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3 0.1 . 3 0.1 3 | 012
. . . 1 1 1 | 004
1 0 1 0 1 | 004
1 0 1 0 1 | 004
1 0 1 0 1 | 004
3 0.1 3 0.1 3 | 012
3 0.1 3 0.1 3 | 012
1 0 1 0 1 | 004
1 0 . 1 0 1 | 004
. 1| 03 1 0 1 | 004
1 0 1 0 1 | 004
24 | 1.2 24 1 24 | 0.97
3 0.1 3 0.1 3 | 012
1 0 1 0 1 | 004
4 0.2 . 4 0.2 4 | 0.16
1| 03 1 0 1 1 2 | 0.08
. . . 1 1 1 | 004
1 0 1| 03 2 01 | 2 2 4 | 0.16
1 0 1 0 1 | 004
1 0 . 1 0 1 | 004
241 12 | 1| 03| 25| 11 25 | 1.01
1 0 1 0 . . 1 | 004
3 0.1 3 01 | 1 1 4 | 0.16
2 0.1 2 0.1 2 | 0.08
1 0 1 0 1 | 004
/ 3 0.1 3 0.1 3 | 012
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LIS, #A Ry 7 2% 600mg 1 L O A R v 7 ZA®784 600mg DIRACE () 277,
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H A Ry o XA®EE 600mg

274 H—%X &4t
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5 Y |SYA Y =]
* % 20000 A SGT GEONR) H AR AERS i /0 2

g 876249
* 200040 A UiET

XYV D/ URERER

fREESRM, W78 A ERERLT

H 4 Ry 45 P8 600mg

zvvox® Tablets 600mg
IESDRY

st K% 5 | 21300AMY00123
WM : 248 R4 A A A5 ) RLD, | HSNAM

Wroe A4k 20015 A

NEEIEN 200040 A

EEE—EMEDORLTEACEIVERT 22 &

(Z4])
ABNOTHMEE OFE AL 7=, [THE - HEICEET A FoEE] oEEs#HGEO B, #MiE
ERICE DD Z L,

I

(23 (ROBBIZIFEBELLENIE) ]
AR DR % Uil BEUE OB ERE D & 2 BE

(#ERK - THiIK)
1. #ARK
1 BEH -
%Z’ > N T
" ; HFA R v 7 A8 600mg
ANy VSN
(& &) (600 mg)

T ouoNm
BNVIREAF VAR —FF U 7L
fEah L —=

it T #

Wiy | A7 7V VR~ T R T L
rKERaYTF LTS
ERexiut’ /L ra—2R
ERrfForrab’ L AFtrm—R& 2910
<7 v a—/ 400
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2. MK
ok i . .
a1 — R B
| i (i)
Innax
=) () =
- ZYVOX A&~ A
RA SEeS BEx HEHE 600mg T 4N a—T ¢ T
18mm 10mm 6mm 861mg

(zhAE - 2HR]
1. <SS R > AANEED A T ) it A7 B Y EKE (MRSA)
<OWJSAE > BUfE, TRAETE R R E, (SVERRPUE, SME - BB R OV FATAISE O RIE Y,

JiiiES
2. <WJLNEFE > AKFNEEDO N a~w A UiER T e ay B AR T 2T A
<SHE > 45 FRIRYE

(Ri% - A=)
W, ALY %Y FELT1H 1200mg % 2 B4, 108 600mg % 12 BifE] = & 12k
G125,
[FRi% - AEICEET HERALDEE]
LAFIDOERICH->TIE, MHEEORBRELZE SO, ROZEITEETHI L,
(1) BEEDBRICTILTMBLEEREZF OEMXIETDIEENL LTITS>I L,
(2) REIE L THOMBERUVARRIICHT HRZH (M) 2HETLII L, [ [ED
HHE 1L (2) DITEBH]
Q) H‘EHRMIE, REEIMGI, EHEE, BEOERFEEEL, BULGHHIIC, AFOH
RSP BENMIEL, FROBELVELGR/IROEHEOETREIZEEDHDI L,
2R, ROBELEROG B2 EGONTROREHFIEICBNTYH, 28 BZEB2HH&
B OREM R OFEIEIRF STy, LB -> T, FHIE U TAAIO#REIE 28 H
EHALWVWI EREFE LY, BB, AflE 28 HE#Z THRE LESE, FIMREEND
bbb Z Db, [ THEEREARNER] (3) OEZSMY
3.7 7 KM% 2 EDEARYYEORA, I OEERBYEN DN 2 5E 1XEY) 72
HHNEDOPHEITH Z &
AESFID S EEFIA~ADY Y EZ
HHAINS Y 2 ) ROEEZBIG LTZEBFIZBNT, ROKGAHETH 5 & =R
L72581E, RUHEDOREANCOIV B2 52 LN TE D,
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(ERLDEE]

1. EERE (ROBZFICITESECBETEL)

OEGAncEm, [l EREE, PLIERBE, MRS E 2 OB FEH] 2SR S LT
ZEFE, BHMEIER 287 2588 L OB LER B, BYEOT-DEMIZH i
DOPIHEIZ A OB GRNCHEE SN T, HDHWIE, KAIE O L TERES LS B,
14 BB CARAZEG SN AEEOSH 2 EHE [ [HEEREANEE] () OHES
]

QEELREREREEDH L BHE [ [HEYEIE] 1.QDHESH]

QAL [ Mthw, PElm, RILWEFE~OESE ) QDESH]

2. EELGERNVER

(OAA OB GIZHT- > T, MBRELXZEHMICEREL, A, HmERECE, sk

i, LRI E S OB BN E] OB A SCEAL TR DTS AITIE, AAO S T IESED
WU ZRLEZITH 2 &,
BICIKRSAIICEN, BmEKEAE, ALBKEADE, /MMRDESOBHINGIAER I
TW5EE, BRINFERZETI2ERLOHANIBLELRESE, BREEO-ORIICHT:
YihDIREEZARFOERERIEREIATLV:, HEHVE, ABFEHALTEREILSE
E, 14 BERBATAREZRESNDAHMEOH I BEHICITMEREBEIEET S L,
[ TRIfER (Q)ES ]

QAR OREIZL Y, FTEE, W, HMmEk#EL, R - R 2 S WE TR E 2R
WET2EERKIBRT, NHREREIZL YD BEREORKE 25 BEBEERBRIS DD
NDZENDD, BIELELICEG 2L LTS EME LR, KEAMIESICKHRY,
B lCEma MO ERRECTIIPRARLRDZEND D, Lo CARIZRET A
ik, BEBRFICH L, BE5FIIRE% 2 ~ 3B E IO, bl RS Db
75E, EHICEMICEMT DL IEET D L,

F 7o, BEMRGROIERDEE LA IIXE R AE LT 2 &

Q&A% 28 HA A T LI-Hé, HMREENRHLDLNDLZEnHY, S HICHER
(AT T D AR D 2 O TR A +0I2AT5 2 &, £7o, BAIKT, REE, &,
BRI RO XL 5 R BETIERD & b oNT2GE, EHIZEMISERT D X5 ICEE R8T
L2l TRHOIERND SbNHAICE, #E5ERIET 57 ClEURNEEIT) Z L,
[ TEWEM] () 2) DESME]

D AFN LR e b= IRV IALBAEA] (SSRI) &tk w b= AFEFK L OFFHIC &
Lo b= VEBERESFICERE SN VD, AKFlEEr b= AEEKE O HEGICH T
S TE, v b= IEBREOME K OYER (BEEL, AR, ERAZR, IRk, IR, REIT,

MEE) ICHHEETDHI L, I OBEESIERD R b BE I id. AF L OFHE
DG HLZVFINTN—FoEELZDILT 2R CEURnE L2152 &, [ HEAEER]
DIES]

N0

OFUREHE DML, RS O RIEGE 2 2 5 ATREMEDS & 5 DT, 1B IS ARG
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WEBRLCHEEIE, WYRLELEZTH 2L,

3. tBE{ER
HAZEE (BRICEET D L)
EF| % GRIEIR - BB AE W - BREF
7 R U AEEEE ME LS, SBERELb Z &0 | KANIIERING, TWfmE /7
R—rR3 HDHOT, BEOIREBEZBIZRZLZN | I VBB ELEENFH T+
e Sl BN b, TNoDEFOYEIEZFET | D,
Tx=ATanR) = | R EABIERTDHI L,
T
tr = FEEE T b= E RO U & OVE R | RANXIERING, FHE T

(PEEL, AR, HHAL, KE, |IVBeEEREEAEZAE T
BIAL, T, BEE) 2hobhbd | 5,

BEINRHDLDT, +HICEETS
Zé, INDOBIBESERDBRD S
NG EITiE, AAIE BEHIEDO M 4
HHNFW T —HFoEE A2 H IR
THR LMY REEITY Z L,

FIIVELZSEGATL | MELF, BIENHLDONL T & | KANTIERRD, wHiE /7

KLY HHOT, AFEEPIZIE, FII I CBILBEELEER2A T
F—X VEAREOSVWREDOMEEIR | 5,
E—/L (18&H7=YF7 I 100mg LLE)
TR A A WET SHDH L,

E:FIIV0EFE: F—X;0~53mg/10g, £—/; 1.1mg/100mL , 7RV A > ; 0~2.5mg/100mL

4. El1EF

[EIN CEEM S 7z 2 (O 5 AHERER & OWh E C5EHE S 7z 8 1 05 AR R SE L sk (Vg

Bl S O\BER 2 FAWTZ3ER)  (281) 2 2R xI G5 2,467 B, FIVEAORBUEGIL 544

(221%) Tholz, ZOERLOIE, THI 111 # (45%) , Fd 76 # (3.1%) , HF 46 #

(1.9%) , W&t 29 5l (1.2%) , ArtéremdfEses 28 1 (11%) , KXOUL/MREGE 28 fi

(11%) HFTh o7,

() EXGEIER

1) WA EM - BmEGRADE - RmEGEAE - /MR ES O EREIH - 51k &
S>TCEEL S 280 - BMEKEAME - RIBKEAME - /R AME % OB i 235 & il
HZENHDHOT, MEREZEMINCERT 578 EBEEH012T0, BERED LN
By, G2 PIET 572 EE R AE 21T O 2 &, (BARRBRICIS T 28 BUEA T, M
INRIBAE (1.1%) , &if(0.7%), HIMERBAME (0.4%), PLfLERFEAE (0.2%) Tho
7= )

2) RAEE GEEFH) MRERNSL LN ZENHLHDT, RENBEDOLNIHGAIC
X, B E2RIET 50 CEUIRLEETTS Z L,

3) Yavy HEEFH), 7FI7473F P —HKRER GEETH) : vavy, 7F747F%
—RIERPHODONEZERH DD T, BENBDOLNLEHAICIE, HEE2PIET 57 E0HE
G2 21T D 2 &

4) BBEMRE (0. 1%KMH) - MEMEHRISLbNDLZ EB¥HLDOT, BENPRD LN
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alcid, HHEPIEd 5 CEERNERZITO L

5 BFXZE (0.2%)

LT F=2F5F, BUN EHZ%(EH

RERHEDONDZLDBDHD

BEX
H
DT, BEE 2T, BREPEOONLHEICIE, KEA2PIET 272 S R0 E %

1752 &,
(2) FD D EIER
1~ 5 %A 0. 1~ 1 %A 0. 1% AT B EE R BA
Mg PR EREEINAE, P ERTE | B BREENNNE, /MR i g,
DIE SEBE
X3 - T —EEm, & | Bk, WE, SV v Al | g7 v
P B, K7 o — e, K| E, BA Y U AIME, SRE| F—yv R
F MU A, VoS— | fGE, KT AfiE, X!
YHEN, CK (CPK)HEN HHET SV R—=3 R, {KE#N
Fes FEIMED F VY, [BlEMEEE | B, EEE, HEV, KREY | K R
g, FCORHIRR, KRR, | AR, IR MR Mo AE, =
ARHRAE R, BHEEDORE, %3¢
fE, %R, EIR, SHE,
WK AT
RY T, B, BRI ARk, FRRE, B
S, HoRE, Tk
TaER I, B, ERAE EEMESNNHNE, QT Lk,
I, AEAR, W PEEE,
Az MRS
IR 2 IR R, WK, RS,
=, TEEER, RERK,
KRBk, ik, &M, M
K, ik JE
HibEs O, mEeE, | RULMEMETE, RAMEE | I, DEERE, T o
T A, DNELER, DR, | MO, QENEE, DB
EEE, H&, FEA, | &K, OENABRE, HOZE
ON%E, OERAD L UF | 6B, BiER, BEEYR, B
E, BERAE, WA | BE, BREEA LT X, /Mg
B, B, &k, @ %, HLEREE, SRR,
’AJLE, BiEHm, AU
F, HEAbEE A Y X E, B
Y
Jifiek JTRERE R & M5 | AST (GOT) #4 hii, ALT | LDH #41, ALP #4i0, vV
FH (GPT)H#N, v -GTPHEAN | L i, AR, AFsdk
2 FRRESR, BREMERESR, | FIMMERER, W2, 71 v
& H v FHE, WA | 7 EIE, B, KRS HEME
PPN D Z S FE, 325, | B, DRAKENES, BFEWY
BEIR BRI, =R | DA, KRERRYE, A EA L
0 B FE I
77 - H K ()
WRER | BA DX | IR, AREERE, ER | BERREE, BEKR, AT, E
oy SRR Swyn, RIE®EHim, &8
Ja, PR
oM | T UOVR =R, EIE | MIJ)GE, WER, RiEEE, | MEVEE
FEN, FEIF, PEY7, BE | BmiEiE, RRrEEE, KR
B, ZOoMOBRMAME | HhizE, SFEE B,
B REMEEE, b | EEE, JEEEMER, Ot
VUKRE, BREEYE, 8| SR rER S, FEIAREED K
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1~ 5 %k 0. 1~ 1 %A 0. 1% A BE A

EWPEERRR A R ET Y 1 | ST Y, S mE T —

SHERIAE T — T VER | TOVERTRIE, SR M

IR, EHESME DT | 7T AERE DRI, RS

— T VERERIR 2 ARt | SIfE B T — T VER U

[

1) AREOFGFIIER, TEEOERZE Y K LS 5O -RHTIE, EBICEMOZREEZZITL L) BEE
ES 5L, TOWE, T F—U X, M ERBERDOEREZBETLZ L,

7 2) - MR MR, MR MmEREIN, B -HCG Hhn, BB R

3 : BRIEN D OER, HME & ORH

TE4) : O BIC/ETE RVEIER

5. 1ttm, Eim BRIGFE~AOERE
(1) 124w

WA SUTATHR LTV B ATEENED & 2 I N2, TRIE E OB IEN B % 8] 2 &k &
NG0B EETHZ L, UERPORGIZET 22T L Ty, ]
(2) #=5L1m

AP OWFENIITEE L2V Z EREE LD, 2B THREGET 258 IR 28T &
HHZL, [BE MR ~OBITOREIIAHATH L, BWER (7> F) THAHPITBIT
THZENROLNTND, ]

6. NEE~ADIZE
INREITHR T 2 LRI L TRy, HEERREICL DT 213560 TR,
(10 mg/kg Z &AM G- L7=/NEERED Cmax 2o\ T, 625mg DY V') RE&KE LT
BN & DFRIMERFRD b7z Dy, /IWNEOERE (kg) H72 O 7 VT 7 o AiFm&m<, A
T OEIII A EL 72D ZERHALNE RS> TND, INEERFZFIZOWTIE, AL FEEED
HEYERE A~ T L O e ik - HEIFfE L STy, ) ]

1. BEXRE

(1) FE4K
bt NMOBEERE LEKROEEBITMOENTWRND, BmER (X, Tv ) I2BWT, F
v MCHISEEK T & ESGH (&5 & 3,000mgkg/ H) , A XIZIEH & IEE (%58 2,000
ma/kg/ H)23 & & DTz,

2) &
BEOREZEBREBE L, RAOBERGREDNSGAIL, LEIE USREREKAiBEE
EAEFF S O FHRIEZAT ) T EDNEE LV, MIKENT TIXY %Y U FORHRIERIBBD
vz, | FEEKRBICE N T, VRV U ROBRGEOK 30%i%, Vx>V M5 3 K
%IZHhD Tz 3 WO MEEHT IR bRk S iz, BEREEN T SUXIMKERIC L D5 U %V U R
DEREIZDONTIE, T—F B ELI TR,

8. WHALMDIEE
BRI AT EF
PTP w2 D3AIT PTP o — bW L TIRAT 2 L5158+ 52 L, [PTP > — O
RICE Y, BOSLAEAIEREA~TIA L, TSI E B 2 U CHERRIRR % 0 EE 72 & 0HE
BT L ERHESIh TS, ]
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9. TDHMDEE

(DA XIZBIT D 1 » ABRER O RGF#ERE (0, 20, 40 KT 80mgkg/ H) (Z&BWNT, X
ﬁ%aﬁ&%ﬁ@%uﬁﬁ%,%%&UH%L%@ﬁﬂﬁﬂﬁiéﬂTW5ﬂ,4RL%T
LAt D AE T G- R TIX A2 KIFER D BTN RLY,

Q7 v MBI 2% () MR6e - AJEse X ORI T 2 455 (0, 25, 15 KO 50
mg/kg/ B) 1IZHBWT, mHEFICHEHFRICHBEEZDRD IRV FEE) G O KT 23
WEINTND

()7 » M) HIEMASHEERIERER (0, 50 &KUY 100mg/kg/ H, 9 #HE&HEG) 2B\ T, BE
ABEB DT A NAT O AMEIZED RN B0, [BlE 12 BEHOT A b AT 1 AEIZE T
HDNTVRWNWEREINTWD, T v MIBIT H2MOAEIHERBR TIX, 7A MAT oy
EDOWDITRD TR,

(EMmEniE

1. maEhiRE

M BERA GHEAROREAAT—%) 19
Uz U R BE ST AE R A &G AT RTEFE LB O YT A —F 4, £1
IZEHT D,
Uxy U R 600mg DOFEAIZ 12 K] & &I KAERE A &G LI D U x> U K OBy ffRiin
HRIREE (Cmin) X 615 g/mL, P& EMEFRE (Cmax) 1% 21.2ugmL TH Y, KER
452 O P IS HEICEK T 5 MICq (24 pgml) % EAl>7=, VXYY K
625mg & 1 H 2 [F] 12 R = L I ER A& G- L=t o iR EOHER 2 X 1 127,

K1 RV FOEYHE/NS A —20TY FRERE, SHEN)

I Cmax Cmin *V Tmax AUC *? t oL
(Mg/mL) (Mg/mL) (h) (Mg-h/mL) (h) (mL/min)
600mg # kN
&ulﬂ—_u 3)
Hilm]§ 5 12.90 — 0.50 80.20 4.40 138
(1.60) (0.10) (33.30) (2.40) (39)
10 2 15.10 3.68 0.51 89.70 4.80 123
iP5 (2.52) (2.36) (0.03) (31.00) (1.70) (40)
600mg #% M 4
5 (BEA)
Hi[a]$ 5. 12.70 — 1.28 91.40 4.26 127
(3.96) (0.66) (39.30) (1.65) (48)
10 2[HE 21.20 6.15 1.03 138.00 5.40 80
e (5.78) (2.94) (0.62) (42.10) (2.06) (29)

H1) o Cmin =REHRERORKMITHRE (FKE5% 12 RHH)

A2) HERSEO AUC =AUC,. (0 B2 5 MR K F T AUC)
KAEBEG-RED AUC=AUC,. . (0 Wfffi25 12 IR (& 5-[kR) £ To AUC )

E3) :625mg WEROMBELVBELER LI,
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B1 JxrJYF600mg #1820 12 BEZELICREEORELE-ZOEEREIZE 5 MEE
hIREHER (TELRERE SEA, n=16)

Ty kiRl (og/ar)
-

e & omw B

7E, BARNEERAIZY XU K 600 mgl H 2 [BIKEFIRN&ES L= OEEIREIZBIT S

HERE T A — & CEHEHERERFRE) 12OV TiE, Cmax 1% 199+07ug/mL , AUC %

1105+98 g-h/mL , ty, i 53+06h TH-7-, A8 (kg) »7-Y » CL I% 1.55+0.18

mL/minkg TH v, FCKAD CL & Rkl %R LTz,

QHEE GHEARVCARAT—%) ¥
AARAKROSEANOBENGHE LN Y 2V U Rl R 4 LV CRHE S EhREAEAT A IS
FOBEILEZEZ A, UV RO EREE, (KRB LI OEROPESZ 21, (KE 70 kg 4F
fin 40 7%, e OMATE 40 kg Fofip 80 i D ZNENOBFIZY %/ U K 1 KFH O FlRNFREE A%
BIFD AUCITZEN TN 241.3 (14735 pg-h/ml, Cmax (2N 165 %0301 pg/mL,
tpldE 69 B L UN82 h LHEESNLDD, ZORYEREOZEIC LY, IARMEOFPHZER D Z
LiFnweE2 N5,

Q) BiaeEERE GtEAT—%)
BHEEREEIC LY, U XU ROEYEEIIEL Loz, L, 2 BOTENRHY,
7 MR UEERMHEY (A) KOt FeXxroF s ) v oREH (B) o T, B
PEREFE S ORENE < 7R D121V, AUC OINR A b (FR2) . BHEEEEICLY, U
2V ) FOMBFERREHEBIIAET, BEEREREICBWT, K5 EREOMLE TN
LOLEZLNDN, FERBHOEREIEICHOWTL, BEMICHDICHRET STV,
L7 T, mEOEERERERTICEBOTE, HEICEEFTHZ L,
MEENIC LD Vx>V ) Fe 2 oFERBWITRESN D, WIRSHTEEIZBWNT, Ux
VU REh Uiz 3 REMBE O MBS &2 Blth LT & 25, #5800 30%5 3 REH O Mk
EHTICEVIHE LI, Z2OZEns, MEKEREZRICY XY RERETLHZENRLEE LY,
NEOENTREC I T 2 U % U ROIEMEIHEIZ DUV TIIMET L TV 7220,
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x 2 BHREEFEERUVERERAICURYVY K 600mg ZEREZEAOKRESLE-EZDOY RV K,
T3/ I MROEEERBEY (A RUEFOFSIFILT) S UKEW B) @ AIC RV

ty, DEHE (BERE)

. R E B HRE BEEHRE A &
gome | DL mmas Es sl
INTGA—4H (mL/min) 30< CLCR_< 80 10< CLCR_<3O IEEATBE B
(mL/min) (mL/min)
UESARN
AUC .., 110 128 127 141 83
(1 g-h/mL) (22) (53) (66) (45) (23)
t 1o 6.4 6.1 7.1 8.4 7.0
(h) (2.2 (1.7) (3.7) 2.7 (1.8)
R A
AUC o4 7.6 11.7 56.5 185 68.8
(ug-h/mL) (1.9 (4.3 (30.6) (124) (23.9)
tye 6.3 6.6 9.0 B B
(h) (2.1) (2.3) (4.6)
Kt B
AUC g4 305 511 203 467 239
(1 g-WmL) (6.2) (38.5) (92) (102) (44)
tys 6.6 9.9 11.0 B B
(h) (2.7) (7.4) (3.9)
- u‘l‘ﬁ“@'_‘—g—
(AFTHREEEERE UEAT—%) 9

RS Jpu LA B oD TR e

AL LiaipoTe, EEEATHERERE &

AN

G)E#E GHEAT—%) "
mnE (65 kLA LOBE) |
RCThHoTo,

6)EE (RN
ZHIZBT D) R FOMBEERRETAELY bEfEz R L,
R Llc, VRV U R& 600mg HERE OG- LI2BONYH 27 V7 T o A0, &teoJins Jik

SR D L7 T e B TE BB U

IZBWTIMAEFRRES ML T, ARENR

Sl ol Nl
PO BRI TZ,

B35V %YV ROEYEHREX, THUANAOKRAN (BE) LFH

AHEAT—4) D

AR 2R L7228,

L7=23- T, 2ol

HEMAEBZ D LT EZ BN,
HEAFT—x) 9

2. RN (BERERLA)
Ux U RiE, Rah BEAD #ITESHIZ

L, AEWrif iR
7oWRE, Tmax 354 1.5 Feff 5 2.2 FfIZE4#, Cmax (&
R G- & bk O Z 7R LTz,

3. 7% (BEREERLA)

P H] CHlE

GHEAF—) 250

U U R, & RZ

BWTHARFAFFIZHECZ

WZRI S e,
I8 100% TH -7,

A Lz,

EERFICBIT DU VY RoEyEhRex, /AR A L kL,
HNCBIT DU RV U ROIEYEhREIZ DUV CIIMmE LT

SIATAERITAME LY BIKE

R MR
N oYY g

A M P R I I3 5% 1~2
Vx>V U R slEl e REgic s L

1 17%380 L7728, AUC 132208

U x> U ROImEE S
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FI3K 31% T, 0.1~100u g/mL DJRFFHIZB W T EEEZ R Lz, ERIRIERFO /3 A FEIX
@%WAK%PT@Q%N%LT%ORO@%ﬁkﬂ%wf,UK/)%@@M¢%EEM
BEREE O ERIT 1.2 0 1, VTHIRE & MAETIREIL055: 1 Th o7,
4.tk
U U R, EERPIZTEIZEARY VEOBILIZEDEALRY VENHEL 2 BOPLHE
EWAE RS ROREY, 77 = MR UERRREY (A) KOt Rex o omF sl oo ARG
¥ (B) BNAEKT S, EHY B I, in vitro RERORER LY, IERERRRLSOGIC X 0 AT
LHHDEZEZHID,
5. Bt (BEERAN) (MNEAT—%) ?
BN VT T oRE, VRV U RO VT 7 ADK) 65%% HoT-, EFIRETIE, &
HEORK) 30%A Y x> U R&E LT, 0% B & LT, 10%23 G A & U TRHPIZHE
M, VRV U ROB7 VT T2 (CFH 40mL/min) (3RERIR AL X v HE<, R
AEIZBIT 2 BRI O AR RIR SL7c, EPIIZY XV U FE LTI E A SRt
P, BEBEOR 6% NHMB L LT, 3%/ A LTHtshT,
UV U FORBEICEST, 2V 72 2bThRBONRRD N, £1-, HE5&E
bﬁiﬁébﬂﬁ“é W, URY U ROEZ VT Z AR VT T AT TR T L
, T OEFARINC BT A DR oo T,
a%%ﬁﬁﬁm
(M F roO—LP450 2k YKBSHDEY S D
U3V U Rk hF R 7 —AP 450 (CYP) ICL WS nzenwtE x5, & b CYPLA2,
2C9, 2C19, 2D6 , 2E1 , 3A4 OIEMZEAE Leho7-, VXY U FOPFREEIX, FiZ
CYP2CO I L » TREEND(9-V LT 7 U v DIYBIIEZ1E L A EEL SR oT,
(5] UV U R, #$ER (v ) IZBWT (CYP) Z#FE Leho7,
QHmEME RBERAN) GrEAT—%) 119
D7 A AF L URY U RUIT X b LA FL0RyEhReE, FHA&RGICI 0 &L
Mol
AT A~y VRV RITF v H~ A v oFEpEhigix, PR&RS X B L
Mol
(ER PR A&
1L ANy a< A UMERBERE (VRE) JEYWE GMEATF—%) 9
VRE EYYE & 5 ME VRE JERYYEN DL o NBE xR & LT, ESH, §EHlH 5 ITE
AP DEER~DE 0 X FHIZ L > T, mAH&E (600mgl A 2 [F]) kA& (200mgl H 2
[B]) % Leed 2 MEA S sk — EE B (R 5-WIH 7~28 H) #1T7-7z,
ZORER (FEHAL §EAE D WITERAID D EERI~OY D B2 2 W) 2805 H%
RIFLLTFO LB TH D,
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SN xof PRS2

B4 600mg 1 H 2 [a] 1H21H

N (%) n/N (%)

VRE [EYE™ Y 39/58 (67) 24146 (52)
GRS B 0D 1 IfAE 5/10 (50) 217 (29)
FZ & - AR G E 9/13 (69) 5/5 (100)

PR G E 12/19 (63) 12/20 (60)
fiti & 2/3 (67) 0/1 (0)
Z DAL D JEYSET Y 11/13 (85) 5/13 (39)

7£ 1) : Enterococcus faecium, Enterococcus faecalis % (it~ 1% Enterococcus faecium D %) , &5
B2 OFBFEIT, 600mg #5EEIZRT D E. faecium (T X 2 EYLERSE - 38/57 (66.7%)
E. faecalis |2 & A BYERE : 314 (75%) , 200mg % 5-HECIS 1T 5 E. faecium (2 KL 5 R
FERFE @ 24/45 (53.3%) , E. faecalis (2 X DIEYSERE : 02 (00%) TH-o7= (—H#F,
PR £ DY E B E 25 Te)

H2) IR XYY F200mg - AR EITER INZHETIE RN,

H3) AP, RUERUME, RHIEEEIE, AEMELORES, SR, T — T VICBIE U YR &
DREGENEEN D,

0oL, WIUEZMES VRE BYYEIZS S 2 A %31, 600mgl H 2 [E# 5T 59% (10/17),

200mgl H 2 [Fl#:5-T29% (4/14) Th o7,

2. AF L) Ui AT R ERE (MRSA) e 120
MRSA JEYYE & 5 VM id MRSA ERYYEDN S DN DN BF Z )G & LT, FHAID S BEAI~D
DI G A vae & Lo EREER (5 WIM 7 ~28 H) #1T-o7-,
BHRTREOAENRIIUTOLEEY THDH,

I n/N (%)
P G4 T B
BRI E 4/9
VRAENE B2 8 R e 1/1
18 iR B2 i 2/3
MG+ BE K OVFART A D — kg 11/14 (78.6%)
fifi & 21/35 (60%)

[FxhEEH]

. IE%ER

MnEH o2
UV U REIAva<sa v UiERERE (VRE) KOAF U CMtEREA T B U BKE

(MRSA) (ZX L THIE N Z AT 2, AA, KEROEIMN THEM S 722 DT,

V RE (Enterococcus faecium, Enterococcus faecalis ) 2 O MRSA 1IZxf 9% U ' U K MICg fEIT,
WIS =4 g/mL (National Committee for Clinical Laboratory Standards (NCCLS) DFE#E]L
IZHEF D) THoT-, 7238, Enterococcus faecalis IZFFARRERN D722, WIS TH D,

(2) BZ AR ER VR ERSE 2
VRE KU MRSA @ 5 HAANRSZVER &3 HBROaERTE - HIE AL, NCCLS DFEHEEIZHE
T
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D3V FORZMEHIERE

SR MR E S
e [ b FRIEIC L D R/VREE T4 AT PEHAEIC L D
PR BLIEIEE (ugml ) BLIEFIFE (mm)
S [ R S [ R
Enterococcusspp .’ | =2 4 =38 =23 | 21-22 | =20
Saphylococcus spp. =4 - - =21 - -

SRR, | PEETE, R MmHE
£ : E. faecium, E.faecalis, E.cassdiflavus %

2. it *

(H)VRE XL O*MRSA (Zxf LT, UV U R EBAFOHURESE & ORI AR ZMPE DS IL /20,

(2)In vitro RBRIZI5 T, Staphylococcus aureus }z OF Saphylococcus epidermidis (23317 5 H IR AE
FEROBEIL 10°8~10" Th o7z, F£7-, FAIOBERAIHKCEEEIC X 5 3B ISR
IZ$31) % Enterococcus faecium & UY Enterococcus faecalis % H\V 7= 20 RIOHKEG# T, K4 D
FFRECT MIC X 4ug/mL 25 8ug/ml LT 2ug/mL 75 64 u g/mL IZESZPEDIK T3S Hi
7z. F7z, Saphylococcus aureus Tl 19 [EI DAL T, 4u g/ml 7> 5>64 1 g/mb (2 MED
T2 D b Tz,

3. tkFtEF
UV RITME Y A Y — A LG L, BB 70S BAE SR RE P, Mw o E A

ARERET S, —5, N Y —LOMEDH D ITTF MEAOARILIEST, (EHKF
ITERDHIE I L R 5,

(B2 2 B9 2 B e L ]
—#%4 : Vx>V U K (linezolid)
b4 : ()-N- [ [(9-3-(3-fluoro-4-morpholinophenyl)-2-oxo-5-oxazolidinyl ] methyl] acetamide

i =V Ci16H20FN304
’ Q
0 N H/JKO *i'
U \_Q/H.fcxm
H

sy : 337.35

HEE

PE R AR~ RO R TH D,
NRUDNAT I T—)UETRTL, T F= P LCORETRTL, PZ7na X
ANIRRBETIZ L, =& /=4 (995) FTAKIZEITIZS L, ~FH A2zl
RN

[FEFEEH]
LENTAENE G SN -ATRER R Y 2> VRE RYLE BF I 5 B0 R N2tk % i
SETAHZ L.



UE VDN

183 HIXE () Pagel5

2EBFE L VRSN VRE Oy 3= A 0 ROAKRFIT T LIS M S W Tl &2 S 9

5T &,

(C12E]

FA R 7 ZA5E600mg : 10 £E, 308E (PTP)

[ 3230k

1) thNEER
2) HENEEL.
3) LA KL
4) tEPEEL

5) Brier, M. E.: Antimicrob. Agents Chemother. 47 (9) : 2775, 2003

6) LN EL.
7) HEPNEEL.

8) Welshman, |. R. et al.: Biopharm. Drug Dispos. 22 (3): 91, 2001

9) tENE L.
10) #NEEL
11) +ENE L.
12) +:PNEEL.
13) #:PNEEL.
14) tENEEL.
15) L& L.
16) +:PNEEL.
17) *ENE L.
18) t:PNEEL.
19) +:PNEEL.
20) tENEEL.

21) Eliopoulos, G. M. et d. : Antimicrob, Agents Chemother. 40(7) : 1745, 1996
22) NCCLS Document M100-S14 24(1): 40-51+104-113, 2004

23) tENE kL.

24) Shinabarger, D. : Exp. Opin. Invest. Drugs 8(8) : 1195, 1999

(CmREAR 5]

77 A PR EH BEREMHRE
T151-8589 HURHSEEA KA A K 3-22-7

7 —X A%/ 0120-664-467
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Y4 Ry BT 5% 600mg
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2000 o o
2000 o
XV ORERRER
HA Ry o ARTEFKR 600mg
2YVOoxX® Injection 600mg
21300AMY 00122
2001
2001
2000 o
) —_
(345)

(22 (ROBHBICIFEBELLENI E) )

(RERL - 1H4K])
1. H#ERK
1
600mg
300mL
600 mg
15.072 ¢
pH
2. K
pH
H 44 5.2




UE VDN 1.83 HMAXE (%) Page3

(zhAE - 2HR]

1 MRSA
2.
(A% - AE])
1 1200mg 2 1 600mg 12
30 2

[Ai% - AEICEEYT SFERLOEE]
LAFIDOFERICH->TIE, MEEOHKBRFLHECTZSH, ROZEITEET SHI &,
(1) BEEEDBEICTAEHNFHEBREFOEMIXIEIZDOEENL L TITS I L,
(2) RAIE L THOMEERUARE|IIHT 2RZH (M) 2RI L,
1.(2)
() BEHARMIIE, REFEERGI, FEE, BEOERFEZEEL, EUIGEHHIIC, AFOH#
BIESEIPBENMIEL, EROABELVELGR/IMEOHEOBREICELEDD I L,

2. 28
28
28
[ 3 |
3.
4. 5 300mL 15.072g
10mL/kg/hr 0.5g/kg/hr

SESHIM DRI~ DEYIYE X

(ERLDEE]

LEERES (ROBAHRICFEECKRESTDHI L)

D

14 (1)

2 1.(2)
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3 2)
2. BEEREXRMNEE
1) MEREZ EHMIIZERE L

BICIRSEICEN, amBkRdE, RmBMAE, m/MREMESOERINHEH N RS
TWaEE, BHIIGERZE I IRAEDHANIDELRESE, BRPEEDNOHRAICHE:
YD RMERZAFOBRSHIERESA TV, HEHVE, FAEHALTREESNDE
H 1A BZBEATARHNZEZRESNLAREMEDHHEEFICFINRREEIZEET S &,
)
)
BIRME RS %

A3) 28

1 2
(€)) SSRI

1)

2)
3)
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3. tBE{EH

BREE (BHRICEET S L)

B3k PRARIEIR - IEE AR HE - BREF
100mg
)
0 53mg/10g 1.1 mg/100mL 0 2.5 mg/100mL
4. BI1ER
2 8
2,467 544

221 111 4.5 % 31 46

1.9 29 12 28 11 28

11

1) FELGEN - SmBKEADE - RMBKEADE - M/MRIB A EEF OB REHIH -
g - BiEKEAE - FMBRRAE - f/MRE A E

11

)
2) BRMRE EETRH)

3 Yavy HEESH), FFI7453F —HER EESTH)

4 FEEMMMmYE 0.1

Q7 )

5 BF%® 0.2

BUN
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(2) Z DD EIEF
0.1 0.1
CK (CPK)
_ QT
- AST (GOT) ALT | LDH ALP
(GPT) y -GTP

2)

3
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0.1

0.1

2 B -HCG

5. MEMR, Efm RIBFAORS
(1) 124

(2) =297

6. NREADERE

10 mg/kg Cmax

1. aEkE
(D R

625mg
kg

3,000mg/kg/

mg/kg/ )
(2) g

8. EALMDIEE

() & 540
1
2)
3)
4)

30

2,000
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5)
6)
U
8)

9)

(2)EREZEIE
1)

2)

3)

(3) FEAR MR 5B

9. ZDMDEE

D

)

mg/kg/

3

1. MiERE
(1) BZRRRLA

20 40

0 50 100mg/kg/
12

80mg/kg/

9

0 25 15

50
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600mg 12 30
Cmin 3.68u g/mL Cmax 15.1p g/mL
MICq M g/mL
625mg 12
£ 1 VRV FOEYEFRBNS A—2DFY (BERE, SHEAN)
Cmax Cmin Tmax AUC 2 t 1 CL
(Mg/mL) (Mg/mL) (h) (Mg-h/mL) (h) (mL/min)
600mg
3)
12.90 0.50 80.20 4.40 138
(1.60) (0.10) (33.30) (2.40) (39)
15.10 3.68 0.51 89.70 4.80 123
(2.52) (2.36) (0.03) (31.00) (1.70) (40)
600mg
12.70 1.28 91.40 4.26 127
(3.96) (0.66) (39.30) (1.65) (48)
21.20 6.15 1.03 138.00 5.40 80
(5.78) (2.94) (0.62) (42.10) (2.06) (29)
Cmin 12
AUC AUC,., AUC
AUC AUC,, 12 AUC
625 mg
1 Y=V K 625mg %1 H2[E 12 B C & ICRE#HIRNFRRS (30 7)) LE-ZOEREK
BICH T oMBEHREKTE (FHEXFEREZ SEAN n=6)
F ol
18
16
14
E 12
10
2
= B
2
-
-+
4] a 4 : ] ] 10 12

FoMiB N (hra}

600 mg
* Cmax 19.9+ 0.7y g/mL  AUC
1105+ 9.8u g mL ty, 5.3+ 0.6h kg CL 1.55+ 0.18
mL/min/kg CL
2 =& Y

70 kg
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40 40 kg 80
AUC 241.3 4735 y g h/mL Cmax 16.5 30.1 y o/mL
typ 6.9 82 h
Q)BTRS %
2
A B
AUC
2
3 30 3

=R 2 BHEEFEERUVERBRAIC)SRYY K 600ng #HEZEOKRELEZEZDYRY ) E,
FI/IFSTIOBBEREY A RUOEROXFSIFILTUSORE B) @ AUC R
ty, DEHE (BERE)

. & B AR EE B B B
EEE (‘ﬁiﬁ% EERE EEEE
INT A=A . 30 CLer 80 10 CLeg 30 : 4 : 4
(mL/min) (mL/min) (mL/min) FEE | B
AUC,., 110 128 127 141 83
(M g mL) (22) (53) (66) (45) (23)
t 6.4 6.1 71 8.4 7.0
(h) (2.2) (1.7) (3.7) 2.7) (1.8)
AUC o4 76 117 56.5 185 68.8
(u g WmL) (1.9) (4.3) (30.6) (124) (23.9)
t 1 6.3 6.6 9.0
(h) (2.1) (2.3) (4.6)
AUC o8 305 511 203 467 239
(u g hmL) (6.2) (38.5) (92) (102) (44)
tys 6.6 9.9 11.0
(h) 2.7) (7.4) (3.9)
(AFFHBEREE B E ®
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65
G)E (BERAN) 7
600mg
2. IR (ERERKLA) 8
1 2
100
Tmax 1.5 2.2 Cmax 17 AUC
3.7 (BEEERKLA) 29.10)
31 0.1 100u g/mL
40 50L
12 1 055 1
4. tea
A
B B in vitro
5 HEM (BEEERKA) 12
65
30 40 B 10
40mL/min
B 3 A
6. EMMEEER
(MF roO—LPIS0 [TEYRBEhZERS D
P 450 (CYP) CYP1A2
2C9 2C19 2D6 2E1 3A4
CYP2C9 (S-

CYpP
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Q) IEmE BEKAN) 1617
1)
2)
(ERPRR#E]
1. VRE 18
VRE VRE
600mg1l 2 200mgl 2
7 28
2
600mgl 2 1 2
n/N n/N
VRE ! 39/58 67 24/46 52
5/10 50 207 29
9/13 69 5/5 100
12/19 63 12/20 60
2/3 67 01 O
8 11/13 85 5/13 39
1 Enterococcus faecium Enterococcus faecalis Enterococcus faecium
600mg E. faecium 38/57
66.7 E. faecalis 34 75 200mg E.
faecium 24/45 53.3 E. faecalis 0/2 0.0
2 200 mg
3
VRE 600mg1l 2 59 10/17
200mgl 2 29 4/14
2 MRSA 19,20
MRSA MRSA
28
4/9
1/1
2/3
11/14 78.6
21/35 60
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(EhFE]
1. iEEA
MHEH =
VRE

MRSA
V RE (Enterococcus faecium, Enterococcus faecalis) MRSA MICqgg
4u g/mL  Nationa Committee for Clinical Laboratory Standards NCCLS
Enterococcus faecalis
) BZHRBAER VR EHE
VRE MRSA NCCLS

DY) FORZMEHIEREE

M g/mL mm
S I R S I R
Enterococcus spp . 2 4 8 23 | 21-22 20
Saphylococcus spp. 4 - - 21 - -
S | R

E. faecium E. faecalis E. casseliflavus

2. fitt
(1))VRE MRSA
(2)In vitro Staphylococcus aureus Staphylococcus epidermidis
10 10™
Enterococcus faecium Enterococcus faecalis 20
MIC  4p g/mL 8u g/mL 2y g/mL 64y g/mL
Staphylococcus aureus 19 4u g/mL >64u g/mL

3. VEmtkE
70S

linezolid
(-)-N - (9-3-(3-fluoro-4-morpholinophenyl)-2-oxo-5-oxazolidinyl methyl acetamide
ClGHZOFNSO4
337.35
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[Bnik L\ EDEE]

(&EBSH]
1

1)
2)
3)
4)

Q

0 .| I«I’JK 0 *i'
\_Qrgichm

99.5

VRE

VRE

600mg 600mg x 5

5) Brier, M. E.: Antimicrob. Agents Chemother. 47 (9) : 2775, 2003

6)
7)

8) Welshman, |. R. et al.: Biopharm. Drug Dispos. 22 (3): 91, 2001

9)
10)
11)
12)
13)
14)
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15)

16)

17)

18)

19)

20)

21) Eliopoulos, G. M. et d. : Antimicrob, Agents Chemother. 40(7) 1745, 1996
22) NCCLS Document M100-S14 24(1): 40-51+104-113, 2004

23)

24) Shinabarger, D. : Exp. Opin. Invest. Drugs 8(8) 1195, 1999

[CmREER 5]

151-8589 3-22-7
0120-664-467
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