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BT 3.8 8.4 5.7 4.4 F 5115k AE%ZYVOX 10 mg/kgH 12/N85 — %k ~ 1k » skcefadroxil 15 mg/kgs ALT (U/L) 1.7 1.7 9.6 9.3 83 Lk
BUS 8.2 6.1 8.3 6.4 12/ BF— R ~ TR 5 12K 5 L A2 ZYVOX 600 mgf12/ v —k ~ o g > & FLEL R 4 E4(LDH)(U/L) 0.2 0.2 18 15 MTFAZYVOXH A ETHERGR RRIE - B A EHBIRE QBEFFRDNTA > AL
B 5.1 4.5 6.6 4.6 cefadroxil 500 mg#&12/ )N85 — & ~ AR - #5 P ok B 54 (Alkaline 02 02 35 31 Sk EAE AL H Rk R 5 A SRR R R U B R B B R
ot 2.0 1.5 4.3 2.3 o se it ik B 1R 0% AFE 2 ZYVOX 10 mg/kg 8/ — R ~ $ARIES » SURIEA8 phosphatase)(U/L) ) ) ) ) c FEIH(AH Bh ~ @R ~ AR D  Rb MR DS M EEEE
F B 2.6 3.0 1.8 1.5 BB BB % 4 % vancomycin 10-15 mg/kg56-24/] 85 — 2k~ ABBRIE S o B84 (Lipasc)(U/L) 28 2.6 43 4.2 FIA(5.1.1)) 5 443K F 4o § A o (sideroblastic anemia)
s 1.1 1.1 23 2.6 6 HuSSSIsty 5L E AT 0 L ZYVOXGE k45 A B3B8 4 AP o 51 4 1.6%F12.4% B ES(Amylase)(U/L) 0.2 0.2 24 2.0 cBEM SR G RAMEHRY  HEGRIRERN(FBEBEEFAGLY) -
Ao 0.4 0 2.1 1.4 EH@B—REMMMARRIE o £ EEEE S @ > FRZYVOXE B 69k AL #8 % 4z % (Total bilirubin) 02 0.0 0.9 11 c SLERMEEE ¥ H (S M EBIEEFRAGLT)) c ARBLEFHEZH A ALBILLRR
kA 1.8 2.0 1.0 0.3 B 48 5% A F 51 A 0.9%F96.1% i 7 3 4 48 B R BORE M 43 0k 54 % o (mg/dL) i ) ) ) EHOG R MR B AR A GRS R AR B AL F 2R
2 A%k R 1.8 1.3 1.1 0.5 ERERAEALE Jk % £.(BUN)(mg/dL) 0.2 0.0 2.1 1.5 s AGFA s E R B > QIEHEE B (o BN b K i B #)Avopioids » MR
OREA%ER 0.5 0 1.7 1.0 A B BB RN K600 % o b H R E28R B 0 ZYVOX & i s MRk L& &F (Creatinine)(mg/dL) 0.2 0.0 0.2 0.6 ZYVOX ¥ # 48 Il 04 o % Fom MK 00 3R 4% (5 B H3E/E E FA(5.1.3)) »
BT 2 R Abn) B 8 0.4 0.2 1.6 0.8 Wk o fe S BEE R RSR T 0 ZYVOX M A B S f MRICB BV (R & AR FRGBMATE N ILEW EREZ2EEHH  AGBMARENH  EF ERMAZ o B (5 EEEEFEAGLS) -
T Rk 1.5 0.2 0.3 0.2 T IRAG Fo/ R IR 48 2 T5% B ARE) 6 A B b 52.4% (B RBP4 R4 ¢ 0.3% 2 F A g A2 2ERHE - CHERE ~ i EMEKRE ~ RBRREE R LR EA K EBERE (e E i
XL i 1.3 0 0.3 0 210.0%) » M ¥4 A 1.5% (B3RP a9 FE C 04%ZE7.0%) - £—EAE A ZE T #} 18 40 148 cefpodoxime proxetil 200 mg 412/ 85—k ~ U AR ; ceftriaxone 1412/ iF # & 5 A3 9E B Steven-Johnsonsz 1% 25 2 i J§ £ %) 0 RBALIEME K o
Poki) ] 1.3 0.6 1.2 0.8 HRMERZER AL ZOAE T > ZYVOXMHE A B E b/ MRE B RV (ER AL — R ~ #FBRESE 5 dicloxacillin 500 mg &6/ B — 2k ~ W AR ; oxacillin 2g 86/ N EF — R ~ * %A 4 AlinezolidtF 5 A F i A M F A FHY CHME - LT BRBTHER L
2V RLR 09 04 12 10 TEHF RAE Ao/ R IR 2 T5%RAKH )69 A B H e fe £12.9% » fvancomycina 2 13.4% ° FAkE 4t 5 vancomycin 1g8 12/ 85 — Rk ~ $BAkIE 4T - AT BBBEENTFHARANTET)ZS  TEH GO L TURIE -
(Generalized abdominal pain) ) ) ) ) AR5 1TROPIS R ER ALY SR » ZYVOX i3 4 B % MR 3B R D N EZYVOXHBERRBRT  EVRRA-RBAELFTH LR ERBREZ LT o AR 0 LG R R M AR (S ] B E R FAGLY))

* 4+ 88 4n ¢,4% cefpodoxime proxetil 200 mg#12/N#F— =k ~ 0 A ; ceftriaxone 1g 412/]\ 8%
— R~ F#BRIESE 5 dicloxacillin 500 mg4:6/ 8 — 2% ~ 9 ik ; oxacillin 2g6/N 8 — & ~
FARES 5 vancomycin 1g4-12/ N0 — R ~ FFARIEST ©

76 BuSSSIsty i AT 0 R ZYVOXiE &tk AL IR 4k A F 2 31 A 3.5%A92.4% & 7

B R RORE MAE k06 o fe HAGBIEE @ 0 B ZYVOXE Hk 6k AL ¥ BE

T AP R A 21 %F0 1.7 % 7 B AR IR RORE @Ak 6 R o SRR RS AR a0 R H A

HAAR RRE A R0 ~ 3R ~ BB ~ Bk o

ZERA

# ANE EeE 50% o cefadroxil4n 20.4% o ZYVOXFf i i N R 0 5 54 7 80 1)
Wy R AAH B (— AR RN 2B 6 I7) o AT LG R 0 RIMrm Ae) o MR B § 4
B HEHA P AR B B F SO Fo/ R ARG o B B RERARGRER 0 B A S NRR D R 8
AR E A RO F BRIE « ££—ZYVOX8Y A FEITE T » 54 o R
VRS ANE A ey F4 S linezolid e sbFE 4 AT Iy K 69 A & % R 3L( 5 B 3/
EEFAGLD) -

FERTHESAN > ETRERASMAELEAZYVOX e ot B a2 P32 A B %
B ERE BUETREFRAMMEAGAREBERERS > REERERIFE > mMALTH

AAE I

FEREARA IR ARSI Ao R d e 3 e ¢
ZYVOX Cefadroxil ZYVOX | Vancomycin

s 4 % (Hemoglobin)(g/dL) 0.0 0.0 15.7 12.4
#] ¥z 3 B (Platelet count)
(x 103 /mm?) 0.0 0.4 12.9 13.4
& h k¥ B (WBC)
(x 10 /mm?) 0.8 0.8 12.4 10.3

o f& s 40 Ao/ SRR Bk gk E R 38 il 4% BE(STADH ) (4 B 4235/ & FA(5.1.10)) »
9. B§

WFEF o RIS AR R B4R e BIE T A o S iR B AT T LA 4k linezolid
JoikHEH o —BAEE RS P o 4% filinezolid = /)N B 4% B 45 M 4T A B = 0 a4 & A e
KA 30%E BT @B o kA A AR AL AT R iR I A PR linezolid ey B K o
SR P 0 K R4E23000 mg/kg/day ey B E 65 0 I AL P 04 B AR K B 7 BRI
FoiE B KA 5 422000 mg/kg/day el B F 0 0 B A M P F e B R R A Bk fo E

3R °

10. HE5 A5

10.1 4 7 #3%

Linezolid& —#& i & % -

MAEE

(dikuti]

LinezolidZ —# A T A& R e94LE % » & »oxazolidinone#g » ©e9EE R A 8 X B2 4%
oE AU B I M B AT R ARG AR o B SRR R AR T linezolid ¥ — S B A M B Ao
FRAHAHERA © Linezolid & $ 4m 4 50S 4245 )» 8% (subunit) £ #923SA#RNA% & > 3 FA L
AT TOSR AR STV A o RS Al A F B T L B W Y - HFRAK
(time-kill) &g 51 %, 4 R 28~ » 85 3K /B (enterococci)fn &) &) 3k # /& (staphylococci)fm & »
linezolid 7 #p # %|(bacteriostatic) - #}4k 3k # J§ (streptococci) Kk % #ey n etk m 5 »
linezolid & #% # | (bactericidal)

I e

B sh X B B85 0 23S rRNA#Y B 25 R 4% (point mutation) #ilinezolidey S A B - A WS
35 4 > fEBE AR{E A linezolid#A B » vancomycindi % 14 Enterococcus faecium¥tlinezolid &
A THEMN - A4RE4E > B AR A linezolid A B » methicillindt #14 & 57 & ¥ H 3K &
(Staphylococcus aureus)¥tlinezolid & 4 T Ltk o 38 sk 4m § ¥linezolid &) 370 4 M 4T L 4w
23S rRNA &Y 5 25 %% 4 (F£25764% & E LAB4 42 2% =% [thymine] B AX, & *% 4 [guanine]) A B °
B #4523 IRNA S 4442 & & (L3FoL4) ey 4 & 52 & B & 378, % 4 M $oxazolidinone$a
B AR PR 0 38 F Hlinezolid B A X AL EEME - sbsh > FAREASEE 4
1% 3 e9linezoliddu 2 M o sbt M L7 H 82 W B9 ¢fi- (chloramphenicol-florfenicol)
AR B AR ARE TR -

St A B ey X A AR

B 53X O K 3 Bllinezolid #vancomycin, gentamicin, rifampin, imipenem-cilastatin,
aztreonam, ampicillin & streptomycin_ [ # Av st 4F F (additivity) sk & B 1+ (indifference)
FE B SRR R R R L e R 0 linezolid AE A sk vy #HAL T F 4 4 45 6 5 8k B #h(isolates)
(2 B#ERIEQ)) °

EX VTR

Enterococcus faecium (1 FR7#vancomycin 4 28 14 &4 7 8k 1 #%)

Staphylococcus aureus ( &.4% ¥tmethicillin g 3t 28 P& 84 28 18 #k)

Streptococcus agalactiae

Streptococcus pneumoniae

Streptococcus pyogenes

T IR IR ERT 44 PETRNERE R YR FE - #iBI0%ETF 7
4 B FR T WY B S BN B R (MIC) S 3 5 7 384 4 2 4 e linezolid B, & 4 B 7 26
(linezolid-susceptible breakpoint) o Linezolid i 774 & & 4k 4m B A7 1% AR Z B IR 2k 69 40 &t
Foff itk > HAREHEE O RA RAFH B A RRRET -

FHREE

Enterococcus faecalis (,3% $vancomycin it 4 P& 64 28k 1 #k)

Enterococcus faecium (¥tvancomycinf & 52 Pk 89 4 & 1 k)

Staphylococcus epidermidis (€,3% ¥fmethicillin g 470 2 1 & 5 8 B k)

Staphylococcus haemolyticus

Viridans group streptococci

FHRRMER

Pasteurella multocida

£ B (Susceptibility) 3 5k

AMARDRER RS ENEEHRT Z EPFRE A > AR B BRF R R
G P HIAR 8 > 35 4 B https:/www.fda.gov/STIC -

10.2 B BE A bE

AR~ DA B ) R B AT H B R RGTe REQTH R
o HHA0f B R AL T B RZYVOX 600 (11 BFIVEE) ~ EHZYVOX 1200 5%,
(LNEEIVEE) ~ S RE ~ AR O RE BI5GB 44 - 2600 5 & 1200 5 #9ZYVOX




BT R RS RAETEEEHME T > &R RAEFTABRGQTCH EA(QTC
interval) % % -

10.3 B R AT 5 2R A

10.3.1 BBtk ~ AR EHAHEBEARGGE

SR Y R AT B4 4 G B9 B K LA E linezolid 8 B AE ) 0 A2 RARYE — 454k 48
32K G A sk (Amesta B X 1% R CHO% BB % 4%) ~ 82 $hunscheduled DNA synthesis
(UDS) A7 ik ~ A B #h B3k 04 8% 41 3 &, 5% 2 % (chromosome aberration) 54 i 2 2 P /s &
/s ¥ (micronucleus)# 3% » linezolid 3t 7R € 4 2 K 4 M k48 4 & 4% 7 % (clastogenic) -
H R EAT 14K Bl 46 O R 4 #linezolid & 5 3£ 100 mg/kg/dayey B & > AR B ETR A
ik > Linezolid R & % & A F Ml K ReY AL R A F A hE o § 4 filinezolidey & 2
=50 mg/kg/day b (h EE RO ENRANABEEE > LARBFAUCRIELLR) > RF
MR R & TE MR A T A F ohhe SR R d B T A RER -
P A o fa B o Y AR B F R IR & (orientation) & F 6K SR EE 0 RAEAFE o AN
18T #5538 2 b # % i e K (epithelial cell hypertrophy) & 3% % - 240 & £ it % R3]
By Fe s -

Y HEPE R RAETE B B B H 4 filinezolid (37 £36 X A 8545 #ilinezolid 50 mg/kg/day ;
%37 %55k KB4 $ilinezolid 100 mg/kg/day : stk % FHL3ME A Z 118 5L E m A8y T35
AUCKL74%) » B A IABF A 78 7 G2 e FEAK © B A6 SUAD AT 7 BB 7 4 S - HA e
FECERFORALBERSR) > MAREFEKSE2IR) R4 FNEF(EHK2E35K)
FREIEHERBRBABA FRORER - EERLEISRBERERORAEY LBRE
BTG T H) N K TR B -

10.3.2 $p4p & 52 Sin/ K B30 2

Fef gt g 09 KBRS o linezolid 314 6942 $2. 35 B 4L o B3Rk LA B LB B Aw
15 R BE Rl A8 Bl 69 B BRI0 HIE A > L& d & & B BE e Be 45 4k ) (hypocellularity) » i fn
ALK - BRI AT R ) B R D RE TR > RIBR AR T 43K ~ Gk ~ MR
HERDHRLET - MR HEE  BEEA R e > SRALETEHE
BB~ B ERE M ER R 0 MR X TAERARER R RZIRBETHM -
e 3% 1 BRlinezolid:2 648 A 89 K R F » #1285 3 5% 80 mg/kg/day &y 2k K & H 3R 7T i 84
BHERELFAHEHRRZRAE  EZBAAR T RERRGFCRER —E B0
Bl eyt R B R M LB ERIEZ R LR - EMRRRBRTIAMaY AL o 4T
SR TR B R R B AR ERAE B c K ENBEAZE 0 =4
HERBBAREBME Y ERA LRI BREZERZEEOG ™M B0 H R EAE > S ti
e ARG R - MR i @RI M T SRR 00 8 B EMR
B —B o MEBTARA —RF F LM ZER -

MR AR EABRRAE BT ORE SRR 0 - A —LRR T -
AR IEEN  SERO DR ER T L ERARELSE O R REHRARAELD
BERETE -

11, BEddy fy S

RAERFn % R 0B A FFIRE 4t linezolid g by -3 2 8 4 S B S5 F N o 12/ 0%
T AR600%Z 57, 7l & 14 32 4% 5k AEBF > linezolid &Y o % i B 4o B — P % o

F\ ¢ g A#gLinezolid T3 (12 4 £) 8 84 5

Linezolid Cmax Cmin Tmax AUC* ti CL

LSRR pg/mL pg/mL Hrs pg * h/mL hrs mL/min
600 mgée 7|

Bz 12.70 -—- 1.28 91.40 4.26 127

(3.96) (0.66) (39.30) (1.65) (48)

12/ 21.20 6.15 1.03 138.00 5.40 80

(5.78) (2.94) (0.62) (42.10) (2.06) (29)

600 mg#$ k£ 41+
B—#Z 12.90 - 0.50 80.20 4.40 138

(1.60) (0.10) (3330) | (240) | (39)

12/ 0F 15.10 3.68 0.51 89.70 4.80 123
052 | @36 | 003 | Gl | a70) | @0

600 mg & ARG % 7]

B—#F 11.00 - 0.97 80.80 4.60 141

(2.76) (0.88)
* 8 — 52 e9AUC = AUCo-0 5 % B EAUC=AUCo1 °

7625 mg| B A% AL AT 60 $HE 5 FERRE A 89 B B L 0.5 NBEHE -

Cax = f2 P R B 3K %18 3 Cmin = f2 P )R B AR 5 Timax = 2] o P IR 3k 1% 18 64 55 P
AUC= e ViR EH M2 L T e @A 5 tip= 3R F 318 5 CL=2 4 Fk & -

(35100 | (1.71) (45)

2 —e— 600 mg oral every 12 h

LINEZOLID PLASMA CONC, pg/mL

TIME AFTER DOSE, hours

Bl — ¢ A2 00 0 BR600E £ 69 B &+ 487K MK A8 95 - linezolidel da Y iRUE
(PR EE - n=16)

Bl * Linezolid 0 RAZ BAL £ 2 » REBEBR KRN — 2 NFTEB G jURE - L@
& BT R F K 5100% © F ttlinezolid 7] 24 0 R R AFARAZ L - SIAFER/ T
Linezolid4% 8 85 7R 54 4 J& A 4585 R 69 5 4 o % linezolid$2 & s 5 R4 oF A 8% > R 20k
o SRR G R @A LS N R R2. 2000 M B YRR S B R ERALT% o R
—AEE B EE EIRAZ W TR AL DH(AUC)0)E M

A By RONBY o B 8 S a R BT linezolid B 5 o1 B % ik E B e 484K - Linezolid
NEQUESERNOAHI % IWELERE DR HIKEMN - ARG RAARL
A o linezolid £ £8 5K A& B 69 -1 B8 A -39 A 40250 2 FF ©

PEBB AR > 5% — BREE ARRIR 69 3 2 % k% filinezolidfg » R 8 linezolid & R )
B ¥ ey RE - Linezolid £ E ik o 48 F 6 /R L R A 12101 » f2 TR B8 F 6 R L
tb & £0.55L01 ©

X3t Linezoliday £ 34X, 334 48 Zmorpholine3f &9 A1t » & & 4 RABAJEE M » BA &4
47 B o4 # Bk (carboxylic acid)X 347 : aminoethoxyacetic acid4X #t #7(A)#whydroxyethyl
glycinefR #45(B) o 4R - RAADABT R A4S B F RS A bl » MARAHBRIT &R
EFREOMI— MR T B A AP AL o 82 5D 3RE3E 9 linezolid R b A 4K 34t
THE R 48t AR 4w s & FPASOMR A ALY = 2R » linezolid ey AR 4Z b & 52 2 A8k -
Pk 0 I H R H F R4 & linezolid & & Br i 5 0965% o 48R MEBF » K& H30%8)
%] & wAlinezolid ) & th R A i F » M A 40% 0 7] & SR B B 10% ) 7| & SR
AR B FIR T - BHReY-F3BF E AT/ 0t A TN EBRELAREL -
B % L3t KA linezolid # 34 H AR & > 2R 6% B 3% 69 B & 5 5 AR A 4B EAR )
ARRARRF -

3 jwlinezolidey B 05 > MAE B RF XA MBEIFAMR L » TTRABDERSD
REEF > linezolid B Ao Ik B AR A R UK « AMBERFF N EBRD > ERBEHL
HeERF R -

kR

EERBA D EFRAOSREA L) R L AR BE U > BEFRAREZAE
BE -

REBRA D GHEAZITROLERALE T EFRLAERLR)  12RENTRAEE
FOE o ARBE 2R 69 L&A AP Elinezolid Ak L4 £ —F EH e BB -
5L ARBE B AL A RE HIRES B — B E 1% 0 linezolid  $) 2 2 AR s £ A ©
R AR 4 AT 0 linezolid el a7 JE $ 48 Conax) o 55 2 A (Vss) 3R A8 0 5

fi I

2 Mlinezolidey o 4t B £ @ FE £ F bty Ml - R T HLAM— B T EMAER
24 g — @O TAZIR) A AN EGRFRERR HUAE—FE2 S
EZEEAUC)LE A » E T #isa o ¥ 5L Fm AVEREZ 8538 hu#F > linezolid
M ENOFRARREZIER 21545 FHRTRORERBELERAEFT - &
/N SUAH R fa ey linezolid iR 7 Ffo 2 & R B 2 (AUC) B 5] £ RAF LR A K ©

AMREAZIROLERAT » BYNEFRH—RIF2 G THHEBAUCH » L H D4
BBAY > 12/ g — k3B ) AUCHEAR L » BSLTIR AT L& m AW Bl 8 %
A NEFARA 10 mg/kg 3 12RXAF LR LERA - Bl Z L E12/ AR A 600 mg

Yo > 37T i )48 31 49 linezoliday s HER L o PR IAEIN B AR 20 m AR R R
BE %M BASRZHN SR ERZAMMERARENEBRERY AN TFHhht
R & AAE A linezolid &5 » JA A & 38 4R 4% & A 05 A7 & R 89 AL R ME © Linezolid
Fo AR 7T 4 f R B AT A BRI o %R A A B B AT Hinezolid 8y £ 2 3 4
8 7 o 2% flinezolid = /) b5 4% B 46 HE4T A HA =N B 69 s i A AT BF 0 A B 30% 89 Bl &
@l o B sklinezolid & £5 do ik B #7144 o+ #% 81 ©

Rt ESHRERENEARTDARAT > 2RIZEE —H][2600 mg linezolid i -

Linezolidfo X 47 A0 By F 39 (B2 4 £)AUCH HE i £ R 19

(%MAEREGY) - P I TEEs FEENERE FEFAHERE
R REFRBRARIRIES R — A F10 mg/kgK600 mg linezolid 2 1% - linezolid# 3§y £ CLcr >80 30 <CLcr <80 10 <CLcg <30
5 #(F3 1 (%CV) ;5 [FAME 0 & KAAD mL/min mL/min mL/min
£ Cmax Vss AUC* tiz CL Li lid
pg/mL L/kg pg* h/mL hrs mL/min/kg AUCg-w, pg h/mL 110 (22) 128 (53) 127 (66)
A SR A tin, NEF 6.4 (2.2) 6.1 (1.7) 7.1 (3.7)
FE 127 (30%)  0.81 (24%) 108 (47%) 5.6 (46%) 2.0 (52%) RAHA
<13 (N=9) [9.6,22.2] [0.43,1.05] [41,191]  [2.4,9.8] [0.9,4.0] AUCq.4g, ug h/mL 7.6 (1.9) 11.7 (4.3) 56.5 (30.6)
R &R 11.5(24%)  0.78 (20%)  55(47%) 3.0 (55%) 3.8 (55%) ty, B 6.3 (2.1) 6.6 (2.3) 9.0 (4.6)
<1 (N=10) [8.0,18.3] [0.45,096] [19,103]  [1.3,6.1] [l1.5,8.8] K3t 4B!
SR A AUCous, pgh/mL | 30.5 (6.2) 51.1(38.5) [ 203 (92)
=1 E=28% 129(28%) 0.66 (29%) 34 (21%)  1.5(17%) 5.1 (22%) tin, B | 6.6 (2.7) 9.9 (7.4) | 11.0 (3.9)
(N=10)f [7.7,21.6] [0.35,1.06]  [23,50] [1.2,19]  [3.3,7.2] U 24 49B % Linezolid a9 £ X 4 -
B A ®+— ERME R LA P 0 #2512/ bflinezolid 600 mg - £ 14.5K 0436k 1%
S8R E<3EA 11.0(27%) 0.79 (26%) 33 (26%) 1.8 (28%) 5.4 (32%) Linezolidfo X 3§t ¥ Afe By F 34 (1R % £)AUCH HE ik + R A
(N=12)f [7.2,18.0] [0.42,1.08]  [17,48] [1.2,2.8] [3.5,9.9] 53 [ RI R 2 A
RERA LINEZOLID
MEAEIKRD 151(30%) 0.69(28%)  58(54%)  2.9(53%) 3.8(53%) AUCy.12, pg WmL GR& —F EW ) [ 181 (52.3)
(N=59) [6.8,36.7] [0.31,1.50]  [19,153]  [0.9,8.0] [1.0,8.5] tin, IMFRE—FEDHE) [ 8.3 (2.4)
F VxR A R HA
A AUCy.12, pg WmL (&% —Fl M%) [ 153 (40.6)
12K 2175/ 16.7(24%)  0.61 (15%) 95 (44%) 4.1 (46%) 2.1 (53%) tn, B RE—REHE) | 15.9 (8.5)
(N=36) [9.9,28.9] [0.44,0.79] [32,178]  [1.3,8.1] [0.9,5.2] R 4B
BT RE 125Q21%) 0.65(16%) 91 (33%) 49(35%) 1.7 (34%) AUCqo.12, pg mL GRE —# EW %) [ 356 (99.7)
(N=29) [8.2,19.3] [0.45,0.84] [53,155]  [1.8,8.3] [0.9,3.3] ti, EFCRIE—FI E W) 34.8 (23.1)

* AUC = 8 — | 2 AUCo0

mmddit o TEAE RERAPERSAHECEE
1B 28K 2 f) °

R AR TRAE ) RERARE 2348 -

10 mg/kg = A & ©

600 mg % 10 mg/kg B %) 5% % #8600 mg

S 3 # 42 £ 4L £600 mg -

Cmax= 2 P E R S{E 5 Vs = 2 s AUC= tn iR EHerRl 2 g T oy @ s s

tr=HFR ¥ F s CL= A EAR B2 > G B & o

PER] ¢ 4obElinezolid gy o B A LL B MRS AR o S SR B AL BEE 0 SR B T AE A

WA Ee ER o RP600E LBl EE 0 L eh T O REH R L B K4 1R38%

R BN R R R RE B RBAFENER - Bk NR LR AEER

e B 3R TR S PR G R B BT AR AL o TR R RS A

FEBAERE -

BARTE  HNRRRET AR 2R A » linezolid R I 24y 04 % 8) £ 3 R &L

G R ERHERDH /A > M8 E EMlinezolid XM A EHMRE - BHY

BHEBFAEADGHREE MG (EHET)  HRME B EE L oREN GRS

A 0 e f7linezolid 2 R B MM 00 B8 23R - KRBT RABARR T » 144

i AHE % 412/ #flinezolid 600 mg » £ 145K 6K (5ME+—) BARE Tk

RA — A NGB T ERFENR

R -

B Alinezolidey £ B R %t o

RFah e R4 ¢ 98 & F AT 2 A5 R 2(Child-Pugh class A 2.B)s% A(n=7)#linezolid 2 & 4
ERGHE BERANEHN  HAEBEEPERAERERA > EREREHE
B E o B EAT LR 2k Ablinezolid 4 9 4 i KA 34 -

B BAER

oy sl & F P45 3ty B dp

f2 KR > linezolid R A& 4n i & % P450 (CYP450) 04 3% 7] - sbsk > linezolid R & 4 41l B
ES R & M6 AR CYP isoforms (40 1A2, 2C9, 2C19, 2D6, 2E1, 3A4) 84 7& £ - (S)-warfarin
X R HCYP2COKH » linezolid ¥ (S)-warfarinfif F 85 » 3t R € BA B8 2L 4 (S)-warfarin#)
IR o 35 B CYP2CIR 3t 4 2 4 kowarfarin Fuphenytoin » $2linezolid ff A 8% 3t
AEZAERE -

R #

Aztreonam © 4 aztreonam #linezolidfi A B > linezolid s aztreonam iy 2% $y £ 34 R & e 4 -
Gentamicin : % gentamicin#linezolidf F 8%  linezolid sk gentamicin &} & $ 34 R & 2k
R RALHE]

LR 8RR RF 0 AT linezolid it AL Bl 4 & FCL e A FEX R > #h A
AE R 89 7T AE MR B © 3R H 42 F | R 0 ARlinezolid 600 mg » 3 % £ %8R v R % —

linezolid 600 mg = & #2-9% » #4134 4 £ %C (1000 mg/day) & 4 £ %E (800 [U/day) -

Linezolid#) AUC.c0 > Hf F 4 & FCF38 h02.3% > HF F 4 FEBF 3 H010.9% o ff A 44 %
C 44 FEF > REH A Elinezolidey | & -

2% 3 CYP3A43 5%

Rifampin : & #+ 3 1646068 B iR F Bt R #AT6) —BH R > B R 4% T H Klinezolid 600
LI ESH] 0 A &k kA ffrifampin 600 4 K % T — KBS K 0 3 AR rifampin$t
linezolid 2 2 49 &y /) 2 64 % % - 4 M rifampinfvlinezolid & 4% linezolid # Cax 4 1562 1%
[90% CI, 15%-27%] » AUCHAR32% [90% CI, 27%-37%] = k2% Z 4k Fl 84 E5 . & & % R 98
B o BATH R T AR ZAE A 698 A ] 0 T AE S35 S AT HREE & (o fa iR &K P450)
H 0 o HACHT RSB, % 3% 35 ¥ 7| (ko carbamazepine ~ phenytoin ~ phenobarbital) =T 4& 3] A2 13 .
AR B0 B linezolid % 7 & MK

3 Jiz £ 4LEE(Monoamine Oxidase)3rp 4| ]|

Linezolid & — T 114 » 7~ B3 4F 1 64 ¥ Ak BACEHP 1A - Bk linezolid$ B LAz % 42
(adrenergic)fu fo. 7% % #a(serotonergic) 4y 2 P T e & R BAE A °

B A% ¥ #A(adrenergic) # 4

—EBZZYVOX A » & T s @ M A M A B RO R RATCEEH - F
BEIRS CR e 0B EFAAER o F A a4 2 4 4ephenylpropanolaminefvpseudoephedrine
A S B YRR K o B AR % 48 % 4 4o dopamine sk.epinephrine & A 45 % 2 & 3% FEK

FRFEEEREE A ERIEGEF -

Tyramine © iE % 4 A ] 854 2 linezolid & | & #7100 57, b4 B4 Bz (tyramine) B & & 4
PG R EARE o Bk 0 B linezolidig el A BB B K E R & S BB R
AP S BB A4 A % (14)) -

Pseudoephedrine HC1 8 phenylpropanolamine HCI © 42 B ~ o & iE % 84 % 3K 4% % linezolid
B} > & /m3gpseudoephedrine HCI (PSE) & phenylpropanolamine HC1 (PPA)#4 7+ & - R J& »

33 oo JB 693 8 AL T 3 b a4 (5 B 3B E B EOA(S.1.6) 0 R EAER(T)) o BAMLaYRER R A
HaBHAG L#IT c LB EREASREORIARRRTY - RBRHEH -~ 25
1% FAIPPA S PSE ~ #4545 A linezolid ~ w4 & 42 linezolid i £% 5 #K A& B (45 12/]~ 5 AR A 600
B3 A = R)BF A =8 K| F 69PPA (25 mg) % PSE (60 mg)(&va /| B AR A ) 5 B L85
A B Ao SR R ey P E o AR — ARy XA R @ B E o Bkik & - Linezolidff i PPA %,
PSE#y & A GBI % o RSB B R A F —EPPARPSER 24 692%
3B BN HBRR SO RBBE2EI R R RRME o BIAPPASI RER LT ¢+ 13
(Fo 46 )3 & 4 45 B (F42 - mmidg) © 22 fl4a = 121 (1032 158) 5 45 f& A linezolid4a =
120 (107 £ 135) » .45 4% F PPA = 125 (106 % 139) ; PPA%# M linezolid#a = 147 (129% 176) -

PSE#y /7 45 R AnPPA B #1245 F 4842 - linezolid #i2 pseudoephedrine 3 phenylpropanolamine
B % 0 PSR A LR B o P34 5k R4 TR 3 o 6 38 5 %) A 32 mmHg (88 ¢ 20-52
mmHg) & 38 mmHg ($& [ : 18-79 mmHg) °

in 7% & #A(serotonergic) ¥ 4

Dextromethorphan : % pAf& B % X 3F 45 linezolid #2 dextromethorphan 2 8y X Z4E A »

23X 845 Ak A dextromethorphan (k4% #2120 mg > %82 =k - 2 M B Fad ) 65) R BF A
dextromethorphan §ilinezolid o fi& ft % 3K # F) B4 A dextromethorphanffilinezolid 8§ » 3t
R A B FE 1% B#(serotonin syndrome)GRAL ~ X~ SAF R T - EIR >~ i~ BT
Fa il & Bk)

12. Bs R 35 H A4

12.1 PRATE PR Fe o i

& HE R E RS R AEE T X R FIR N KR AME A — A - SRR P - HEER
R LR - RRFHERTE2IRE G o £ F — @8R ZYVOXF KL 4 %600 mg

FH12 B —% 5 B —mE-Lvancomycin 1g#FBkiE 4t ~ B2 05—k - — @R B4R
aztreonam (1 Z2g#FAkE4 ~ B8/ eF—R) > wREREFE > TUEKHA - 2034
% linezolid 4 % 4 9% AFe193 % # %2 vancomycini # #9 5 A e AR 3KER © H % linezolid
A 122 A(60%) 2 B JR 1T $F45 8§ 4 % vancomycini B % 47 103 A(53%) 2 Bk
EITSRAE ) o BRR ESTSRAE B XA ¥ 0k Rlinezolidig A 2 G B E BH5T% 0 MR
vancomycinig ik # Z 6 & £60% o BaR LT3R RF ¥ 0 BoP R B R K2

6 F A8 % linezolidié Fr & £47% o M4 % vancomycing Bk £40% o 94.4 3 % linezolid
76 8 i AFu83 4 % vancomycin g B 64 7k A A 15 E A & B 74 A (modified intent-to-
treat » MITT) 4 » 384k A e B4 6T » S48 o i R B - RMITT 4 M 444
VGRS F A B 2 linezolidig & A 57% » M4 % vancomycinig i £46% o &+ BB
W LTI RE Y 0 Rm R AR

k= AW LTS 0T PIE K RA R AL Test-of-Cures 5 B 4 34 78 %

ZYVOX Vancomycin

/N (%) /N (%)
Staphylococcus aureus 23/38 (61) 14/23 (61)
Methicillin-#¢ % PES. aureus 13/22 (59) 7/10 (70)
Streptococcus pneumoniae 9/9 (100) 9/10 (90)

AR T A R R

B RERR LT X R A R R o R AR R AE A R SRR TS
# 5 ~ double-dummyBs /R 35 89 % R o A b 805 4 50 48 L 4 L AR IR E 44 )
%o BEAORESGEL > EEEHFMAI0E2IR o 2 ¥ — @ k8L ZYVOXFFIK
JEHH600E K, ~ 12— R 0 2B B AZYVOX T AREZ 600 mg ~ 12/ — K ;
P — 40 S % oxacillin 2 % #FARE ST ~ 56/ B — R > 244 2B O fRdicloxacillin 500 %,
O N — R o o FEER L F & 0 9] LA aztreonam o 400.% 32 linezolid 4 & 4 i Afw
419 4 3% % oxacillinig i 64 i A A ARIRER o H % linezolidi4 ik % 4 245 A(61%) & Bs R -
TG 5 M % oxacillingg g # A 242 A(58%) A BE AR LT 3R AE 4 o ERAR BT R4 84
S ABY G & B linezolid# A90% » % oxacillin %85% o 15 E A & B 4 %
(MITT) 547 614316 % 4% % linezolid g & 49 % AFu313 4 3 % oxacillinig f# 69 % A > B4
o AN A EARREBR PR T o RMITT o4 M4 6976 F 424 % linezolidis B % &
86% > M4 Zoxacillinig % £82% o A+ =9 MM AWML LT EeZRE P o K
BRBZEME -

R+ Z AW S L TR 00 R AR A R R B A% A Test-of-Cure

BRB0BEE
AR R E
ZYVOX Oxacillin/Dicloxacillin
/N (%) /N (%)
Staphylococcus aureus 73/83 (88) 72/84 (86)
Methicillin-37 22 #.S. aureus 2/3 (67) 0/0 (-)
Streptococcus agalactiae 6/6 (100) 3/6 (50)
Streptococcus pyogenes 18/26 (69) 21/28 (75)

5 — B8 B 69 5 5 42 Ak linezolid A 7% Frmethicillin-3t 4 ¥ Staphylococcus aureus (MRSA)
B 45 B o 35 T —EE A B MM 3R BR 0 LA R SRR AUMRSA R 8 R SRR AL
H b — a2 ZYVOXE R E 41 5600 mg ~ #1218 — =k » 2 4% M AZYVOX T ARée #|
600 mg ~ 12/ B — =k ; B — 42 vancomycin 1gFFARIE S ~ 12—k o —ta
SGRRRFRI ATE28R > ho REEIR EF & 0 7T LA4f M aztreonam sk gentamicin © 4% 4 54
345 GYMRSA & J§ Fo i J§ 408 R e ARG & 0 3% linezolidis & 426/33 (79%) »
i 4 % vancomycinié # # #24/33 (73%) °

&l ER AR BT R B AL R R o R R A8 B B (FE SRR R ) 8 R AR M RS e AR
EA A=t — et ]) ~ SRR T~ MR AR LR o RS R
5L FFAKE S R O RSB 0 BB G A 14228 R o P —@BERZYVOX
60072 %, %5 Bk 4t 3% O AR ~ 12/ 85—k 5 % — 3 Zampicillin/sulbactam 1.5% £3 %,
# Bk 7x 4f Famoxicillin/clavulanate 500% % £875% % U Ak ~ G8E 12/ 80—k o £
ampicillin/sulbactam sk b 77 &9 B % » #$8k7E 4 74 B 45 F amoxicillin/clavulanate 500 %, &
2 ERHKESE ~ 6/ NEE— R o AL EPE 4 8 HMRSA > # B8 424, 7T Al vancomycin
ISLFRAREST ~ B 12/ 0B — Rk o BRI ookl E R KIA M H > 24 hani A

& 7T B %aztreonam | 3, £2 5 4FARES - B8 E 12 NBF— R o AT A WY AL H BHES
W 6 ¥ B 6 (19 4o F 9B A ARIR A fir[off-loading]) » o — A6 b R BB e B R

B —th o BERRSHRABER T EESER - SEEEGHRATTH R L5241 8 8%
linezolids4 7% 8 5 AFo 120 4 355 3B 5506 7 0% A 4% linezolids4 5 % 4 212 A(86%)
REEIR LT SRAE G 5 Mk H B LG A 105 A(85%) L BE R £ T 3P4 4) o BRITT
BEEE 0436 8 & e 3 % linezolidis i % £68.5% (165/241) » Mm% 8B %4 k4 4 64%
(77/120) » & R H Bk AR K 00 RA AR A G e KL BEIR BT 3945 09 % A(HEIR
R R SRR R LRF) G E > 8L linezolidib B # £83% (159/192) » M f&
B B S LIH AT3% (74/101) o — A B 42 F4% 5 47 (post-hoc analysis)sA121 .4 3 %
linezolid 74 & ) 5 AF060 4 45 % BB L it i b i A A ¥ % 0 33555 A6 B 2R 48 & e ik
pEEHERRIGERRE > MOFE R R GRS R AR ) > R R P
BFLEA B o A 0 R E B L linezolidia B A71% (86/121) » M fed L HB RS
T £63% (38/60) o Lk 7 B ok SAEBY 36 09 48 A Ao AR IE o &+ 5] 4 A 4 S
LSRR RE T RBRAZIERE -

F v Bk LTSRS 0 AR R R R R P R R B B 9 A JE Test-of-Cure? 5 B 89

BEE
ZYVOX S
n/N (%) /N (%)
Staphylococcus aureus 49/63 (78) 20/29 (69)
Methicillin-37 # 1£S. aureus 12/17 (71) 2/3 (67)
Streptococcus agalactiae 25/29 (86) 9/16 (56)

Vancomycin-37 3 1+ B 3K i (enterococcal) B
SEE KR AL vancomycin-H 2 P B R B R S B R AR AR B — R - S RER P
A E BRRGRER 0 23R SGRER I Bl EZYVOX (600 mg 12/ 8B — 2k FRARIE 4
&9 AR)Fo & E] BZYVOX (200 mgH 12/ 8 — R » #FARIES & O AR) ST Z28 R e t5 S ©
S A VT LA R B4 A aztreonam .aminoglycoside © 79 % 5 A& 4% » &L £ & # & linezolid
4 664 5 AR A% 2 Bl B K B B linezolid4a - 4 5 47 4838 T & vancomycin-4t % 14 By
HRAREBASEREHRITD M 9RA > ESF BTLAOSA » EIRAZTAF2A -

4835 % % vancomycin-4t 2 £ enterococcal B 4 B #F Avintent-to-treat (ITT) 547 2

G RE & (cure rate)hw &+ A AT 7] 0 RAARBER L RRII L - BLGHFE LR

2 ofaXgBEansRELRBEan st R
%+ & ERABEET A Bvancomycin-3i B MG B R BFAITT Y Z AR A
7t Test-of-Cure?; By 4 %

Staphylococcus aureus ~ ¥tmethicillin & 2 £ 89 Staphylococcus aureus ~ ¥vancomycing
4B Mk Enterococcus faecium © 3EF XA F M RGHEAR L H A B IR L ERA
WA — A~ BB RY o AP — @ ZYVOX 10 mg/kg#FakiE 4
FYNBF—R 0 A ERXZYVOX 0 R EIFA10 me/ke ~ H8IEF—R B —mER
vancomycin 10 % 15 mg/kg#F Bk 4¢ ~ 6524/ 05—k » RFEHBFREFE M T -
ERAVRER £ 6hm AR A S =4 > #ZYVOX 10 mg/kgh# Ak x4 &/ 9 AR ~
BN —R o A B ARBEL B0 E28R a6  wmREER EF > T AGHA 4
FEMKEER QAR © 318 F B 6 RITT)AH 5B A 206 4 75 AR # & % linezolid
G 1024 5 ARG Zvancomycinig i o &+ X AITT ~ MITT ~ R E&R LT 334649
ZRFPZIERE c NARTMRIE 0 RAA—BFESHRNNAREL6R 0 13455 A8
M RERVRE 4 -

AT EMAENZE LT REHRRAF F(LIEBLEMRRT > AMEDEFLER
vancomycint &M 2 B K E R A) 0 RB B RAZERE -

x5 BEGKR S ENEE LK - RERETHEN L ERALGERRY RF

R RGHERRRS  DARBRAETHE D)

o kot Ak AR ZYVOXEF > & M 4 K & B R (tyramine) 89 R 4 Ak © &tyramine
R R LAEHd AAF BB BERSURE U ok e H kT E ARG
H 5 Blhe t PRAEFUES R EERJRILA N BRUAK C Bk MERIE R o R
ot 17 6 B ) G R SRR BB 005 3K AR AT % & & H R4 F edtyramine & F T A @3 o o

o 2 %u 5 Ao £ AR A 4 pseudoephedrine HCl # phenylpropanolamine HC1#4 2 & 4o &y, B %
REFEQEDE > RSV B (LM EBERFAGLGY) -

JUEREE P

% fag Ao R A MR ZY VOX B R 5 4 2B os 8B ok » JB % o BT (2 B 3B/ EEFA
(5.1.7)) »

g

& Jai A KA RE R B k0 4o B AR (£ B B/ EEFIABLS)) -

AR A4

Efafh A R B R MR 0 B ke B AR o 3% linezolid g Ak B T AL 4 A K S b RE (Lo
BHFRERE) SR AR EE o BRABARERE > BARB LR A KA B HELE
AR A% &G (A M EEEEFAGLY) -

R+E MANS ETRENERKEGERR AR FEZ L ERALGBARY T

Lok
R e
ZYVOX Vancomycin
n/N (%) /N (%)
Vancomycin-3. # 14 Enterococcus faecium 6/8 (75)* 0/0 (-)
Staphylococcus aureus 36/38 (95) 23/24 (96)
Methicillin-4 2 1£S. aureus 16/17 (94) 9/9 (100)
Streptococcus pyogenes 2/2 (100) 1/2 (50)

ZYVOX 600 mg ZYVOX 200 mg

H12 B — R HI2 P —R
N (%) WN (%)
AT AL 39/58 (67) 24746 (52)
2o 3 i B 56 48 A 8 B o 10/17 (59) 4/14(29)
o R ) 1 o 5/10 (50) 2/7(29)
BB A0 9/13 (69) 5/5 (100)
R 12/19 (63) 12/20 (60)
W E 273 (67) 0/1 (0)
ET 11713 (85) 5/13 (39)

R R Aot ATERA ~ BE SR ~ FRE R~ SRR AL MR S A A B
BRI o

122 R &mA

FR KGR B S

— IR G Mo A MR R AR T L R AZYVOXE R A K ~ AR & E R &K
MR -~ e d R ER R B RS 0 &4 Hmethicilling 4t %t 4y

* 45 B PR IE A 3R P AT ISR e TIE R A B R
13. @R REET

131 &%

4-10004 42 45 &

13.2 2%

ESEONZR R

13.3 5 454+

A MN25°C AT R85k -

14. 7% A AR 8 4m

FERESET
4 fa gl AZYVOXTT SR8 3, 2 BLEFAR A »
S EAY & BORAY R

A da gl Ado R AR ZY VOXERAR 1 IR AL » JE 45 4o 5 66 (4 M B2 E FH(5.1.2)) -
Ao 7 F R 1EBE

2 Jags Ao AR o EEA R A 0 045 ik il B 3t & 8 Bl fuopioids
JE o B BR (4B B2 EFE(LI)) -

ThEHRHE IR AR

o g Ao F S B X0 A ke 6T o

JERA RS TR 6 5 A do R A AR 80 o/ R SIADHBY 8 R Fo s ik » EL45RAL ~
Rk~ B G B ForpR F il 0 il ke B R (5B HEEE FAAG110)) -

JEEN SR A B(LEZYVOX) R T A ARG B ba B RCE > B4 5 F B 828 (4o
BE) §RFZYVOXEHmER LS BAEHMBA  BALGKR TR RFIL
B AR AR TARE o RIRE B R TR AR AR & (1) 3L B S R R
FHEK REQ) @ & AR B TRMEN v FRZYVOX KA A R H AL & &

BER ITT MITT* B R b T 3R45 84 A fn 4% i Fo/ % SIADH
ZYVOX | Vancomycin |ZYVOX | Vancomycin |ZYVOX| Vancomycin
n/N (%) n/N (%) n/N (%) /N (%) n/N (%) /N (%)
12T 150/186 69/83 86/108 44/49 106/117 49/54 Pitm LB
81 (83) (80) 0 (€] (€]
AR F S | 61/72 31/34 37/43 22/23 46/49 26/27
BE e g | (85) [€2)) (86) (96) 4 96)
EASESLI 13/18 11/12 5/6 4/4 77 5/5
(72) (92) (83) (100) (100) (100) e
*MITT = Jap o5 48 35 3 KBt R B 9T TTR A - BB

BUB AR RILE B — B % LA @F AR EBERAEHE & o AFEEMBIES
BB RASEAKEE R (R XA B EERIER) FEERASEB R
— BB EGRAD AR HEARER S B SR (X B REEEEAR

(5.1.5))

x2

ko B MR AZYVOXTHE G SR TH M ah & F N B B(S Mk & A
(6.3)) °

15. # 4k

JRA 1 USPI202111-1

it A
Pfizer Pharmaceuticals LLC
KM. 1.9 Road 689, Vega Baja, Puerto Rico 00693

R
Pfizer Manufacturing Deutschland GmbH
Betriebsstitte Freiburg, Mooswaldallee 1, D-79090, Freiburg, Germany
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