV SEEICKRET
k. (IRYEHRE OEZR)

(ERALDEE]

1. MERES (ROBECINBICTRETSHIL)

(1) F/ 0 ROAERICH UBBEDEEREDH 5 8H
(2) FAXITHEH, RBRIEXWE, BB, EHRBEED




FULNF—EREEILSCTWEEEETLEE (7
VI —FREEAETHBEIIEBEERILDPTVD
T, tTanmgEiTI s, )

BEEOHIEBE (BEOTEZES THHEVMFE
ENFET22E0BD ( [EYyEEE] OESHE) .
T/, BILF RN DLAREETRDEFNIU LM
EEDEMERFERITEZNNHS. )

Ui, BEBEAEEEEOSHLBE UREFNITL
EEETAEDHKRFT MY I LFENRELCRTL,
FEEOEREFELIEIBINNHD. )
TADAZEOBEHEEXIIINSOBREROH S H
E BBEEEITIENHS. )

(6) minE ( TEHEOKRE] OHEBR)

=), BESEENIE
() FFNC LB avs, TF72145F 0 —BERORAE
EHEICFNTELHENRTZVOT, ROBEBEZRZ LS
Z&.
1) BAMCHEERS I OWTHa2B2 2T 2 & b,
REMEBZIZEST7 VI F-—BIILTHERTLZ &
2) BEICELTE, #9923 viBIXMd 28E0NED
ENBHERFELTHBLLZ &,

3) BERBEMNSHRERTHRET, BEEZRHFOKEIK
8, FanBEgRTy L. HiC, RERBERI
FEFHELBEITLHZL.
BEEARIG (R, LB, IR, ks, BIRRKE)
Ahobh/-Beicid, EHEEEE TS, X3
gl dakl@myan@Eeisoc s, (R
2B L ESEA RS OSERFEHEZET, 1 H 2000 mg
50 34.13% (57/167 41 THV, 1 H 1000 mg 5
FF 0.08% (1/1,264 ) X TEN 0. )

3. HEER

AFNIF FrO—LA P450 (CYP) X DRBEZTT

FIRFICHENS. P, FHIT CYPIA2 ORHBE

MAEHEHETS. ( [EpEE OEBHE)

SRR (BRICEETSHL)
ETEX B - & Bk

(3)

(4)

(5)

©)

W - felRE-F

%4,

FTEZ4V
TE/7402
kY
IYTFAT 4
%

FAT 4 OREIE
R (HeBEE, =
e, AEIR, mgE) 2N
HoONBEBENEH
%,

BEx iy, mP
BET=H) T ET
SRREFBTEHI L.

()
FAT4UOERH
BE#ETH2 CYPIA2 %
[ARET 2 EICLD,
mfEEEr LRSES
IEMBZONS.
(fEBET)

EEnE
BEOBMERY

7o EEEER,
o+ ER
EXFOA KM
HRmmA

RENHODODNLEBT
N5,

BEE Ty, ER
NHSONEHFITR
WHOREEPILEL, &
HRER EHURBEDE
s ERBITHT D
REERT 5 &

(BF)
MR B T B
GABAs, D ZAEADH
BHEEERMSERTOA
R H A BRI L O
WAND I EWEREF
EEZENTNS.
(fEBRRT)

B hE
TADAERBIERE
XRIhs 0BEEED
HBHHEH
GBEOBEBERE

onzzur

TNT 7 OERE
WL, Hm, Yok
Oy REOERS
BHELOND LMD
5.

B2 22Ty, MR
HEEREZTOIRE
BETHIE.

(HF)
BEFIFTHTH 5.

BifeRm

1 HI%5-8 1000 mg LA F T L 7~ k%

1,264 g1, BIYEATIZ 43 fi] (3.40%) a8 o/, Eic

BIEMRIE F#i 11 fl (0.87%) . FEH 9 (0.71%) FTH

DV,

F/r, ERBRREBBRES LTS, ALT (GPT) 3
6.15% (73/1,187) , HFFEEERBUENIN 4.58% (51/1.114) , AST
(GOT) ¥ 4.04% (48/1,187), ALP ¥4/11 2.86%(32/1,118),
y-GTP ¥h0 3.35% (28/835) &M :@EH oz,

o 1 H¥%5E 2000 mg TEREL /- BRAR
167 B4, SIMERIZ 83 F] (49.70%) IZEBH 6N/, £
RMERIVER M RS (K, 405, EiE, Bk, &R
K%) 576 (34.13%) , THI8HI (4.79%) HTH-o7>.
¥, ECERBREERE EL TS, AST (GOT) M
14.37% (24/167) , ALT (GPT) #8h0 13.17% (22/167) ,
v-GTP #14.27% (7/164) SR D 572
(1) mX/zBI{EA
) BEWAe (HEERH) AHgLRenbdosbhbih s

ZEMBHBHDT, BRZETZIITY, BENFEDHLN
FEAITEFRSEPILL, BYRLEERTY &,

2) FFRERE, BB (OWTHHEEARDR) : ik
E HEWSSONDZZENBHBDT, BEE+THIC
T, BEAED SN HEI3REsEPIEL, #EY)
RAMBEEITS Z L.

3) BRYAME GEETRY) . BEEXBREOME
EESHERRBRNGOSONS I E0NHS. A,
HEOTHNRD SONZHBEIIELICEGED L
J A EEMUTNBEITD L.

4) BKIEREE, M/REYD (WTHLEEFREH) @ &
HRERE, /RO RHSHONZ I ENHDDT,
BRET5I2TL, RENRDSNEZBEIZIZERE:
Ik, @YBRERTY &,

5) MBUHMMRE CGEETH) : FEURBMENH S
N22ENH20OT, BEETHIITYL, HARBE, B
8%, CK (CPK) E&, mPRUORFIA/OE > L
FNRHoNEEIERGERIEL, EYAEE
92 & Fi, BUUTRREIZILSEHBTLIE20OR
EWCEETH &

w 6) SBE, IRFOWMAER GEELH) - 555, LB
ZDOEMERVBIODLNIZIENHIOT, BEE T
STV, BEMEY N EIIERSETIEL,
Y ABE{TD &,

« 7) WP FEEFRH)  BERHSONAZIENHZD
T, BEZTITYL, BREMNRDSNAGE8I13R
HadubkL, @YEETH I &.

= 8) avd, TF74 5% —HiER (FRBEE,
i, BR&xE) WINHEERRA) avy, 7
T T4 TF—KER (iR, ZE OELRASE N
HrhbNBZ ERHZHOT, BEETHIITYL, BE
NRDENTHESIC3HEEEZHIEL, #EYRAERTT
HT &,

x 9) PIMREIBIEMMSAE (Toxic Epidermal Necrolysis:
TEN ) , FZAISERIRTEMR® (Stevens—Johnson fE#R
B) (WINLEERE) P EME R K EIERAE (Toxic
Epidermal Necrolysis : TEN) , 5% [&% AR EMRERE
(Stevens-Johnson JEMREE) NP oLONBHIENHBHD
T, BEZ 22TV, RENRD SN2
Hxdqubl, @ULZABETY Z &

** 10) MRMER GEERH) - FH, WK, HkES
M X BRESELEOMBEMERBENS SDNS I &
MHBHOT, TOLIRERNS SHONHEITITIR
Baxdubl, BIBRERILVECFHOESZEOEEN
BExfTHI &,

11) {EMB GEELR)  EEAEKLENS SHNDS T
EWHD (BRE, BEEBEETHLDLNPLTY) O
T, BEZ+0I10fT, BEMRID SN/BE8ICdk
HBadqubL, @mykagszirs>z L.

x 12) THLAMSE, RENSORBE WOWITNLHEE

REF) 7 HFVABER, BMIREOREZENH SO
BIERBHLDT, BEZTHIZITY, BENEDS

*

*

__2._



N=HETEFEEGERIEL, BYRLABZT

(2) BAZBHER (B2E)
PIEfERBY : o -2 —F /) O RHEAT, HE,
nZhK, FEOREEE, W X BREE, FREREZSEED
PIESEREBENMEZINTVNEIDT, ZOLDERN
HobHBEIc3%ksERIEL, BIBREERNT S
ROTE5ZHOBY/TNBZEITD I &.

3) ®=OfMOBER
ROEIBERDN S SoNZEEI2E, EIRICERT
TEYNEZfTD Z &,

Z&.

Ut

Ei) ) THERESBD SN EOREND D,
[EHIAR)

1. MPRE

AR @R AICEEEREG L L ZOEYEHE/NT A—
FEY GUTDEBOTHS.

R
mE

5%LA B30T
B

0.1~5%Kits

0.1%KiH

** | BEAE

R, iFH, =

TOFERE, WAL,

ALBE

« [BR

BUN i, Rk
MR, FRHIE

BR, mH7L7
FZ M

BitE. Bhono
e RBtE, RA
FERBE

ALT (GPT) H |y-GTP 3, ALP
fn, AST (GOT) |0, LAP L&,
B LDH 0, e

DIVE M

TFRRE,
MEREGRD, /s
D, Al

** | JH{EE T, b, WM [OEEARE, Z

At AT] BE ALF

oG, MTEE, | BEEARE B
IFEtE £, =
FEGlIRE

| BEEER

> | BEEM ERARIE (&
i, AL, fEhR

)

CK (CPK) 3§,
BmAEELE, By
(SR, &
I, )
Oide, &4

* | O

PoFRk, BIEE,
OR%

12)
ﬂ(?néﬂ; L S I (u(;mx:L) (:-Jh?}fn“b
300 5 1.65+0.27 05 8.99+0.59 133425
500 6 1.88+0.26 05 11.0+24 21.7£30
1000 8 3.0£03 1.1+0.0 18.45+1.49 59,4244 .43
FE@LS D,

ED) S5 RI00me IS0 me (NE70FH B8R 220
N—b oA S B EFIVITED < BT
25 1 1000 mg ( OEH s o MER) EFIVICEFLZ
LafipfiTiz L0 NI A—F =R

{2 {258 300mg B IFS00meg - BHOHEEE (1,:0)

20

- -0 --300 mg (544)
—e— 500 mg (64)
—a— 1000 mg (84)

& B (pg/mL)

K (h)
HERSGHFOMETREKES

) BEARH

=5 WhE~DES"D

EEE AR R EL, MPEERCRPHEREZRILE

FER, Cmax® £ 5, AUCOE KR R FEIRZEOE TN

BOLNTVWHDT, ABICEELEREICRSE L.

(IS RE | DIEER)

6. LI, EM, RAMFTAOKE

(1) FEHXIEIRL TWA RO H 2B N3RS L
W2 &, HRPORSICET A E2EIIMETI L TY
23R!

(2) FAROBANFRGTAIESIZEFAERIEE®S T
L. ([FHER (v ) T, A8 iTTsI&
PHREINTWS, ]

1. NREADKRE
NBEITHTZLEMIEILL THIRNWDT, 574
W2 e, (IZoMoirE] OESR)

8. BALOIE

(1) 588 AFTAHESIRNBEEODICERT DL

(2) eE58 .

) FEUSEEESLZSEI, BEEL (AHES%)
MEDHLENTWALD, REAEL THlHR@REK SR
BLWI &, 7238, LV.Pushi®: Kk UPiggybacki®iz B
NWTHEAEENED SN TS, IEHNS DR
EbRiTa L.

2) MEEERTEW Y, RRE2ETRAENSBRET
HEGITIE, A EORSEERITZ 280, FFHHE
BAORMBRICEREBBIRTS A 2 %EF (T390 0)
#rH2 L.

(3) PAdtE . AEBRIFECHNICHERATZIZ L.

9. EDMHhDIEE

FMER (HEKR, RBK (16~26 7A@ , Fv b (6

Ei-, AFlEERE (65 EUL) ICHEREGLELED
HEWEEN S A=Y QU TFOLBYTHS.

‘r_‘t 5’ E ﬁﬁl g{ .l_.:l it Qr.wl &J:_J,.QU:L
(mg) . (hr) {(ug/mL) (gé-'}mmL}
500 10 2.04+0.27 183435 37.2+63
1000 10 3.0x04 2574+ 561 73.18%15.10

EH+SD.

(22 N—FAVET

CEFVICRE LR VR

3 #5B50mg (SXT7OFY HRER)
I HTD < T
#5548 1000 mg NATOFH L BEE)
KX DEYEBENSA—FE2EH

H4) B5E500me: BHDOHEER (1,,8)

2. HMABIT

REF - BHARRE Y ;1 B 500 mg, 30 2 ARWBIROBRER

e b E VL S BRAE 0.5~2.5 BEREIHIT 2.49~6.24 pg/g
(n=4) THV, F/=, SUEBALE 1.5 KR O MHERNER

BV 7.95 pg/g (n=5) THo/~.

BB : 1B 500 mg, 30 73 SRiEEHERFOBE BT P HR&SIR

BE V3 M BEEA 1.5~4.5 BRRIIZ 5.47~29.9 pg/mL (n=3)

THo, T/, BEAKABE > | I5HEEE 1.0~2.5FF

RI%12 9.85~355 pg/g (n=4) THo7~.

kY - MK :1[E 500 mg, 1 ERRE S EVERFO Bk

W T A BR A 7 BRI 1.43 p/mL (n=1) , 1 [E] 300

mg, 1 FFRSUEEHERF O KB SRR 4 FFRIR

12 1.87 pgmL (n=1) ZxRL7~.

N> - AR - 18 500mg, 307 SiEEE

ERFOABRT B E I SRS 1.5 RERRIC 2 BT

473 ug/mL TH Y, F7-, ALK 1.5 BEEROBRERLE

HBIT A —E 0 OBEIT4FFEET454 ug/g THH 7=,

MRS - 1 [E 300 mg, 30 7 EIEEER O LM

B[O B HERIRE T ATEBELE 0.83 KR T 5.00~13.9 pg/g
(n=1) THO, BBEIFEERPRELAERE 2 FFR%O

ST 318 pygml (n=4) THo7-.

B : 1(31 500 mg, 30 7 SUMARE 1.5 R OBERF B

1L 3 FISES T 0.33 pg/ml THo 77,

YRR - HREIEIEHARS © : iF PR RO B (B

_3_.




WR/NBBHIRG, RRIERFIER 2 {SAHIRR K OV A FE#ERE) @
BIERICN X7 0% VIERERML: 4 BEORS
& CEFNEE 1 uyml) Zh#EE, HanRUMEiE
DOEFBEZREL, SHAIZBITS CE ratio (HfaH
HEEEEICMNT 2HIRRNERRBEDOLE) 2RHL
g2 EETENEN L (a=14) , 74 (0=9) , 3.4 (n=12)
EU21 (n=3) TH-o7’.

3 M - Bt

50~500 mg % 30 /3 MiBEEIC THERELEEE Y X
131000 mg % | By MEHEIC CTHEERS LGB D%
B 24 BMETCORTIEBERIZH 0% TH o7z, £, 1
El300mg % 1 H 2 BHEAX1ED <5 BMH, 1E 500
mgZlH2E (1 BARVEEHIZ1IE) T6HM?,
XiZ1E1000mg % 1 H2E (1 HEHRUEEHIE 1 ED
T6 AEIRERSG LB ORBRIEHRHE 0% T
WL~ /-, 1H500mg% 1 H3E (BEBIX1ED
5Eﬁﬁﬁﬁ%ﬁt%ﬁ¢@ﬂ%@h%ﬁm%%bm#
-7 2,
ARRE5HORIMT I 0 BRAERIEH & R
REHizERD N~ LhL, THLNORBHOBEID
&<, 5 4 BMETO/IVy O BRAED KBk
RS5TN%ESDEEFORBPEMEIL 99.7% EH<, £
7, RN THRFEREEDREZNT ENSEFNINRH
EZITHWEREEZ SN/,

2P, EBE (65 mLLE) 12500 mg % 30 7 SUREHEC
THEESLA-BE0ES5 24 BREE TORSTHH=RIT
E83.5% TH o/ !

4. WHEREROLDREHES

(1) EHREETRE

Cer 13.6 (mL/min) D 1 FIZ 300 mg % 30 73 =ik
EICTHRBREG LA EED Cow, AUC) .o, Lo HEN
ZH10.3 ug/mL, 51.5 pg-hr/mL, 7.36 BRI TH 72" .
Cer 13.6 (mL/min) OB EIZ 1[E 500 mg % 1 H | B
WIMEIZ TREEE L2 EZED Coaman AUC .20 &2 2
alb—a i TERLEER. THEFN 302ug/ml,
451.5 ug-hr/mL TH o 7=,
Cer 20~30 (mL/min) OBEIZ 1[0 500 mg % 1 H 2 [\
.ﬁiiﬁﬁ'i‘*ﬁ[:fﬁfﬁ&‘}‘ L/f_: & go—) C:;Lmax. AUC) .24 ;& v
Sal—Ya R TBHLEER ThTh22.1~303
ug/mL, 269.2~470.6 uyg-hr/mL TH - 72,

(2) ifin it 7% A Wi AT B

1L 7 BT A T EB A 3 8117 300 mg % 30 i s T
A5 LA EED Coye AUC . JE3THERN 12.5~13.3
pg/mL, 196~269 pe-hr/ml THh-orz. T, H5MG
24 B LD MK ETE 4 BT LSS, A8
59~66mg ABEE T, B iE Ao i e
(tipd) VEIEBHTHEO R (62p) 17.9~232 KNS
2.78~4.00 Bz Em I Y .
D S KB ERE O MK B VT RE{T B 4 H1128 3 B O mik
B, 300 mg & 30 P AESHERES LA E, HEE
EBD Com, AUCL. BT tin 1IZHNFH 7.76~13.04

pg/mL, 258~662 pg-hr/mL KX 22.0~47.2 Bl Tdh > 7/~

= [ERERRK]

1 HI# 58 1000mg DA FTEML ZBEHRABRICHBNT, &
FEF 1,007 FUZ DWTHRHEINABERFDROBEIIFTE
DOEBOTHS. F£/7, HBERARIIPBWT, WERZHEYE
fiE -1 MM R BRBRYE 2T D W TERFI DA B HE

BINTWa,. (BRI “B%) LAEEEED)
% 28 ® 8 % EoE &)
s | o S OROTRER | g o)
i 4¢ 86.6 (252/291)
MEOR SR RRAE | AR IR 50.0 (9/18)
B RBHEE D REAR 82.9 (131/158)
BB R 86.1 (192/223)
BEER 844 (141/167)
Lk Aot pisiiR%  (RtEiE, B
) 100 (7/7)
R R 5% 88.6 (31/35)
LA REE R R 53.3 (8/15)
EE: £ 833 (10/12)
BEBRREE | BEX 938 (15/16)
g3 750 (3/4)
EWmAREE | TEABER 100 (18/18)
P TEBEABE 85.7 (6/7)

| Hi%5 8 2000 mg THEHMEL 7> KRR TRt I
Mg, FEIE - SRR OB REREIC K B BRI R
LEENEOBERTEDEBOTHS. BEPHEIE
" LAEE&£E)

/-, 3 EEHES O 64 B L O s it 2 4 R b
TLEEE, BB SERET | FMEE TOR
HOBEET 37.5~51.7% TCho2 .

5. 7ORRXY RICLBERT

BERAIFIZTORZI R 1g#ROEEL, 2 KEE
IZAH 200 mg % 30 @AM EL 2. HEIZ, REKT 2
Bgic 7 ORI R 05 g 2B0O0/E5LE. TORE,
AHI O MIFEFLBHMINIH 2 FITEEL, AUC 1T 24 512
L=, BEEnERBEICRELETIED SN
Moz,

. Tt

EZHFE M FI VOV —LAZRAVWERRIIBWVLT,
CYP1A21Z3t L 1000 pmol/L THI37% ODHEEA ZRL /2
A%, CYP2CY9, 2C19, 2D6, 2E1 BTN 3A4 12X L TISHEE
VERZRI Mo 7.

= 2B & £ A H ) E (K
SO e RE | B i _100 _(6/6
T gﬁi&f&.mw : 813 (13/16)

| MhZREREIC L Shh % 769 (20/26)
[EHFER)

1. AEARY MBS 21019

NZX70OFY 2 03, FRME, BEHRSERVESRED
7o ABEELNC Y T LABREREICH LT, 1 IXRL
(IPM) , ¥ nryofF9 > (CPFX) LRBETEY
YOV (CAZ) , XA (GM) K DIEWHE
AR BV ERLE. BERSBERICBNT, T RURE
B0 T LBHE REFEZSDEES I LEBHEEK
CL2HR5E, N\75a4FA - 752U, TR
FORBIZMLU TEWLWAEIEEEZRL -

F7-, £7 7V (CEZ) EL I3 CAZ MHEBAAIE
FlEE, 7>E2 Y2 (ABPC) Wit 7 NITVHH,
IPM, GM BEHH 2 WL CAZ ZIN& 7= 2, 3HICHEER
TRIBE, PM O 8 SV A—REEAEIFT -7
WAL ARVBREBEICH L TRWHEEEZRL -,
i 4$ Bk TI1d PSSP, PISP, PRSP b L TR U Ui
HogERIAHhDE TREOHFHEEEERLE.

2. fERBF -

HET R URBEHKDNA v L—XZ, bRAY AL —
ANz U THEES ZR L. £, & FER MRA
VAL —Z NHEEREEN .

3. B -

BET RIS, KBE, SBEEICHLT, REMICE
ALz 7, REEOWMEILE, WEUEEE, €%
HICER S EZETVTNORETS CAZ, GM LD
BWREERERLE. BEAT FUHREOEEHTIX
CAZ, GM L RRICREERNB S NIh o 208, &
IR, SEETERICER S8 & &1L, CAZ LDHRNR
BER%ZRLZ.

4. FEEORR 210




HeT RUKE, KBEHE, BBECBOYTHAMNESD
BHEEIMEN 7. MREEBEETOMIC LREIZEET
RIBRETIZ IPM, GM, CPFX LV /h&<L, F/-, BB
BTIICAZ LU /NEh T,

RABEICLD Ty PR—FHNERZTIE, MEERINEA
BT IPM B EZEITL, CAZICHNEE (p<0.01) I
Bho-.

5. REBMERETTIIVICHT S RBHR 2L 1016

(1)

()

(3)

HEAT RUREIZLZ YA GG, KBHEIZLD
ALY HRAEE 707 UX-ITJEY R I
LB TAEERPIIHN L TEBN-BRESRERL -,
¥7-, GM, CAZ, IPM BiF|MR{E RN IPM, GM W&
EFEDREBRICI AT YA HRPICHML TENE
BEhRERLT.
HETRUVREEGERICLZ T ABESEESRIC
LT CAZ, IPM, CPFX, N> <1 (VCM) ,
TNWRAT 2 (ABK) ZOENEESREZRLE.
RBEIC LD AN AREY, v AR, T
v FEBETT 4 A7 BERVCBEERETETILIZH L
TENBESNRERL .

(B SICBT 2 E{FHMA])
—fRH N T7OFH A UIVEER

Pazufloxacin mesilate (JAN)

B B :PZFX (IXNX7OFH )
et 0 () - () -10- (1-aminocyclopropyl)-9-fluoro-3-

methyl-7-0x0-2,3-dihydro-7H- pyrido[1,2,3-de]
[1,4]benzoxazine-6-carboxylic acid
monomethanesulfonate

ﬁ%"—,’t : Ci16H)sFN2O4 » CH405S
TR 41441
HhE=

A CHy

— O
XL B
e N
T
HN ﬁ/r ) - CH,80.H
F Y~ T coon
(o]

R HE~KEAOHEEOHMERTH S, KIZEITR
T, AF =NV XENN-ZAFINFEINLT IR
IZRREITRT L, T J—)b (99.5) [TE&ETIZ
<<, Z7ErZMUIINICED THEFIZ W,

B A8 258C (fR)

[ERFW EDiERE]

() ARZEAEOEMEERL THWLOT, EHEAME

TRHLAEWT &.

2) ROBEEFFERLIZNWT &,

D SEONMITKBECHERORNAZD SN EHE.
2) NARICEADRENZDSNLEE.

3) ILREBOBERES —IBERNTNEEE.

(3) TLBAOHFNL, TLREICE-STSIITOHIT L.

MOIHT &, TLRBERPITEALZD, HHEN0
DHEEZEGE DI THRRNEECITBTNNHD.

4) BREIFRETHD.
(5) ERE (UTE) INI3EEFESITbARNnI &
(6) ABOKRBEIBLZOHLELTHERT S &.

[H&ER%A4)

LIOARTMRERBE L TIREREE LML, 2FIOME
RREBICET 2F%k (BEER, A - 22t (HHA
ROFEMN - ZefZ2E30. ) ROEYHEEROT -5 %)
ERELUTEHNICHRET S L.

= [B#K]
NRXLOXSFEB:ER 300 mg : 100 mLx104%
NRXH/ORAEBER 500 mg : 100 mLx1048
NRXHOREFH®ER 1000 mg : 200 mLx10%4%

[EEXHBR UMK %]

1

*ok

. EEXH

1 EARR= b
2) A A 4

3) B 8A i
4) HEFH o
5) tAEERE M
6) = EFE M
7) BRI
8) G H#H—BRMh
9) HAR ¥

BA(LFEFEFEEMERE, 48 (8) , 633 (2000)
BR{CFREESHE, 48 (5) , 353 (2000)
AXfEFEFRERE, 47 (S-1), 227 (1999)
ARk, 48 (6) , 401 (2000)
BAAR{bFEFESESHMIE 48 (8) , 654 (2000)
AALERIEF 2, 43 (S-2) , 120 (1995)
A&t ZFEFEHE, 47 (S-1) , 141 (1999)
C BARLEFRIEE ML, 48 (8) , 645 (2000)
HAELEREFRIMEE, 56 (4) , 462 (2008)

*10) BHE E
*11) BE & i
**12) FRIEE-- i :
**13) WEILINE-—
*14) BRHE M
**15) Niki, Y. etal. : J. Infect. Chemother., 15, 156-167 (2009)

AAR{CEFEFSME, 48 (6) , 433 (2000)
HA{LERmEES T, 48 (6) , 464 (2000)
FAFWREBR, 62 (8) , 472 (2000)
BAfcERmiEFEmE, 47 (S-1) , 37 (1999)
Jpn.J. Antibiot., 55 (4) , 412 (2002)

**16) #EILIME— fit : BARILEFEFZME, 47 (S-1) , 1 (1999)

T 2. K
MO =ZRERA S

LUF, ARg



(B FERMH)

/LI a—k 100pug F—E A T —112 KA

R = 4 |2V a— bk 200ug F—Ea~AT7—56 %A
2T a—k200pg F—E a~A 7112 %A

— W & | TTFV=F

HiEEL |TAMNTERIHEXEH
I a— b 100pg F—Ea~A T —112 KA
(QERAER, 75 V=KL LT100ug 2EH)

By - 4y B sV 33—k 200ug ¥ —Ea~A{ T —56 BA

AR N QERARET, FFY=RELT200ug 2EH)
sV 33— b 200ug F—E A T—112 %A
(1 ERARF, 75/ =KL LT200ug *5H)
BRA
WE. RAIZIE, 75 Y =FE LTI [@100~400 ug 1 B2 EIRAR
543,
RE. ERIIECTHEBT2,. 1 BOKBREIZI600pug £TET D,
/NR

Hit - HE

WE.NEIZIE, 75 Y= F& LT [100~200pug %1 H2 BB AR
545

B, ERISU THEET 52, 1| BORSEITS00ue $TETS
T BIFIERS I b — L XN TWAEEIFI0ugl H1 EET
BETZ?

(TFHRERIZ A [EE )
e - DHE | REXHE

1 =

FHNT. 77 V= FEBDRS LT BRAAT 51 FAICH B,
HHCE (R) BRUEE LT




2010 4E 5 A 14 HiRfI X EZR BRI b ]

RSAROE5 — AR R TOARE 87229
WHEAERR: 100ug _
EB-EMEOUAEAICEVERTHIE ;8::‘% k :;gi‘“' 11282 T 305 [ e
S -
R ERhG - F-ELW* s6mA FRE S |21900AMX | 21900AMX |21900AMX
SRS ’Y,L*j l\ e 00008 | 00010 | 00009
HAAE: Bk 2 s /-I\&U\’ﬁf 12mA LR 2007 & 6 A
i_?HEi %T@F LI ﬁﬁa‘%’;g Pulmicort® 100ug Trbuhaler* 112 doses /e P 2002 fF1A
B B LOFE B DIHEH Pulmicort® 200ug Torbuhaler* 56-112 doses HERER 2009 4 9 A
[T % ot 4 1981 4 10 A
(B (ROBBICERELANL) o S u
A A O TE L B TR B OB & (ke | EZ\—;J%/JJ&7T/—}\<‘:LT 1 {7 100~200 pg& 1 H 2 (A
Ed o

BETLIBENLDD. ]
2. REIDRLIHT U TR BUE (Beflfh i & %% 5 0) ORIER DS

B

C(EAER] (ROBECHEEUENEERAIET B,
!F!sz Et@“é%‘*(:(ifﬁ El:?"ﬁ?é:&)
i A ROBEE ke EET BTN 55,
(kR Ak - 1K)
| #HBR
fese# | 7OL23—h 100pg | 7VL33—b200pg | /LI 3—F 200ug
F—Ean{1I— A SNA AN (=
112 00 A 36 Wk A, 112 B A
Y o o
P A S T =K FTFU—R
B(l 7=
) 11.2mg 1E.2mg 22.4meg
1 o] W A,
B (% & o i . -
F5=l SF=R =k
NTED
542 100pg 200pg 200pg
gy

FE 1) AHELEI—RY—EantT— (KRAIDK ST THDT
TV ZRE A HIERN Y B, R AIORC & A O EX I

FxE([BEIGEELE.
20K
fR7es | 7UVET—h 100pg | 7ULI3—h200pg | 7L 3I3—h 200ug
H—EaN{I— F—Ean{1o— H—Ean1I—
12 }A 56 B A 112 A
LA KA —RK RS —K AR LS
% A Fl N 0 A H
K | AR B &, BT Uy | B EEE, iR )y | AR RS, [miRY )y
THBEOERBE T I RBOG | T ITRBOR R
WOWAE (F—Ea|lEBOI AR (¥—|IEHORARS-E
ANATNIRTAZ|E2aNAT) TR T|aNAT— NI AR TA
7= AH AENTZRAF SN AFH
AETIAE~MANAERIOE~MNEDIE & ~W
EEf=lp H I BEDR, =l
[ZhgE-%hR]
B S
(Ri&-BE)
A

WA 75 ZRELT 1 100~400ug 2 1 H 2 [} A
%592,
RBBIERIZIGCTHEM T 525 1 AOREEIL 1600pg £TET 3,

Bh EROSUTER TS 1 ADE S BIE 800 ugETLET5,
Fio, BHHCERS I MO—L SN TWAIEEIT 100 ug 1 H 1 [l
THETES.

| <HiE-BECHMETAERLOIE> ,
| RROBERAASN S B R LV ERINRORRER T |
| Bz, :

[ERLEDEE]
1EEES (ROBECIREICRETIHE
BIEQR Y ERFEETLIBENNDD. |

Z.EETJ.%ZKB'LIE

(1) FFNIEE RS IC & B AT O RHIOI TS
EETOWAFREEE RN IR T2EATIIZNOT. &A1
HUIELERTRIE 8. FAICLDERTEENRIZ
W 1~2 ERLL_EORERHR 5 THSNS,
A FIOYE 5BERNCIE. R EOR BRERE RN E ERIR

BEITL TUHLIE, BT B B REEHIRE X RO B
f;ﬁﬂﬂk EDEZEITIZIRH] &L’Clﬁiﬁﬂliﬁmbf;bmt

BEIKEHED /TN ELWEBREIZL, AFIDHEAN TOER

ERERITT BID A DI AT 5T, S ibDi DI E B
LA A ETHAEFEHNT A EDBEE LV,
AEIOE SR HICEE T2 M ORIMETHL TE, His
MR ML E IR A EDMOE YR EFEFE R T58D
BECRBEEALIE, T FOEFOEH BN

D, B4 TR TELB ST HEOEMMN+5>
“Cf;bx_é:#%iehéw’c. T R BN E R A 5
ZUIBWEERDLIDICEFIIEEE5ADEKIZ, F0KD
7‘;4}: EMALNTIHEITIE EMmEE NI TEEENHEDT,

2

3) =

@)

FE O EHD O AESTILRA - £ HEAT O R E
WAL EROBMICEDE THAEAZR 2 ITHE
THIE,

BRI BT B RS B RO S AL R
Z12id AFO1REIEOM LS B YE DG EAZ R T A,
AR 5&2Z2 R | ET 24 BORMBEERITIE
MHBDT, % 5% LT LB GIUIBEOR SERERE
LA ICHMET 228,
2 GMATOAREE e #L Tl REHIZ RS, B OFE H
BFENRBES TR 8103 BB R EAEEK TE02
VERMERTARENAHLOT, EHMICREEZITOIZE
MMEFELW, T2, REMNZDSNBEITIE, FBH O BIE
REBBUHSH 2 BT RS M) LEE{TIE,
% 5 AT O RE DM RIS A FRABBREROREE
BTHREZIAIZE HMBRIZH o> TIE RO ATOIRA D
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