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SNUF U AT RN 100mg, /S LA EE 200mg 1E, ~A T2 BPD AR B, Y47 hU A -~
WA T AREAL) TR IR e A 7 a4 o0 (5 LFLX) 2 By & L72Fs /v %

. WIEICEET SHIEH

RS D#ERE

DIRFFAR AHEAI T D, AANIAFAEE 2 HDO 7 v BIRAZ2 BN LIZHHHOF /7 v Rkt

EAIT, ¥V BRO ML ONSNA~DT v, THEAD 3- A FI)LERT D = )L EOMIGHE NI

KPR ARZ MVOYLR, PUE /) O RZR & N BAF 2 RHE - AR TIE GRS 5T D,

20234 T H., ~A ZEPD ARt B, 4T FU AR« ~VAFTEREESE) "o 47 b

U 2GRSt (Bl U4 7 b U 2ABERGRISHE) ~BERTEBE L,

. HROBERUAERYE
* 7T DGR SRR 2 BT 7 T ARRMERE K O OBRME R £ TIRIAWHIE 2~ 7 h L
ERWFLE N Z R L, TOERITERENTH S, ( [VI-3. EHZRRM OHESH)
T eV Y UtEA 7 W, Y U7 AR RS S O A 2k L CTE R
TP amd, (TVIS3, SEERRRIRES) DIESR)
s BT VISR D in vivoBLE X, v asor, m R0 ER, A
TaXt o LRERRBRES LIFER ETH S, ( [VI-3, 3EEPARE] OHESHR)
ORI R TH 0 | I T~8 B & Ry, (TVI-1. i 3K BE O HERS -
WEE] OESH)
AHRERBATIZRAF T, 2 < OFKIE - T PRELL EORERGEON D, ( [VI-1. M3y
IREEDOHER - HIELE] OIS
AT AERE TS, KSR RS LTRP Rt S5, ( TVI-6. HRtt) DIEZM)
- B RBEBURGLE L6 LT, AL BRI, MR PRI R 2R, ( TV -5, BRIREGRT) DH
Z )
+ 1\ 200mg, 1 H 2 BOKELGTHENTEKRZRZ Y, ( TV-5 BRG] OHESHR)
s R=U U R BT = ARIEHIFEMA I L CEN BRI R A2~ ([V-5. ERIR
gl OIS M)
- BlMER
KRR IZ U D L VERTA & 5245 4, 640 Frh . BIVEMIIZ 157 451 (3. 38%) IZR80 bviz, &
7o, ERIRFRAE O B 8B I A & 20 U 7o 2 PR e 52451 3, 142 411 166 1] (5. 28%) 12
R BTz, FEAMK TR 2L MR G5 111, 810 1, BRI AE D 55 2 &)
A TeREIERE 830 441 (0. 74%) I3 B vz, ( [VI-8. EIEH] DHBMH)
BRZEIEME LT
AV TFI743F0—, SUBESE. AEEXBREONELZEIEELGKEE., &
m¥E. HERARARE. &, DESEIRE. 7X¥ L AREEX. BEREORESS. bR
RIRFERLfRSE (Toxic Epidermal Necrolysis : TEN) *, RS $5IRARGE 1% 2 (Stevens—dJohnson



SEIEEE) X QT ERX. 1DESE1A (Torsade de pointes #&d>) *, KBIIREX . KEIPRAREL™,
RN, BB, EEGEAEDERNH SIS EWESN TS, CRITHEE
ARHA, LIAMT 0. 1%AT)



I. AT HIER

1. BR5E4

(1) #04
NV A0 7L 100mg
N A %8E 200mg

(2) %4
Bareon® Capsules

Bareon® Tablets

(3) & D HkK

M R OWIL & E AR REGT 28 /v o Rk AHUE A

$ 725, Best Absorption and Remarkable Efficacy, shown by Oral New quinolone % FEi
L7z,

2. —fiB&
(M #% (&4i%)
Wi A 7 a %432 (JAN)

(2) ¥4 (fhfiE)
Lomefloxacin hydrochloride (JAN) lomefloxacin (INN)

3. BEXFLFIRER

H_‘ CH;
HN/S F
O I 0 e
F COH
o) BEURRRMEAE
4. BRFRRUSFE
ﬁj\%i‘t . C17H19F2N303'HC1
Sy & : 387.81

5. k248 (@maE)
(RS)-1-Ethyl-6, 8—difluoro—1, 4—dihydro—7-(3-methyl-piperazin-1-yl) -4-oxoquinoline—3—

carboxylic acid monohydrochloride



6. [BERA. A&, BE. B5&5
W 5 LFLX(H A LSRRI 6 E WS 5)
LEEE N F TR NY-198 GEEBRE )
SN BE NY-198T (5575 5)

7. CAS B8 &S
98079-52-8



M. BADIZET HIER

1. AV OREXS
L7

(B4A - GRS - EE - EMEOLGEICLVEHT L L)

2. YELFMEE
() 5488 - I

Hfa~EE A aOREREOHm R T, IZBWIER <, BITEW,

(2) BN
B FRIR I 03 5 Vg HIEIRFE 20+£5°C
e WEgo A 7ax¥ 0 1g RN e
NS SEZ = f
meo DI L 7= IR (L) AT ORBL
Vi 172 HiHz < W»
AR ) —)L 1429 Fi D TR < Wy
T r=krUL 10000 L4 F EE AT 720
K BERz 10000 VA F FE AT 720
T4 ) —)L 10000 L4 F FEAET 20
T—F )L 10000 LA I FEAEBT R
A TasxR)—) 10000 UL | FEAERIT 0N
VA= BT VN 10000 L4 I FE AT 720
~FH 10000 LA I F LA EET RN
KEILT b U o AR 6.0 w5
(3) RiB
WARMEIL 7R U,
@D Etm (DfER) | BR. BES

Al K 310°C (i, HofRfR)

(0) BRiG A ARRE E 2

pKa,;=6. 0 (W /LR ¥ v L) | pKap=9. 0 (247 X / HK)




(6) D ECIREL

igm AT a XY D7 Z ) —V—iRE R TOSERRE A WOCEEIS L0 JE L7z R

ZRT,
pH T K ) —=)E/KE
2 0.00
4 0.01
6 0.12
8 0.15
10 0. 06
12 0.05

(7 Z DD E L RMEE

KA (0. 5%) @ pH @ #7 4

KEE(LTF b U & BRI (1-40) ITHEXEMEZ R S 200,

3. AL DEREHTICETSREN

STy (17 2l I | (RIFIPIE R
e toran
S = R s | (xR y = | O JIEEIED O
e F L NS -
YN
T | sonm |BEYTAE |50 BEZLERD
v bt () NFEETH T
By TE . WE TS AR |6 0 ARELARED D
S0C 6 2 AW e WAL Tl T
40°C 6 5 BB HT7 A% —1 | 6 # AEZELITED S
75%RH NGNS )%) NTRETH-T-,
WHAT T e Yo R 1~V % &
R IRV 5000 /L7 A 16 | AT T Bk L7z,
R [ERaMy \n 7R 27:3\
0. Smg/mL 50°C L | a7 }fﬁ;;iﬂ@gi";% S
0. IN
KT b . \ et | SRR b
o sge | 0C DBR | ET TN et e,
0. bmg/mL
0. IN .
21 R
SRV G 50°C L | T ;giigi%wan
0. 5mg/mL e




HERERIZ & 0 R BT o RAE R

] 0]

F COOH mCOOH
hN N HN N
HN\’) HzNﬁ) CaHs
CHs CHs
K1 (2.2%) Ko I (0.6%)

H,N CoHs CH,

eI (0.5%) 5 (4.3%)

4. BYMD ORERHERE

() HALEE —gkic X 5 Ba0E

(2) 74 X ¥ L DWW EOS

(3) 7 vty D ENE i

(4) EEANBINL A7 kL

(BRI I+ 281~285nm,  325~329nm)

(5) RAMNBIL A~ kL

(6) HEALW D TE M

5. AN DEE!
HKMEIEIZ LD



V. &XIZB89 5I1EH

1. Bz
M FFORBI, iR UMK
1) 77
N F B 7N wih 7 LAl
N F v B CEBAY T v sa—T ¢ TR

2) PR
GLEES AR IAC /PN SMEL- B
R - H
GID o
= R - A
N g i
#1 7% L 100mg 7'V 3 i 220mg
N B B
g IS b S
El@f%%ﬁﬁél@@%ﬂex [EEA N 2L
i | | 1 i B (33
NbF B /HON
200mg NG, @ — 1
BAE: 9. lmm | JEX :4.3m | F: 280mg
(2) BiFI D WE

NUF TR HRAREEEABRIEREE () ICEE T 5,
SN b A v BE e ARAREERBIEEREE () IEE T D, 22 L MBIV R,

OF 7=kl
NUF A 7RV HC198
NOLA v B HCI9T

2. HAIDERL
M AMES CEERS) OEE
INLA A TEIL100mg
1 7R Hfga A 7% %20 110.4mg (2 A 7420 & LT 100mg)
N L A > £E200mg :
&g Hfgn A 7o %493 0220.8mg (A7 a%H 0L LT 200mg)



(2) 4y

INLA 2B TEIL100mg

AT, I AT—ZAHNLT T A L Raxi o ibro—2 AFT Y R
FXTN A0, AT TV U TR T A
(B TR/AVKRER) BT, kT2, ZU VGRS MY U A

INL A 8% 200mg
LK, I AT —ZA N T A, B Raxs ot iwiln—2 ZATFT Y UE~ S
FYUA, BT A=A w7 n0nad—)L6000, BR{LFH L, RIE= LT X —)LTTF
NT I TET—h ANTFTUNRTY

3. BEF. AFOOHEISHT HEE
A% L7

4. HWEOBREHTICEITHIREN

() RHAREFHRER
albiz RAFSRAE Trtr- B RAFIERE S
BT | EiR 34EM | PTPHIRAS AR 5NTEET
BE 25°C. 75%RH 2 4[| PTP+E o —a) %k HoT,
(2) BrEEaABR
el RAFSRAE A7 1 ] TRAFIZHE S
7| T T EALITRO LN TEET
5000 /L7 A 50 H ] HoT,
& H FR S
50°C 6 » H RS
40°C 1 7'V ORAG, A DS A
RH75% 6 % H DI, NWEMIZZbIX
LRV ARAQ /SN
BE AT EALITR O 5N T LZET
5000 /L7 A 15 H[H Ho7,
F& H R Aok
60°C 30 H [
25°C. RH90% 30 H

5. ARERUVBHREOREN
%Y L

6. EFIEDEEELL (WIELFZEL)
mMERR L



7. BAT HEREMED & S TRHEY)
RSN

8. BHHER
INVLF TR/, NUFEE
AR HRRBRIEES 2 15 O8N RWE) IC K 0 BBRZAT 9 R, 20 S0 ANIZIZIE 100% T 2,
2t - [BlER%EL 100rpm
ARERIE B R AR EEEABRIE S 1K

9. EMErRERE
BARPRANA

10. REIPOAEMAS OHEERAERZE
() EBRIG
B RIAG ORERSRER (D) I D,

(2) ST B BRI
ARGy OFfERRRER (2) IZHET 5,

Q) ELHNRIRRRT ML
BN Sy DOMERRER (4) (2HET 5,

MERBIOT IS THEIZEKD,

NUuA 7w

(GRfF)

woOE B <~ NI TRV Y AL ERFIAD)
BB v I - DA XY BT =T KHER T N U U AR (3200 1RIK (T 20 1)
ARy ME:5p0(EEr A7 aXxH 2 L T50ug)

JE BH BE B - % 10em

B i SR (IR 254nm) RS

N U BE

(Gt

WO W MEsa~ NI TRV Y SV (ERERIAND)
WM BT XV TF LT I KB (T 20 1)
ARy MaE: b p(fgEr A 7axY L LT50ug)

2 BH BB - A9 10em

B i SN (R 254nm) RS
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1. HAEDDOAEMRSTDEE:
Wik v~ 277 7k
(GA)
&
A
a7

R

CF I ZFINT U ALY (5 um)

DN ANVR T N U NER Y CERERRER (pH2. 5) + A & —/VIRIR (3:2)
AT L AE (N 4mm, K 49 15cm)

D ERANRSEE LR GRIE I & 280nm)

> m

=
0

&

12. A
oA7aXxYb LTHER

13. BBDOME
PTP : U H L E=/L (PVC). T35

14. T0f
AR L
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ARICEI SR

. PIEEXRIIHER

4. BHEEXTZHER

GEIGEE)

AA7O0F YO UICREDT FOKER. LUoYEKERE. MAKE. BERER. HHA.
ESUVES (FSoNAZ) - ha5—JR, KIBE. FHFE. YILEXRTRE. ¥ hO
NIA—R., VLILISR. ToT7aN58—R. tS5F7E. 7OTH9RE. EIL
AR - FELHZ—, TOETUITR.AVILNIVYE. GER. 7OoR b\ 42—
B. hoEanya—R. RTIMA LT havhRE

GENGEE )

RUEMRERLME., FEMEREREE, )G - ) oNER, BHRBERE. /M5 - 8
BRUFMEIEO - RZBE, FIRE. IMEAEEES. B, Bfix. SHEKEXL.
fize. iEE. BHTRF[RED ZRZRSE, BEhx. BERERX. ARLRKX (2MHE. 12
HAE) . FREX. BREMEE, /NLR) VRZ. FERRE, FEMERE. REBREE.
RERX, ZHE. BIRRX. AEX (ARESZES0). DEX. BISEX. wEMAR

xK. WEEBEX. K

. PRERIFIHRICEES HEE

5. MEENTHRICEEYT HEE
(RAMREX %, BREUEER. BIRER)

s EEEEEN O T &) Y 2L, FIEER S OLEMZHWT Lz LT, K
RIOBGH ) & W S D HEITRET L Z L,

<M >

2017 4F 6 H 1 BIC, PUsAEMEOBEIEFSHOHEEEZ BAYE LT, JEA S8 fd 5 R ik
YUERR L0 B SRE EfE R OFI & H VAR I L a2z, THEE -
WEERZE ) . [RPkd&) . TRMERESCR) o DEREMEIBR ) ST TRISEER] onTin
DINEE - R EGTHHMEYRICBOEEFHEL 2D, ATFEICESE HIMEDR
DO IEM AN S5 L 9 HEEB O 7= DI <Zhhg « 2V RICEET A6 0 FoiE >3
L7z, (201843 A 27 Ay JRAEIIBEESE « ATEEERERLZ SRR SN 5K
A2 0327 55 1 5 THUAEwFED HER EodE] OWETic>W Tl ickE5<, )
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3. BERUVHE=E
(M RAERVEEDES

6. FAERUAZ
W, RAZIEe A7 e LT 100~200mg % 1 H 2~3 \EfEO& 535,
72 ¥, EYWEOFEEE K OYERIZ X 0 EEEEET 5,

Q) FAZERUVHENHRTERE - 1B
[V-5. Q) HEKIGMERRER] DOIHZMR

4. FZERUVHEEICEET 5EE
BRE STV

5. FRERREE
MEERT—2 1\ —
HMUER L

(2) BR PR ZE IR ER
mMER L

() RERGRRER
R L

(4) BREERIERER

1) BshEREEER

—RRER PREBR

TR IZ 36 1T 2 — R PR ERIR C D A 2N MEREAT R 524511 2, 609 Bl & 0 | A 503R13 78. 4% (2, 046 151)
ThHol,

B OB 4 A0 (B I A MRl S 5150
B R B i L e 79. 8% (206,258 i)
AVEHE IR i 84.5% ( 87/103 1))
IR G E 67.2% ( 43/ 64 f51))
IR o R i 78. 0% (411/527 )
RS YR 80. 8% (796,985 f4il)
TG NG J% 91. 1% ( 72/ 79 f51))
JE it N BRI G iE 77. 1% (108/140 )
AR A} e ek e i 83. 6% (102/122 1)
B R R A e R Y 60. 4% ( 87/144 f51])
PR} O RSV R G 71. 7% (134/187 )
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VEUNE VTSR RS

TRFBIRE 15 RS A

— g | wer | mas | e | R

- B % (%) il %% (%) (%>
7 RUEKEE 513 84.6 276 89. 4 86.5
U U EREE R (2R A BR <) 171 82.5 85 88. 2 88. 2
i g BRI 48 70.8 23 95. 6 95. 6
W ER T & 150 83.3 57 75. 4 66. 6
RPRNA MLV T hay A g 72 87.5 2 100. 0 100. 0
VINES] 170 95.9 22 95. 4 100. 0
TTIRT(TTUNAT) HET—) R 20 100.0 7 85. 7 71.4
N L] 412 97. 1 628 98. 7 97.2
VA=AV 33 84.8 18 88. 8 88.8
P ILER TG 17 70. 6 2 100. 0 100. 0
AR 29 100.0 6 100. 0 100. 0
VAR 104 87.5 68 98.5 91. 1
e R = VA £ - 54 90. 7 17 88. 2 88. 2
v I7F7 ) 72 62.5 16 75.0 62.5
IaT RS 42 95. 2 32 87.5 90. 6
FENLNHFRT ENH=— 11 90.9 6 100. 0 83.3
AR AN 18 88.9 5 80. 0 40. 0
AR 207 43.5 80 63.7 72.5
A 7N PHE 98 94.9 42 88.0 92.8
TR RNT E— g 28 89.3 11 100. 0 81.8
HrenyZ—g 10 80. 0 1 0.0 100. 0
F DAt 7T LFatE 104 79. 8 20 80. 0 80.0
DM T T Lt 28 92.9 22 77.2 86. 3
7IIVT )R 56 83.9 10 80. 0 90. 0
D, 61 86.9 102 87.2 82.3

= it 2528 84. 1 1558 90. 0 89. 6

A EZh 51 L 2569 % W R 2 SR ORGRIR)

REIPSES HhEH
Bl K (%)
th 1) 48225 151) 311 62. 4
NR=v U UF 45 73.3
7% 141 70. 2
B EWANE 82 47.6
D | T/ rVavRA 7 85. 7
M Il N7 (/4 IV 14 57.1
g ~7u74 A& 9 44. 4
= | STAH 11 27.3
Z DA, 16 68. 8

* NN

14




HEREHERBOMEILITROEY Th 5,

_— 400mg #¢ 5-#¢ 600mg £ 51

- (200mg < 2 [7]/ H) (200mg < 3 [A]/ H)

IR 2R R G 2 72.9% (35/48) 69. 6% (32/46)
PR B S iE 61.5% (32/52) 67. 3% (33/49)

Bt O R sl e

81. 0% (47/58)

80. 3% (49/61)

RERERESNTVDEY L DLLEER

R T—4

& 20+ A B/ AR 1250

LAl 2 %R (R 32) & L7z 7T O GBI W TAHRIO A LA R S h T %,

PO %f FEE A e/ f RS A
B & R AR YL e NFLX R R S5 PPA
I i TR S CCL PEDH N FHEIR Y BAPC
PRI&EGUIE (2 3U5R) NFLX 8 R R Al e i PPA

AR

1. 1A 200mg 1 A 2 [\$5 THENTZAMENBIFTE D,
2. X=V Y SR, BT = DRHEANEMAN B HN KT LT O AR TE D,

2) ZREHHER
mMER L

(5) B - FRAEAIFER

(GRAEMERESERE (REERERPE., REMERBREIE. ) V/\E-

EARFEMARE (/L7039 UiREDZEEFREEAR)
BT VA B A2 AT 5 16 B OB 291 4 (G 2R S iE Fil %k 259 ) # %t e L
TARKIIZ V7 axH o885 118 200mg, 1 H 3[A, 7~10 HEEO&E Lz, BRI A

FIRE 79. 5% (105/132 f31]) |

) iNEIK BMERRRE) )

T ax YR T2.4% (92/127 f5]) Téh o712,

) GE) RSN 2 Wilcoxon & E
RHIRE
(132 1) 48 57 31 17 4 10 4 y
Jv7axt o R .S,
(127 f51) 38 54 1 24 fi 11 i

BIVE R RITAAIE 4. 2% (6/144 B1))

IN7uaxHh 83 7% (5/13541) THo7-,

AFIREC R DRIERNZ, EO 36l Z 5F&, B, ik, TRXAThZn 16lTh-oT,
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(PR R fE (Fhzt. BHMTRIBRED ZRRERE) )

EREIRRE (E7770LhTEILEDZEEREERER)

PR RIYE 2 A9 5 16 mlh LD RS 358 il (A2 MERTAH SRAEFIEL 290 f4]) Zxige s L TR
#I1[E 200mg. 1 A 3@t ~7 72 anrh 7/ 1[E500mg, | H 3 EZEH| 14 B OEE
L7zo AZhITAAIRE 73.3% (107/146 ) | £ 7 7 7 = LR 70. 8% (102/144 f5il) Toh o729,

E3h B DLRAB RN 2 Wilcoxon HiE
ARFIRE
(146 i) 5 il 102 f31] 17 51 22 13
777 a VR N. S.
(144 f51) [ 95 431 15 {3 27 {3

BIVERSERZIIAFIEE 7. 2% (12/16741) . 77 7 i 6.0% (10/166 f5]) THh-o7-, A
FIREIZ I 2 EREERIZ, B 461, BZ 26 ThoTz,

(PREZREERE (BERtk. BRER) )

OENELIMRKAR (/L70XYd UiREDZETRELERER)

TEMEVE PRI RYSIE 2 A9 5 16 L BB 312 6] CHRWERTAMHSERI%EL 249 B]) Z x5 & L
CAHAI 1 [\] 200mg, 1 H 3B/ 07w fkH 88 1[0 200mg, 1 H 4 [0% 5 HEREO&E L,
BRNBITAKIRE 67. 2% (82/122 ) . /A7 U859 1% (75/127 ) Th-7=7

) GE 20 Wilcoxon ¥i/E
ARFIRE
(122 f3i)) 36 {31 46 {31 40 {41 N
VA= RS = S
(127 fi) 47 4l 28 i 52

BIEF B RIIAFIRE 4.6% (7/16261) . /v7axV 8 2.6% (4/153 ) Th-o7z,
ARFIFEZ 1T 2 EREWEMIE, TR, IRKNAZENEN 2 HITH T,
QENFEMMHAER (/L70XY Ui D _EERLEHAR)

SRR S 2 AT D 16 L Ot RFE 258 B (b REAM 6 SE 5115k 207 B1]) % kb5
ELTARIIZ V7 aXHs o84 11E 100mg, 1 H 3[E, 3 HRERA®REG Lz, A2RIEA
FIRE 100% (106/106 ) . /74 8 99.0% (100/101 i) ThH-o7=Y

% A% ) Wilcoxon FR7E
AHIHE
(106 451 81 25 {31 0 i y
VA= VG .S
(101 45 65 35 1 4

BIVEFI R RIIAFIRE 4. 7% (6/1276]) . /7o xH o o FE2.4% (3/123 ) Tho7-,
AFBECRB T 2 ERRWEAIX., BBEE 26 TH -7,
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(LML)

ERFIAERE (EXS FEiELD-ETREERER)

AN R 232 16 5% BL B0 290 1] (A ZMEREAT G RAEBIH 169 B1]) & %f5: & L TAH
1[A 200mg, 1 A 3EIIXE I REESE 1 [ 500mg. 1 H 4[E% 5 AR AEE L-, HA&%RIX
ARFIRE92.8% (77/83 f) , B2 NEERE 79.1% (68/86 i) TH -7,

) 52 W | BRI
FITE i o .
S p=0.014
I RIERE ,
(86 {4l) 45 fl 23 {7 18 {3

BIVEHIZEBLRITAAIRE 0. 7% (1/141 f) | B~ NEREE 0% (0/143 fl) Th o7z, AAFIREIC
BUDEIWERIZ, Eb, W&, TRAZhEN 1HITH T,

GRAREERLEE NLEYURE. FERRE, FEMFEHRR )

ERNFELIARER (\HUED) ViERIER D - ETREERER)
fi NEMEIRE 2 A5 16 w0 B 219 6] (0 EETAR R SRAEGI B 144 1)) Zxi5 & L
TAH 1 [8] 200mg, 1 H 3 [EIXII AT ) Mgt 1 [a] 250mg, 1 H 4 [B1&JFH] 7 H RO
B Uiz, ARVRIIARFIEES3. 6% (61/73H) | ~NH o) ERRIERE 81. 7% (58/71 fi])
Thor2 19,

Eh Hh 2N Wilcoxon f&iE
?;f ﬁf 17 44 1| 12 )
N. S.
INT ) R RRYERE
(86 4i)) 19 51 39 131 13 5l

BIVERA BB RIIAFNEE 4. 7% (5/106 ) . A v ) UHEERIERE 0% (0/102 1) ToH - 7=,
AHFECR T 2 FE2BWEAIX, B 26 TH -7,

(hE %)

ENELNHARE (EXS FEfEE D _EEREERR)
EEA N 48 SR B S8 R A A5 16 mRIA_E D B 246 51 (A iRt
filiser IEBI% 233 ) At & UCAAI 1A 200mg, 1 H 3 [BISUZE 2 RERSE 1 [A] 500mg, 1
A4 EZ2FH7 AR ARE Uz, AZERIIARAIRE 60. 0% (69/115 i) | B3 REERE 56. 8%
(67/118 i) TH-7=1,

Ev) A% LA L) 2 Wilcoxon f&7E
KA
(115 1) 32 37 71 21 3 25 {3 .
B NERRE s
(118 f1) 41 4l 26 41 24 i 27 i

BIVER R BIRIIAFIRE 3. 4% (4/118 #1]) . B X3 FEREE5.6% (7/124 B1) TH oz, AHKIRE
WZBITHEREERIZ. BEARE2 I ThHH- T2,
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(6) sAEMIER

DEAKERE (—RERARERAE. BEEARERE. FARBLRAT) | HERFTET—
AR—RAE. BERFTERERABRONE

JEHRBEUEZ B 2 TR R A

42[F 100 fiigk T 2 RN 720 | EHEBOEICE B U7 ARG T2 CId I L7z 4, 276 filH
RIVEAIE 101 6 (2.36%) T, F7e b OIFLHRBUE, F92 % OmBuiEk 56 #1 (1.31%) Th -
2o T DD HWAMBBEIT 44 B (1.03%) TH Y, K/ ITWE~PEE T, 85Ik gk

SATIEFAL Uz, HHERHEUE OFRIE LT VAR ER & Uik, #5-0%30 H2L B, b=

20g L b, ¥/ RIEESHY Thoto, Fio, MBRRBUEDORKBAPLIET 2 BT, @ED
YRR 2B T 2 X8 L, &G HEZFAIE LT 1E 200mg, 1 H2E (§] - &%) | 14
HLINEEE & L, TSk 503 B2 5A2IT 1 B 200mg BEERT 1 B 51CHE L, w5
B 20g AT & LSS, JOROBmOEIE 324 61 1] (0.31%) Toho7= 1219,

) ARBEHE L TERETFENABRXIIER L -AE - HEROME
EER L

(7) 2 0t
MR L
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VI. EEB(CE§S HIEE

1. REZHICEEHDILEMEIILEDEE
Jv7uaxti s (NFLX)
F7u X (0FLX)
v7rruaxt o (CPFX)

h AT wa Xt b VIR KT (TFLX)
LARZaxY oK (LVFX)

Iy 7axtr (PUFX)

NRAT7a X AUV (PZFX)
X7 XY U RS (MFLX)
AUNVERTTV ) F Y KR (GRNX)
vET7uxY K (STRX)

2. EBEERA

(1) YEFAEBLL - 1ERAR

A D DNA 2% A L—ZRIZ/EH L, DNA Gl A PRET 5, UEERITIRENTH Y /X E
B IR N BRLILRE & 1 FEF—HLTWwD Y,

PrE/EH

B ATaXY AL, 7T AR KRN T ARRMEEICK L, RIAVEIE AN PLEAL, 7
ROKER., Lo VERER., MRIRE, BEkER, Wi, =777 (7012 7) - B ¥
T—U A, KIB#E. FHE, YrEXTRE, YheRXgX—g L7V IE, =T an
s H—E, BT FTR., TRTURE, EATRT AN =—, TRETUVTR, AT
VTV, BIRE, TR M E—g, hrvunsZ—Jg NXTRhNARNLT hayh A
BTkt L CHE ) &g
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Q) $hHh ==+ B HERRE 202
NDIHEARY FLERUIREA
cHIE AT ML

I
bk MIC S. marces.cens IFO 3736 0.78
(pg/mL) P. mirabilis 1287 0.10
S. aureus 209-PJC 0.78 P. vulgaris 0X-19 0.10
S. aureus Smith 0. 39 7\\ P. 1noconstans NIH 118 0. 20
S. aureus Terajima 0.78 5 P. rettgeri NIH 96 0.05
S, aureus E—46 0.78 x M. morganii Kono 0.39
S. aureus No. 80 0.78 i H  influenzae ATCC 10211 0. 20
7 'S epidermidis ATCC 14990 0.78 E P. aeruginosa NCTC 10490 3.13
Z | S. pneumoniae 1 3.13 P. aeruginosa IF0Q 3445 1.56
I | S. pneumoniae 1l 6. 25 B. cepacia NCTC 10743 0. 39
% | S. pneumoniae T 6. 25 X maltophilia ATCC 13637 0. 20
M| S pyogenes C-203 6. 25 A. calcoaceticus Acb4 0.78
S. pyogenes S—23 6. 25 A. faecalis TFO 1311 1. 56
E. faecalis ATCC 29212 3.13 k BB A 10°CFU/mL
C. diphtheriae Toronto 3. 13
M luteus ATCC 9341 12.5
B subtilis ATCC 6633 0. 20
B. anthracis 0. 20
E. coli NIHJ JC-2 0. 20 BB
E. coli NIH 0.05 bk MIC
E. coli K-12 0.10 (e g/mL)
C. freundii NIH 10018-68 0.20 P. magnus GAI-6026 1.56
S. typhi T-287 0.10 P. anaerobius GAI-5980 1. 56
s S. typhi 0-901 0. 025 C. perfringens PB6K 1.56
_ | S. paratyphi A 0.10 B. fragilis GM7000 6. 25
Z S. paratyphi B 0.10 B fragilis GAI-5524 12.5
s | S enteritidis 0.10 B. fragilis GAI-5942 6. 25
[;; S. dysenteriae EW-T 0. 20 B. fragilis GAI-5943 6. 25
S. flexneri 2a EW-10 0. 20 B fragilis GAI-5944 12.5
S. boydii EW-28 0.10 B fragilis 1010 12.5
S. sonnei EW-33 0.10 B. thetaiotaomicron GAI-6060 25
K. pneumoniae NCTC 9632 0.10 B. thetaiotaomicron GAI-6061 6. 25
E. cloacae NCTC 9394 0. 20 B. vulgatus GAI-6169 6. 25
E. aerogenes NCTC 10006 0. 20 B. distasonis GAI-6872 6. 25
H alvei NCTC9540 0.10 sk BEFHES & : 10°CFU/mL
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77 LR

" . e MIC (2 g/mL)
ESEiE FAl | HREK e 50% 30%
S. aureus LFLX 1060 0.10~100< 0.78 1.56
NFLX 980 =0.056~100< 1.56 3.13
OFLX 1026 0.10~100< 0.39 0.78
ENX 471 0.20~100< 1. 56 3.13
PPA 513 3.13~100< 50 50
CCL 144 0.78~100< 6. 25 100
BAPC 31 0.39~100< 100< 100<
S. epidermidis LFLX 504 0.39~ 50 0.78 1. 56
NFLX 388 0.10~100 0.78 1. 56
OFLX 504 0.10~ 12.5 0.39 0.78
ENX 188 0.20~ 50 0.78 6. 25
PPA 368 3.13~100< 25 100
BAPC 20 0.20~100 25 50
S. pneumoniae LFLX 169 0.20~ 25 6. 25 12.5
NFLX 147 0.20~ 25 6. 25 12.5
OFLX 147 0.20~ 6.25 1. 56 3.13
ENX 76 0.10~ 25 3.13 6. 25
PPA 48 100 ~100< 100< 100<
CCL 111 0.20~ 50 0.78 0.78
Streptococcus J& LFLX 243 0.10~100 6. 25 6. 25
(S. pneumoniae % <) NFLX 243 =0.05~100 3.13 6. 25
OFLX 243 0.20~100 1. 56 1. 56
ENX 80 1. 56~100 12.5 25
PPA 187 100 ~100< 100< 100<
CCL 61 =0.05~ 6.25 0.10 1.56
E. faecalis LFLX 540 0.39~100 6. 25 12.5
NFLX 539 0.20~100< 6. 25 12.5
OFLX 540 0.20~100 3.13 3.13
ENX 342 =0.05~100< 6. 25 12.5
PPA 318 12.5 ~100< 100< 100<
BAPC 20 1.56~ 6.25 3.13 6. 25
E. avium LFLX 56 1.56~ 12.5 3.13 6. 25
NFLX 56 0.39~ 12.5 3.13 3.13
OFLX 56 0.10~ 12.5 1.56 3.13
ENX 56 1.56~ 12.5 6. 25 12.5
Peptostreptococcus J& NFLX 151 0.78~ 50 6. 25 12.5
OFLX 77 0.78~ 12.5 3.13 6. 25
ENX 151 0.20~ 25 0.78 6. 25
PPA 7 50  ~100< 100 100<

sk BEFE B ¢ 10°CFU/mL
LFLX : @ A7

21




77 LM (2D 1)

e o IS MIC(u g/mL)
P T A | HREK e 50% 80%
N. gonorrhoeae LFLX 84 =<0.05~ 0.78 =0.05 =0.05
NFLX 84 =<0.05~ 1.56 =0.05 =0.05
OFLX 84 =<0.05~ 0.39 =0.05 =0.05
ENX 67 =<0.05~ 0.78 =0.05 =0.05
PPA 17 0.78~ 25 0.78 1. 56
B. catarrhalis LFLX 47 0.20~ 3.13 0.39 0.39
NFLX 47 0.20~ 3.13 0.39 0.78
OFLX 47 0.10~ 0.78 0.10 0.20
CCL 47 0.39~ 50 6. 25 12.5
E. coli LFLX 1181 =0.05~ 50 0. 20 0.20
NFLX 802 =0.05~ 50 0.10 0.20
OFLX 1105 =0.05~ 25 0.10 0.20
ENX 451 =0.05~100 0. 20 0.20
PPA 500 0.39~100< 1. 56 6. 25
CCL 20 0.39~ 6.25 1. 56 1. 56
BAPC 20 3.13~100< 12.5 100<
Citrobacter & LFLX 267 =0.05~ 50 0.78 1. 56
NFLX 260 =0.05~ 25 0. 20 0.78
OFLX 260 =0.05~ 50 0. 20 0.78
ENX 164 =0.05~ 25 0.39 0.78
PPA 141 0.78~100< 3.13 50
CCL 20 12.5 ~100< 100< 100<
BAPC 20 100< 100< 100<
Salmonella J& LFLX 182 0.10~ 1.56 0. 20 0.39
NFLX 157 =0.05~ 6.25 0.10 0.20
OFLX 157 =0.05~ 3.13 0. 20 0.20
ENX 75 0.10~ 3.13 0. 20 0. 20
PPA 157 0. 78~100< 3.13 3.13
Shigella g LFLX 246 =0.05~ 6.25 0.20 0.39
NFLX 147 =0.05~ 3.13 0.20 0.20
OFLX 147 =0.05~ 3.13 0.20 0.20
ENX 139 0.10~ 3.13 0.10 0.20
PPA 147 0. 78~100< 1.56 1. 56
K. pneumoniae LFLX 536 =0.05~ 50 0.20 0.39
NFLX 513 =0.05~100 0.20 0.39
OFLX 513 =0.05~ 25 0.20 0.20
ENX 230 =0.05~100 0.39 0.78
PPA 291 0.78~100< 3.13 12.5
CCL 70 0.10~100< 0.78 3.13
BAPC 20 100 ~100< 100< 100<
K. oxytoca LFLX 56 0.10~ 1.56 0. 20 0. 20
NFLX 56 =0.05~ 1.56 0.10 0.10
OFLX 56 =0.05~ 0.78 0.10 0.20
PPA 56 0.78~ 25 1. 56 1. 56
FEnterobacter & LFLX 551 =0.05~ 50 0.39 0.78
NFLX 526 =0.05~100< 0. 20 0.78
OFLX 526 =0.05~ 25 0.20 0.39
ENX 224 =0.05~100 0.39 0.78
PPA 373 0.78~100< 3.13 25
LFLX : B XA 7 ¥H v
(e <)
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77 KRR (20 2)

e o . MIC (u g/mL)
& il A | K e 50% 80%
Serratia )& LFLX 665 0.10~100< 1.56 6. 25
NFLX 665 <0.05~100< 1.56 12.5
OFLX 665 0.10~100< 1.56 6. 25
ENX 318 <0.05~100< 0.78 25
PPA 427 0. 78~100< 50 100<
CCL 69 50 ~100< 100< 100<
P vulgalis LFLX 315 <0.05~ 12.5 0.39 0.39
NFLX 315 <0.05~ 6.25 0.10 0.39
OFLX 315 <0.05~ 3.13 0.10 0.20
ENX 120 <0.05~ 12.5 0.20 0.39
PPA 223 1.56~100< 3.13 25
CCL 65 50 ~100< 100< 100<
P. mirabilis LFLX 554 0.10~ 50 0.39 0.78
NFLX 540 <0.05~100 0.10 0. 20
OFLX 540 <0.05~ 12.5 0.20 0.39
ENX 222 <0.05~100 0.39 0.39
PPA 317 0. 78~100< 3.13 6. 25
M, morganii LFLX 266 <0.05~100< 0. 20 0.78
NFLX 266 <0.05~100< 0. 10 0. 20
OFLX 266 <0.05~100 0.10 0. 20
ENX 119 <0.05~100< 0. 20 0.39
PPA 133 <0.05~100< 1.56 3.13
Providencia J& LFLX 284 <0.05~100< 0.39 1.56
NFLX 284 <0.05~ 12.5 0.20 0.78
OFLX 284 <0.05~ 12.5 0.39 0.78
ENX 141 <0.05~ 12.5 0.39 1.56
PPA 173 1.56~100< 3.13 6. 25
P. aeruginosa LFLX 1249 0.10~100< 3.13 6. 25
NFLX 858 <0.05~100< 1.56 3.13
OFLX 935 <0.05~100< 1.56 6. 25
ENX 367 0.10~100< 1.56 6. 25
PPA 562 1.56~100< 25 100
CCL 77 50  ~100< 100< 100<
H influenzae LFLX 194 <0.05~ 0.78 0.10 0.20
NFLX 194 <0.05~ 0.20 <0.05 0.10
OFLX 194 <0.05~ 0.20 <0.05 <0.05
ENX 32 <0.05~ 0.39 0.20 0. 20
PPA 93 <0.05~ 6.25 3.13 3.13
CCL 58 0.39~ 3.13 1.56 1.56
BAPC 10 0.39~ 1.56 0.78 0.78
Acinetobacter J& LFLX 350 <0.05~100< 0.78 1.56
NFLX 350 <0.05~100< 3.13 12.5
OFLX 350 <0.05~ 25 0.39 0.78
ENX 173 <0.05~100< 1.56 12.5
PPA 192 1.56~100< 50 100<
Campylobacter J& LFLX 34 0.20~ 25 0.78 1.56
NFLX 17 0.39~ 50 0.78 1.56
OFLX 18 0.20~ 12.5 0.39 0.78
ENX 34 0.20~ 25 0.78 1.56
PPA 8 6. 25~100 6. 25 12.5

k A B 10°CFU/mL
LFLX : @A 7 %4
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* THPER X9 D 7

e e I MIC(u g/mL)
P A | HRREK T 50% 30%
S, aureus(MRSA) LFLX 376 0.39~ 50 1.56 3.13
NFLX 351 0.39~100< 3.13 6. 25
OFLX 351 <0.05~ 12.5 0.39 0.78
ENX 110 0.20~ 12.5 1.56 3.13
PPA 113 12.5 ~100< 100 100<
CCL 63 0. 78~100< 100 100<
BAPC 20 0.39~100< 100< 100<
DMPPC 129 6. 25~100< 50 100<
H influenzae(ABPCT)® LFLX 91 <0.05~ 0.20 0.10 0.10
NFLX 91 <0.05~ 0.10 <0.05 0.10
OFLX 91 <0.05~ 0.10 <0.05 <0.05
PPA 91 <0.05~ 6.25 3.13 3.13
CCL 25 0.39~ 25 3.13 6.25
E. coli(NAY)Y LFLX 17 0.39~ 25 1.56 3.13
NFLX 17 0.10~ 25 0.78 3.13
PPA 17 12.5 ~100< 25 100<
N, gonorrhoeae (PPNG) LFLX 55 <0.05~ 0.20 <0.05 <0.05
NFLX 39 <0.05~ 0.39 <0.05 0.10
OFLX 55 <0.05~ 0.10 =<0.05 <0.05
ENX 39 <0.05~ 0.10 <0.05 0.10
CCL 16 0.20~ 3.13 0.87 1.56
MINO 16 0.20~ 1.56 0.39 0.78
P, aeruginosa(GMF) LFLX 80 1.56~ 25 6. 25 12.5
NFLX 81 0.78~ 12.5 1.56 3.13
OFLX 80 1.56~ 12.5 3.13 6. 25
ENX 35 1.56~ 12.5 3.13 6. 25
PPA 45 12.5 ~100 25 50
GM 45 25  ~100< 100< 100<
a) ABPC ™ MIC {2 3. 13 1 g/mL LA _E DRk k AR A & 10°CFU/mL
b)NA @ MIC fEAS 100 1 g/mL DL O E#E LFLX : B A 7 ¥4 v

- A BRI B AR Y
ARANZHAS 2 B ARMVERE O HBSL RS, 10°~10° LT TH -7,

- BERTBERRIC RT3 2 1 A 7 a o v DR AR
(1990 57— % L 1994 (1995) FE-DF — & D i)

T RUERERO 9B, MRSA, S, epidermidis \ZMHHALDNFED B AT A MSSA (2% 2 Jisz 1t
<, £z, BIROETIIMSSA O MBUHEE D S < L A EGREIHA C OHETE 13K 90%
LEWRRTHY, MERWEEZ D,

Neisseria gonorrhoeae THMMHALDIERD HiL=2Y, A REMA TOREIEIZIL 95. 4% THE
WRUGEFR D 100% EFmWFERTHY . MEIZRNWEEZ D,
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Providencia spp. THIMMAEALNEEA T3, i HEGETRAE TOETHRZIL 80. 0% & @i
RTHoTz, AR COMRUERIT 40. 0% LRWERTH 7228, 2 65 Ll k
DEEETHY | IOREEITEAL &HE SNTIEFNES 1 F13DT & b ITHRRIRIERE B
ZEPFLTWD Z EMNFRE TRV EEZ D,

P. aeruginosa Crai FEMPEE O HBUEE O EA-MFRD HIT203, MICso K UM MICso TORESZMED
K TIHMENTH Y . FEHMRAETRAE COEHEAED 63.8% L KGRRF & [FEROFE R TH Y | HIK
O TIHMEIZ VW EBZ X D,

Z OO HFEIZ DN TITAFRRE & AR L <ITEZ MO AP Sz,

bz ent, mx7axdvr ORGROMIGEMEDZ 4P MR TE T,

BRI TR IS4 2 1 A 7 v &4 o v DRz M AT

e . " MIC (u g/mL)
[ Filt HIER | BRI 50% 30% 90%
7| S, aureus 1990 1060 0.78 1.56 3.13
F | (AF U ) 1994 117 0.78 1. 56 1.56
5| S aureus 1990 376 1.56 3.13 3.13
B | (XF 1 E) 1994 119 100 >100 >100
M| S epidermidis 1990 504 0.78 1.56 3.13
1994 122 25 100 >100
S. pneumoniae 1990 169 6. 25 12.5 12.5
1994 53 6. 25 12.5 12.5
> Streptococcus J& 1990 243 6. 25 12.5 25
1994 161 6. 25 12.5 12.5
E. faecalis 1990 540 6. 25 12.5 12.5
1994 114 6. 25 12.5 >100
E avium 1990 56 3.13 6. 25 6. 25
1994 8 12.5 25 25
Peptostreptococcus & 1990 151 6. 25 12.5 25
1994 28 6. 25 12.5 25
7' | N. gonorrhoeae 1990 84 =0.05 =0.05 0.1
Z 1994 25 0.78 3.13 6. 25
I | B catarrhalis 1990 47 0.39 0.39 1.56
= 1994 29 0.2 0.2 0.2
P | £ coli 1990 1181 0.2 0.2 0.39
1994 167 0.2 0.2 0.78
Citrobacter & 1990 267 0.78 1.56 3.13
1994 62 0.39 0.78 3.13
Salmonella J& 1990 182 0.2 0.39 0.39
1994 50 0.1 0.2 0.2
Shigella & 1990 246 0.2 0.39 0.39
1994 20 0.2 0.2 0.2
K. pneumoniae 1990 536 0.2 0.39 1.56
1994 89 0.2 0.39 0.39
K. oxytoca 1990 56 0.2 0.2 0.39
1994 51 0.2 0.2 0.2
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EEERASBERRIZ )T A A 7 a3 OSSR

e S y MIC(u g/mL)
P HESE | B 50% 0% 90%
7| Enterobacter @ 1990 551 0.39 0.78 1.56
7 1994 134 0.2 0.39 3.13
A | Serratia @ 1990 665 1.56 6. 25 25
3 1994 81 0. 39 6. 25 25
M | P vulgaris 1990 315 0.3 0. 39 0.78
1994 40 0.2 0.2 0.2
P. mirabilis 1990 554 0.39 0.78 0.78
1994 41 0.2 0. 39 0.78
M. morganii 1990 266 0.2 0.78 0.78
1994 63 0.1 0.2 0.39
Providencia J@ 1990 284 0.39 1.56 3.13
1994 29 6. 25 100 >100
P. aeruginosa 1990 1249 3.13 6. 25 12.5
1994 122 3.13 12.5 >100
H influenzae 1990 194 0.1 0.2 0.39
1994 57 <0.05 <0.05 0.1
Acinetobacter J@ 1990 350 0.78 1.56 3.13
1994 53 0.78 1.56 1.56
Campylobacter g 1990 34 0.78 1.56 1.56
1995 15 1.56 1.56 1.56

fHIEE - JEA 1990 1S MDA RIES 4, 1994, 1995 (368 B ARE D BEH 2 7~ 97,
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- MIC & MBC*

e i MIC MBC
(1 g/nl) (1 g/nL)

7 |'S. aureus FDA 209P JC-1 0.78 0.78
Z | S. aureus Terajima 0.20 0.20
I | S, aureus MS 353 3.13 3.13
% | S. pyogenes Cook 1.56 3.13
Pk | B subtilis ATCC 6633 0.20 0. 20
M luteus ATCC 9341 6. 25 6. 25
E. coli NIHJ JC-2 0. 20 0. 20

E coli K12 C600 0.10 0. 20

K. pneumoniae PCI-602 0.05 0.05

S. typhimurium 11D 971 0. 20 0. 20

S. typhi 901 0.10 0.10

S. paratyphi 1015 0.10 0.10

P S. schottmuelleri 8006 0.20 0. 20
_ | S enteritidis G 14 0. 05 0.10
Z M. morganii 1FO 3848 0.10 0.10
o | L mirabilis 1FO 3849 0.39 0.78
@ P. vulgaris 0X-19 0. 10 0. 10
P vulgaris HX-19 0.05 0.05
P rettgeri 1F0O 3850 0.39 0.78

E. aerogenes ATCC 13408 0.39 0. 39

E. cloacae 963 0.39 0.39

S. marcescens IAM 1184 0. 39 0. 39

P. aeruginosa IF0 3445 1. 56 3.13

P. aeruginosa NCTC 10490 0.78 3.13

P. aeruginosa PAO1 0.78 1.56

- SEGE AR S E TR

S. aureus Smith E. coli MLA4707
log CFU /oL tog CFU) /mL
10p 'LFLX(MIC:0.78g/ul) 10~ LFLX (MIC:0.104g/nlL)
4

—t
-2 0 2 46 8 24
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P. aeruginosa GN11189

log CFUI /L
10r LFLX (M[CfB.IR#g/mL)

IO SR USRS VU SO TR W |
-2 0 2 468 24

=0 N




3) BRI ST D R

- in VJ'VOEF)'ijj 14), 24) -26)
~ U ARHEGL (£ D 1)

BV LT | SRR FEHAI) MIC® EDso [95 %15 & PR A ]
(CFU/~= 7 A) (u g/mL) (mg/kg/dose)
S. aureus Smith” + 6.0x10° | LFLX 0.78 4. 42413.241-6. 039]
NFLX 0.78 27.709[19. 419-39. 309]
OFLX 0. 39 3.935[2. 717-5. 709]
PPA 12.5 308. 397 [220. 435-432. 014]
S. aureus Smith® + 2.2X10" | LFLX 0.78 6.66 [5.26-8. 38]
NFLX 0. 39 13.4 [9.95-17.0]
OFLX 0. 20 7.07 [5.80-8.60]
PPA 12.5 142.1 [112-180]
S. aureus Smith? + 4X10° LFLX 0. 39 4.61 [3.37-6.25]
NFLX 0.39 13.0 [9.51-17.7]
OFLX 0. 39 5.12 [3.73-7.19]
ENX 0. 39 9.22 [6.74-12.5]
S. aureus SR2030? + 2% 107 LFLX 0.78 9.22 [6.74-12.5]
NFLX 1.56 15.2 [9.42-23.0]
OFLX 0. 39 6.55 [4.48-9.74]
ENX 1.56 14.2 [9.85-21.1]
S. aureus SR36379 + 1X107 LFLX 1.56 14.0 [12.4-15.6]
NFLX 1.56 113 [82. 2-155]
OFLX 0.78 16.5 [11.7-18.8]
ENX 1.56 43.0 [30.8-64. 8]
S. epidermidis SR4266" + 1X10° LFLX 0.78 15.4 [13.5-17.6]
NFLX 0.78 161 [123-243]
OFLX 0.39 16.8 [12.2-22.6]
ENX 0.78 21.6 [16.0-31.2]
S. pyogenes C—203Y - 1X10? LFLX 3.13 97.9 [85.3-116]
NFLX 1.56 >500
OFLX 0.78 41.0 [30.5~49.6]
ENX 6. 25 >500
S.  pneumoniae Type - 1X10° LFLX 3.13 161 [105-240]
I NFLX 1.56 >500
OFLX 0.78 146 [57.9-273]
ENX 3.13 >500
E. faecalis SRT00? + 2X107 LFLX 6. 25 48.0 [22.9-87.9]
NFLX 6.25 200 [112-427]
OFLX 3.13 14.7 [7.46-27.2]
ENX 25 159 [83. 4-540]
E coli 444" + 1.3X10° LFLX 0.025 0.641[0. 437-0. 939]
NFLX 0. 05 7.703[5.506-10. 791]
OFLX 0.025 0.835[0. 592-1. 180]
PPA 1.56 32. 630[22. 628-46. 892]
E. coli MLATO7Y - 6.0x10" | LFLX 0. 20 1.45 [1.18-1.84]
NFLX 0.05 3.91 [2.84-5.35]
OFLX 0.05 1.38 [1.10-1.74]
PPA 1.56 29.3 [20.1-42.6]
E. coli EC-147 + 1X10° LFLX 0. 20 0.54 [0.39-0.81]
NFLX 0. 20 2.60 [1.90-3.55]
OFLX 0.10 0.60 [0.44-0.81]
ENX 0. 20 0.92 [0.67-1.25]
LFLX : B A 7 %4
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<~ 7 ARG (ZD 2)

BRI IR LT | YR A MIC? EDs0 [95 %15 #E RS
(CFU/~ 7 R) (u g/mL) (mg/kg/dose)
K. pneumoniae KC—1Y + 1.1X10° LFLX 0. 20 1. 103[0. 861-1. 413]
NFLX 0. 20 4,124[3. 154-5. 408]
OFLX 0. 20 1. 028[0. 786-1. 349]
PPA 3.13 45.995[34. 358-61. 775]
K. pneumoniae GN6445° - 3.4%107 LFLX 0. 20 1.78 [1.48-2.13]
NFLX 0.10 6.25 [4.78-8.47]
OFLX 0.05 3.06 [2.42-3.88]
PPA 1.56 22.3 [18.0-27.7]
K. pneumoniae B-54 - 7% 10* LFLX 0.10 2.97 [2.06-4. 29]
NFLX 0.10 11.3 [7.58-20.4]
OFLX 0.10 1.95 [1.43-2.66]
ENX 0. 20 5.96 [4.42-8.11]
E. cloacae SR113% + 4% 10° LFLX 0. 20 1.77 [1.43-2.16]
NFLX 0.10 4.56 [3.16-6.60]
OFLX 0.10 1.49 [1.10-2.03]
ENX 0. 20 4.56 [3.16-6.60]
S. marcescens T-55" + 6.5X10° LFLX 0. 39 1. 152[0. 650-1. 919]
NFLX 0. 39 4.138[2. 621-6. 496]
OFLX 0. 39 1.872[1.323-2. 641]
PPA 6. 25 11.589[7.950-16. 876]
S. marcescens GNT577 + 1X10° LFLX 3.13 14.4 [11.6-17.8]
NFLX 1.56 46.6 [35.3-63. 4]
OFLX 1.56 30.2 [23.1-41.5]
PPA 50 >200
P. vulgaris CN-3299 + 4X10° LFLX 0.78 0.79 [0.59-1.08]
NFLX 0. 39 4.78 [3.92-5.75]
OFLX 0. 20 1.05 [0.77-1.41]
ENX 0.78 5.76 [4.63-8. 36]
P. mirabilisGNAT549 + 7.8X10° LFLX 0. 39 1.39 [1.11-1.73]
NFLX 0.39 3.81 [2.64-5.01]
OFLX 0. 20 1.91 [1.49-2.45]
PPA 12.5 32.5 [23.0-42.1]
P. mirabilis SR4349 + 1X10° LFLX 0.78 1.29 [1.08-1.55]
NFLX 0. 20 2.60 [2.12-3.18]
OFLX 0.39 1.15 [0.93-1.67]
ENX 1.56 4.61 [3.70-6.69]
P. aeruginosa E-2Y + 7.0X10° LFLX 3.13 20. 148[14. 860-27. 404]
NFLX 0.78 57.976[43. 406-77. 281]
OFLX 1.56 26.051[19. 370-35. 388]
PPA 25 303. 875[231. 635-397. 252]
P. aeruginosaGN11189°) + 6.4 X 10° LFLX 3.13 32.2 [26.0-39. 8]
NFLX 1.56 57.7 [44.0-76.5]
OFLX 1.56 47.1 [38.4-57.7]
PPA 25 >200
P. aeruginosa SR-249 + 2% 10* LFLX 1.56 7.38 [5.39-10. 0]
NFLX 1.56 12.4 [8.98-17.1]
OFLX 1.56 6.94 [4.59-10. 8]
ENX 1.56 9.86 [8.23-13.3]
LFLX : m A7 %Hi

29

(<)




~ U ARH G (LD 3)

BRI IR LT | YR A MIC? EDs0 [95 %15 #E RS
(CFU/~ 7 &) (ug/mL) (mg/kg/dose)
H. influenzae 885629 + 3% 10° LFLX 0.10 0.38 [0.29-0.52]
NFLX 0.05 2.22 [1.79-2.77]
OFLX 0.05 0.29 [0.23-0.38]
ENX 0.10 0.99 [0.71-1.45]
A. calcoaceticus he-54" + 5.0X10° | LFLX 0.78 4.043[2. 925-5. 604]
NFLX 3.13 322.396[237. 782-438. 508]
OFLX 0. 39 8.242[6.306-10. 812]
PPA 100 >500
a) Pl 10°CFU/mL
b) FEAN TG 2 RERIZIC 1 RO &5 LTz,
o) FANTIEYLE A 1 IR O &5 LT,
d) FANTREGE 1 K OVS REffi#e o 2 [k O 85 L7z,
LFLX : m A 7 ¥ H v
~ U AN g G
BRI YR | SR MIc® EDs0[95% 15 #HBR SR ]
(CFU/~ 7 &) (u g/mL) (mg/kg/dose)
K. pneumoniae 3K 25 5% 107 LFLX 0. 20 0.12 [0.07-0. 20]
NFLX 0.10 2.53 [2.01-3.20]
OFLX 0.10 0.15 [0.10-0. 23]
ENX 0. 20 0.15 [0.09-0.27]
a) AN TR 6 FEfM#£IC 1 B OEE LT,
b) BEFE 2 © 10°CFU/mL
LFLX : @ A7 %4
7 v MR YL
B IE SEFH) MIcY EDs0 [95 %15 #E RS
(ug/mL) (mg/kg/dose)
P. aeruginosa SR24 LFLX 1.56 0.10 [0.03-0. 23]
NFLX 1.56 1.81 [1.13-2.90]
OFLX 1.56 0.26 [0.09-0.62]
ENX 1.56 0.51 [0.20-0. 98]
P. mirabilis SR434 LFLX 0.78 0.18 [0.13-0. 24]
NFLX 0. 20 1.20 [0.72-2.00]
OFLX 0. 39 0.18 [0.13-0.24]
ENX 1.56 0.87 [0.44-1.49]

a) FANTIEYE 6 FEMI% L OB A5 1 H 203 HREROES Lz,

b) BEfE B & 10°CFU/mL

30

LFLX : B A 7 %H




3. FEEZFHMEHHY

L v U ZARH Y ~ U AMERERER KR T v MREEIET VICBT D2AKHNO in vivo HUHE
E. srzexHhrr 22 FHvr B RBREVHALICENR, A7exHo L
A% s LIEZERU ETH D,

2. KENT 7 T BBEEE D DRIRE &2 510 7 T SEMEE L OV E OB £ TR VPLE A~
7 MVER L, EOERITEERTH 5,

3. BRIR BRI 2 PE I, s vvaxsyr = v o bRE% S LIEERME
THY., EXI FBLVBALHITERLTNS,

4. 7Y Ut TV Y S O 7 AR R N B S OO AR Lk LT
THFEIER 2~ T,
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VI. EYHEICEHT SEE

1.

M EMREDHTR - BlIEE
(D ABELEDGmMPERE
Y, EREICI VR D,

(2) e 0 AR P B R R 27
Tuax 0. 94hr (100mg) . 0. 90hr (200mg)

QEERETCOmLDREE

1) B[R 52

BEFRRAIZ 7 A 7 1 420 & LT 100, 200mg Z ZEMEIFHL AR O &5 U7 iRe, MLiE P Es i3

THOBGREE B 1 R C Conx ICEE U728 ZABMEICBEE L. BAHD Tip X T~8 B TH o 7,

F7o. MIEFRRE I GBI L THEIIN L, 100~200mg O FiFH CIRNENIRIZHIE TH - 7=,

*ﬁ ﬂf7ﬂ%ﬁvykLfﬂmm%ﬁ%&ﬁbkﬁ’ﬁ\%@ﬁ&ﬁ&wﬁbnm®gn
PBD BTN Cuax AUCITITNZ & A EBE 2o T2,

(ug/ml)

3r A 100 mg (ZEMRDE) n=H
il e 200 mg (MgNE) n=5
- © 200 mg (& ) 05
]

2 L
th
=

l L
i-4

0 2 4 6 8 1 2

% 5 % & @ ()

g A7ufxtr L LT 100, 200mg & HEIEE O &5 U 72 R0 S Mg i
(HPLC ¥, WXIE = FEAERR =)

2) Efir 52

fEFERAICE A 7 X LC200mg 2 1 H 3 [EIEHR 05 U-Ro migh gL, &
H5% 3 HHURBIZIZEFIREIZE L, . 20HBII VI 2 b—va ViR E < —F L.
B G K DIHROBIE, RED ERITRD bR Tz,

Fo, EEERGHZOREREIL2.84 g/l TH o7,
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3) mEEY

(ug/ml)

=)

3

o B

200mgx 3\/H (n=7)

0

1 2 3 4 5

6 7 8

& 5 B M@

g A 7ufxr b LT 200mg A Efeek 1 G- L 72 R0 LI ik Fh R
(Bioassay ¥, M T FEHEFRFE)

HERTFHRERE X OB EREREED W EOEBE CEEFE 75.95%) 19 Flica A 7 a ¥
T LT 200mg A EHHEEROBE LT & X OGP EEHER N OSEWEIE /ST A — & &
Ty Coaxs AUCIIHEAN L. T l3ZEE L7,

{ e g/mL)

i 30 1
i_ﬁ 25 y
2.0 %

a e
1.0
,r
.

—s

18 1 B G- O I hi EEHER (Rilind

OGO IYEHRE T X — X

e 5 & B M

24 (hr)

A% . mean=*S.E.)

. Crax Thax AUCo~co Tz g
(1 g/mL) (hr) (u g-hr/mL) (hr)
19 %l 2. 49+0. 60 3. 38+0. 82 28. 56+6. 93 13. 08+3. 17
mean=S. E.
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4) BHEEREEEY

BSREREERE ICo A 7 a XY b LT 200mg A ZEiERF Al O 5 LT- & & o Mg g
LT DERBY ThHoTz, BHEREDMR FIZEEV, PR AE o - 0 fE K K VR FE SR PR

DX TAFD BTz,
(reg/nl)
2.5
il
2.0
i
HoLS
"o,
JE
0.5

e H GRS EN RN T A — X

—e— fERERA
—o— BERHE

—— PR

—o— HERE

~

=3

8
5% W

i

24 (hr)

e e GRF O MG R EHER (VP HfE = AR e )

. Cer AUCo~co Ti/28

GL " (nL/min) (ug - hr/nL) (hr)
(L3 PN 5 Bl >72.8 13.97+3. 13 8. 48+2. 18
100 i 75 R 3 il 58.8~72.8 25.35+11. 35 10. 55+4. 92

Hp S R R R AR 1 15 30. 0 29. 31 12. 58

HEREE RS 1 31 9.8 49. 58 20. 84

M PEERERET 2MPREE
MU EE L

2. EBRERNSS A—5 7

P fE = A e (R

(1) Two compartment open model TEEHT LD O A T OXH L U DEYNRERII/NT A —4

(BEFEERA. EREEOKRS)

100mg 200mg 200mg
RTRA—H (ZERE ) (ZEREHF) (B1%)

n=b n=b n=5

WS T E 2 (hr ) 4.82 3.69 1.49
VR E L (o fH) (hr!) 0.73 0.92 0. 59
(BAH) (hr™) 0. 099 0. 086 0. 086

AT FE (1/kg) 2. 60 2.78 3.01
M5 & AR EZE* (%) — 21.4 —
287 )7 7 A (mL/min) 243. 4 248. 7 270. 6

% in vitro: 20.620.93% (0. 1~400. 0 u g/mL)
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QNAAFTRLSEY T+«
a2 A7aXxtr L LT 100, 200mg % HLAIRE &5 L 72RO K- 928583 o 1 5 R (HPLC %) *

BWERE D/RT A—ZOVHELY I a2 b —va v iz,
100ng 200mg
) ERRE  yLl-ny BWRE  vul-ve
{ug/mL) "8 OTHE i (ug/mL) " 8 DEBA s
Coax {ug/mL) 118 .19 Cmax (ug/mL) 1.89 212
Taax (hr} 0.97 0.94 Tmax (hr) 1.23 0.90
3
i TYHA () xY) 1.00 i 3f TYA (hr) 8.48 8.06
i AUCGghe/al) 6,93 5,81 - AUCGLgh/ml) 397 13.19
LI 2
— ERREOTMMR — BWREOKAME
-] eee U iabl—ya vllil¥ -] eoe v ial—¥a VIR
gl !
L Tetes /eeey | S — Rawy
0 2 4 6 8 12 o 0 2 4 6 8 12 u
e %M o % 5 % B M (o)

A 7udxY b LT 100mg, 200mg % HAHE O &5 L7 SWERE O mig i E  (HPLC 35)
FEPIREDONRT A =X DOEHEL Y I 21— a Lz,

RBIUTFVRD

BAEIcr A 7% g b LT 200mg 2 HERE Q&G LR, g PR EHESIcR T
Coa VIR & LRHE U T 2T A DR o 7o 23 BEE OFLEE IR L H 2> B O W A NS JR R
~OPEMOBEIEDFED BT,

PP

. TV:B  AUC
(ug/mt) ) (ugehr/ab)
2.0 o Kka 5 8.48 13.97 100~
o BEBE 3 1055 2535
- PEEE 1 1258 29.31
CFEEEE 1 2080 4958 IR
il
- h
r: B
1.0 ;
jlit
i ~o
B
B ~a 5
~J ~
—e
A i 1 A 1 4'—-4——
057 4 6 8 12 2 2
B 5 # W& R (ho) %5 % KW (ho)

BiFow A7 mEd 2 OGP RER ZOURPHRIESR (HPLC 15, FHE A E)

BIEERFICBITARA 7Y OB YT TR

B (Z35 RPN R FR FRAERE R HERE
(7 VTF=27 VT Z 2 A] (nl/min) [>72.8] [58.8~72.8] [30] [9. 8]
27 )7 5 A (ul/min) 207.0 106.9 25. 4 7.5
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3. IR
WRASERAL *Y = & U O/ B (i F2BR K 0 HEE)
WRINEE < 1) K9 90% (fEERR A D F 5-1% 72 Wil &£ T JR PPkt ER 1 0 H#E7E)
2) TN =T LTV EDHFA
R AICE A 7 X e LT200mg & 7 VI =T A5V 1g b A G LT-
e, ARBIOWIR DL T 235580 vz,

( pg/mL) ( pg/mL)
- o LFLX (n=:6)
O~ 24+ AL(OH) 40
2l  LFLX 300 73
Ifn S ATLOR) 7
. n=6) 30
?ﬁ qJ 200 gf_
th 1.0F i 20 "
" M BE 1007 0 #
V% 3 k T
% 5 % 8 R (hr) % 5 % B M ()

TN = AT EOHHRHCET S a A 7 a4 0 ofig iR X OYRF P
(Bioassay {%, FEJE CHEHERR )

NTAT 4 U EDOFH

TR NI DR ET A7 ¢ U L 8EH 200mg 0 1 A 2 [B]1 9 H i ReRe 1 # 55k
BrickBWT, BE#SHHL Ve AT7a%HP 202 LT 200mg 2 1 H 3 EIGHHLZ
e, AFIKROT A7 4 ) O MiGEHREHRICIZ S A EZUITEEO b o T,

A Tt M) 0ATEEYL
Cug/nl) (Immunoassay &, n=5)
/mL
3 T n Y8 gpLCiE, n=9)
+ A
5 7
% 8F =
J T o2.0f
Y 6F ‘H_ ’
) ¢
Iﬂl -~ Control i < {38 8
ol o (#M38 0 A | <58 B
i o fmsgg M L
oot i
i o
1 " - Y%
BE o 0 2 4 6 8 10 & i 0 2 4 6 8 10
% 5 % i R (r) % 5 % 8 R (hr)

TAT7 4V rlu A TR o HRRFOMIE TR CEEE R
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4. o

(1) I % — B BE P @ @ 4
AFIDE MBI 2 EMBEA~OBITIZRIFC, K&, Bhbf, %, Rk, ESERER, fiz
R, NBZE. JEVE, ZoMEVESR. JRIR. MERR, RS OMMECITim R & FRE S L < IXEnll
EThHoT,
fEFERR A B Bllc e A 7P b LT 200mg & ZSfERF AR D5 L2 & &, MEEAKAS
RKITK 20% SE< . HIER M Z@ L CZIE—ETh-o7z (FH¥21.4%) 0,

Q) BRRE~DBITHE
REER L

Q) EiAP~DBITH
EEE R L

) BB~ OB THE
AR L

(5) F DDA DFBITHE 304D
EHURYERFIT 1 A 7 0 %4 30 & LT 200mg % IR A #5: U 1 W0 (g ORI I

RHR. FEA% %k REfH R, FARNIREE | s IR i3 b
(hr) (ng/mL or g) (u g/mL)

R & 4 4 2.64 1.59 1.58
B i 10 2 1.56 1.62 0.96
IR 3 3 1.47 1.61 0. 88
W& 3% 5 4 1.55 1.33 1.26
Rk 4 2 3.61 1.53 2.69
[EIRVA 3 4 1 0.91 1.01 0.88
FIT N kA 6 4 2.07 1.11 1.83
NHZE A% 7 4 2. 40 1.33 1.55
JIE5E fH 7 4 15. 50 1.33 10. 13
RET- 4 1~3 5.98 — —

T PSR 3 2.5~5 2.43~4. 04 1.32~2.40 | 1.01~2.51
L 5 2 0.98 1.25 0.78
Hif 3 2 1.89 2.29 0.83
BRI 5 4 2 2. 11 0. 86 2.83
PEE {7 * 5 1 1.01 1.37 0.79
A 3 2 1.22 0.71 1.75

(HPLC #£% L < & Bioassay %)
JEERMIE., SRR, N, IEE. FEAE. TEEE. TENE
DRI, KRR PR EE /I R
o BERERLA

37



5. R
(1) R BIERGL B UM BHIR R 2749
1 A 7w ORHEHRE & O O R

o 9 i
i oo . | - F COOH
(\N . —_— HN  NH N —= HN NH N
HN F o CoHs )—COOH F  CpHs Foools
HaC
CH :
s iy M-IV N
(A2 fk14)
- coom F COOH
| /—COOH |
HoN  HN N == RN, N N
F o GCoH
— F CoHs 21s
omn Had e
(N2 o EBRGE M-VI
M-V )

R A b il A 7 a3 b LT 200mg 2 22RO &G LT7- & & 5% 24 i £
TORPYEH TIL, REMEDPE O EIEHEL, TEED 72.2% (RPHEED 93.9%) &5
D, WNTI VT a UEBRE RN ED 4.5% ThH Y . ORI ThTnTh o722,

- 55 i R ORERLEE (%)

i (mg) ¥ | LFLX M-II M-I M-IV M-V M=VI

Iz 200 5 93.9 5.8 0.1 0.0 0.1 0.1

R 200X 3 [E]/ H 3| 47.7  51.4 0.5 0.1 0.2 0.2
(HPLC ¥£)

LFLX : m A T4 v

(2 RBIZEET 28R (CVPIS0 %) DHTFE
PR L

Q) MEEBHREDEERVZNEE
mMERR L

@) REMDOEEDEERVELE
In vitro@BBRIZEBWT, REMWiin A 7% U Ll EOHIE 12 R I 720,
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6. et

(1) HEtt &7 45z

RIS ISAKRLEAEE LTE LV SRS,

RS © 0 2 7 v U U dORERIR A & ORI /W Ol 5 ORI L PEit S B,
XXy MR Oa A 7aXx 0 0B s V7T A

7 a Xy KA B f
7 )75 A (ml/min) 241. 6 106. 1

(2) Bt s 0

NEEROKE
R A Sl A 74 0 LT 200mg A2 ZEERp Al O G- LT- & = | $51% 72 IR

F TORZIARD BREIR K OFE PRI, 2 TN 5D 80. 6% K 1N9. 4% ThH o7 27,

R AN IC T A 7 %o 2 & BRR O # 5 U 72 R bR Bk

B IRIE (e g/mL) (GBI
(mg) % %)
0-2h  2-4h  4-6h  6-8h 8-12h 12-24h 24-48h 48-72h | 0-48h | 0-72h
100
(g | 673 931 B9.5 487 286 29.6 4.0 1.1 | 79.6 | 80.9
200 226.6 188.6 238.7 137.6 107.3 48.6  10.2 2.3 | 79.5 | 80.6
() . . . . . . . . . .
200 170.4 109.7 147.1 133.3 87.3  61.2 11.0 2.2 | 8L.0 | 82.2
(fe7) . . . . . . . . . .

(HPLC %)

BERERR A 1 A 7 v W o v B Al 5 U 7o R oD 3 b Pl

B b5 BREPEIR (B 5825925 %)
(mg) 0-24h 0-48h 0-72h
200 3.8 8.6 9.4
(HPLC 1)
2) BfZEORs

BRI T A 7 1 2 Y o At 135 U 72D JR R Pt

PhE B (B 5 &Ik 25 %)
1HEB 2HH 3HH 4HH bHHH 6HH 7THH 8HH 9HH 10HH
200mg X 2/ 8.2 18.7 30.0 41.4 53.3 64. 6 72. 4 73.2 73. 4 73. 4
7 B
300mg X3/ H 7.6 18.4 29. 4 41.4 53.5 65. 4 72. 1 73.3 73.5 73.6
7 HH

(HPLC %)
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7. BREICLIBREE
(1) BT
AR L

(2) &R EHT
HEE R L

(3) EdE MK EFR
mMERR L

24
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. &£ (ERLOFESF) CHAYHEAB

1. EERAREZDER
EIN TV

e

2. ERAREZDER

2. BE (ROBHEIZIIBRELENIE)

2.1 RAND A UIBBUE DRBEFERE D & % B

2.2 WA a7 2o TR FAIITIANLE S0 T = oA B G T OBE [10.1 B HR]
2.3 e XATAER L CW D RTREME D & D [9.5 S PR ]

2.4 /N5 [9.7 BHR]

<R >
2.2 NI T 2T X T NAEORICLVEREEZTRBENLLRH D, & OW
ERH D0

CTINANETR T 2 TR EFINLEDOHHICLY, ERAEEZTRBENARH D, D
WENRBATEDINAALE T T 72 TXEF L EOHICONTHIHEEZRE LT,
2.3, 2.4 1993 fEHEILH 999 BT oS X | (&L  OHE~HEETH LT,

3. MEEXITHRICEES HEELETDEH
(V-2. ZhEESUIZIRICBIE S H7ER ] 22T 52 &,

4. AERVAZICEET 3FEEZTOEA
V-4, HEAOHEICBEETIER] 22RT52 &,
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5. EELQERNFELZDER

8. EELEKRMIEE
8.1 AR BT - TiE, MHEEORBEZL oo, FAIE LTS L MR L,
PR DOIRIR LB 72 i/ NBO IR O 5l L E b 2 &,
8.2 JHUBBUE, R RBEORIEIERNH LD ZENH LD T, HEITHT--> T,
FANZBFICH LU TORIZOWTRET 5 Z &
- BRIRFELZ CTEX DL TRETHZ &,
C RBEND LN G A IIIREE R A L,
Fo. ZOXIIERD S SN HA TR G 2RI L, WYREETTH) Z L,
[17.2.1 &)
8.3 KERKIE., KBk 8l s+ 08B 50T, BIRE+S5IiTH L & bic, B
BB R S EE SIS A% OIEIR D B b O G A IITE DICEOREEZ T H L 9
BEICRE T2, [9.1.4, 11.1.10 2]
4 BMEREESOEERBEENH SO ENH LD T, EMTHREEITY Z
Lo [11.1.2 8]

<R >
8.2 AFNEEIZ X DHBHBUENE SN TWb, ANIREL T 27508, BE%EN
HooNT-HAIITEEEFIEL, @URMELSITY Ko, EEAEARNEELE L,

6. HENHEREZATVEBICHT HEE
(D EHHE - IEBEFOHDEE

9.1 A6t - MERZEOHLEE
9.1.1 TAMAZEDESHEREXIICNLDBEREOHIEE
A S BN /Y SRS
9.1.2 FLUEEY (F/ OVRMERD IS LABEOBREEOHLIESE
9.1.3 EEMBNEDEE
JEREZ B XD BENNH D Y,
9.1.4 XFREXIIXBAREHZEH L TLWIEE. KIRKEXXIIXBIREHOBEE. K
BEELLITURIEF (RILT 7 VEGERS) 289558
MBI U CHEBREDO R ZZBT 5 2 &, ANAOEFHEICBNT, 7v4dax )
7 SR R 5% RENRORE & O KRENIRARBE DI AU 2 7 AN L7z & OHEDR H
%, [8.3, 11.1.10 ]

< fifga >

9. L. l RAIOEHIZ I VAL ZF 2 ERMEINTNDLDT, TADAEDREMEIR
BELIZIINOOBMEDOH 5 BFITITEREICKGTH 2 & & LT,

9. 1. 2 AFNIMEEFLEULE W (5 v o REUEAD & ORISR PRI ZE OGN 52259 A58
HNDHDT, FEULEY (¢ /7 v o RBUREAD (5 LiBBUE OBEERED & 2 B 11T EE
ETLZ L L,

42



9. L.3EYERICBWC /A 7aXdrr FruaxY o X ad ity (HNRER)
DRI IEEWE 2R ENTEY , o7 A4 v o REEANCB VTS [FEE
OIERANRRBLT 5 RN H D Z L RRES N TWDH V| e, thoTrdax
1 2 RPUE AN B TR EBRI T EE A E OB b Al STV 5720,

9. 1. 4 JEATBE RS - ISR RER SRIRRRIRE CEAR 3141 A 10 Af) (TS EE
L7,

TG u X s a s RHUESE & RERE K O KENRAREE & o B & 7R3 2 5T
SO R O FERRR B ) O HE S, T OBEEOE BRI T8 L
FERENMEONTHDZ D, B CEICLZEERENSLIE LWL, Bt LTz,
¥, KRHEND 2018 4 10 AT T, [EWNTOKEDRA K OTERE BT EUE 51 o gl 7E H]
FEGIHR S 1M,

2) BHREEERE

9.2 BieelEERE
9.2.1 SENBREEDOHLESE
BRI G R Z O TEHT 5 2 &, mPRENRHT 5, [16.6.1 &M

< fiEgn >
AR OB HEREREE B (GhE) 0BGk, B2 E -T2 ¢ EINn VD, £
T AFNT I & U TRERR A8 M QRS 5 X 0 Bligos SRt S 5, BHhefEE R

~REE Lo X 7a X o U OMEHTIREHREND | Coun (TEEIZR N OO, EED

FREEIC PR L0 B O ST SR F~ D HRIE DIBAE RSB BTV B, fEo Ty FED
BHAEREO D 5 BEICIIHEIC R ET 52 L & L,

K

(3) FrBkrEfEE R E
REI N TV

D KETEREHEHT HE
BRE STV

(5) 1E8%

9.5 #EiF
WA SATIEIR L TV D AIREMED & & eMEICiTi G- LisnwZ & [2.3 2]

< g >
BERFRBRIZ 33\ Tl FRRBR A3 72 W T2 D,
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(6) =247

9.6 I
RILLARNZ ENEE LV, BFER (T v b)) TAHT~BATT L LB 6N T
[AYSH

<S>

P ~OBITREO b TN D20,

(DIMR

9.7 MR
BE LNz &, B3R Whaa X, 937 v b)) THERESBO 6N THD,
REL R L LIZARMER O et 2 R & U7 BRIRERBR 1T 520 L TuZeuy, [2.4 2]

< g >
BER BRI 33\ Tl FARRBR 3 72 W T2 D,

(8) mlnE

9.8 BEnE

9.8.1 ffEENH O T W EDWMERH L, [11.1.7 2]

9.8.2 MEWNZHGHBICHE L, HEICKREGT DI L, BEREMET LTS Z &N
L e, mWILHIRER R T 262N H 0 . BHERAARE LTV, [16.6. 2
Z M

< S >

EEE CIXBEENME T LTV D Z ENRE WD, @ RENGT 2 B8TLNd 5
TOEEREICRETHZEE LT,

T REFE E o L OB RE IR 0 72 v s OSB3 (YA 4R m 75. 975%) 12 200mg A 1% B
MR OG- L7 & & Cuxs AUCIXEEIIL, TipiER L7z,

7. MHEEHR
BRE S LTV
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(D HREZLEEDER

10.1 FRES (ALK L)

SHN 4 5 BRI REAR - $5 18 715 FE Y - fE R R 1
T Ta T | EREREITEBENARD D, B —a—% 0 U RPE
v o TEREFLN 7 D GABA 52 254545 A BRI 1E H
(mefy) 2. FEAT m A YRR
TNNETaT 2 Al & OPFHIZ LV TR S,
(7 m U ERNFREIND EEZDR
(2.2 ZPE] TW5,

fERRIR -+ T A A% D

MRBE T Z S OB D

b oA, BEEOH D EE
Q) HREE L ZDEH

10.2 HtREE (BRISEET S &)

DBEENDDDH, KAl
AR, 2 KR LA RERR
Ze o 1 T e A % 2 iRk
AT s EREETHZ

LEARA (RIEE %)
WOKERIL T VR = L
VIRIVIN A/ SVAVNN
WKL T L = LS

N4 E B RIER - F & 5 15 BEIT - fERIK 1
7 x = VHEBRIEAT A N | KEZEZTRBEAN | T =a—F n %
PETE 2 B b5, FLEHID GABA SZASHE
vrsuaZxzF 7 F R UL AHEFER2, FERT 1
T 72t F YT AK A PR SR A & OHF
IikZES iR i R PN B
T v A UBERIEAT AR DFHEFEINDEEZZ LN
PEE RS (72720, 7L T3,
a7 7 Xk FI, 7L fElRIA -« TAMAZED
NS a7z IO HEER) AR B X I N B D
== YAy =B e Ll N B RO H 5 B, B
LIKF EOHDHEE
S A = RS
7T ) a7
TNANI=U LTI~ TR T | KEIODRP BRI N | TVI=U LA F 0, +

JR Y BA b R
Wo* L— 2T 5
=5, ARIORLE 5
DRI A PSS S 4L, e

TESFI)
AV =Y
[N R= %5 SRV AN -

THEORENRH D,
Zh b OHEH & DpPfFH
(TS - SN OR AN oy
fatt % LR 28545 0
HrLTHT L,

I L, BEMITTEE20
AT FNT 57— hKFIEE nNTn5b,
BIREEARLVE A O, | BEED Y X7 NEK | EFIIAATH D,
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8. EIEA

1. ElEA
WOREIWER D 8 BN D Z L3 H DT, BEEZ TIATV, REDRD bNTZSGEIC
IR G AT 572 SO AE E1T ) T &,

(D EXLEIMER & MHER

11.1 EXGEMEA
M1 23y, 777473 F%F 22— (WTHHHEEARH)

av s, TFT7 4 7% — (ERNEE, WAL, HIES) 2EZ T END D,
11.1.2 2HFEE WELRH)
AHEREESEOERERBRENLODNDZEnH D, [8.4 5]
11.1.3 BEMXKBRXEOMEEZFE S EELGKEZRX BEELRH)

f9m . AR O FRIN S S - GAIITE BICR S 213 5 7 il uE 2175 2 &,
11.1.4 {EfKE (BHEEARE)
HERBOMELRHODONDZ DD (FE., FICBEREEEE THOLDLILLT V) |
11.1.5 1EfARRLARAE (B AEH)

. B, CK BEF, ML OYRF I A7 ey ERZRSE L, 27 B RRE
AL 2 1 O MU RRIE D & H DN D FREMER H DD THEET DH Z &,
11.1.6 =8 OZF5ER (Wb HEER)
11.1.7T 7HRLURABER., BERFORES (HELRP)

JEEJE DJfg P, VRIE, FEARZE OFEARDFRD ST GAITIZ B G2 IR L, #Y) /e L& %
17528, [9.8. 1]
11.1.8 S MREIEFEAAE (Toxic Epidermal Necrolysis : TEN) . REHLIEARAEIREE

(Stevens—Johnson SEI&EE) (W94 & A4HEAREH)
11.1.9 QT EE. D=4E (Torsade de pointes Z&L) (Wb HERI)
11.1.10 XBIARE. KEMRARRE (W 3740 b RB)

[8.3. 9.1.4 ]
11111 BEaER (B AR)

R, TABRZEORBMERDR O LI ERd 5,
11.1.12 B Mm% (BFHEAH)

FEEN . RZIK, RO IR D X AR FRRERIE AL ) EMMA R B Db 2
ERHDLOT, ZOXIRIERRS SN -GEICIT &G 2R IE L, BIREERLVE S
H OGO G 52175 Z &,
11.1.13 EEHENEDEL (BEHEARH)
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(2) ZDtDEIER

11.2 2Dt DEIERA

0. 1~5%A i 0. 1% Al B
M UE L. T O FER SRS, FEIE, FEAR, Ot | AT
It BOE
1% A i BRIEAD | 1L/ ] iR
WD AFRRERIEZ |
PRILERI A~ 7

B~ b
27U > MEd

R ek BIN EH. 7 L7 F
= kR
Jir Mk AST b5 ALT B,
Al-P EH-. #EY
ey H
T b BRME - TR, RS, H | DR, DA%, ONEL
AP, MR, TR, | R MO E A IR
B H ke,
RS | OFEWN SRR . ANER, AR, ARk
Z DOfth R, B, U 2N

JERR, OETTiE
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S EEABEIFRREREERUVERREEREE &

FEBUFEL (%)
BIVEH O FEEHE TKEREF £ CORE i F A A
(4, 640 1) (111, 810 4)

B G - B2 JE ) Ji a2 28 (0. 60) 268 (0. 23)
S AR O S 1(0. 02) 56 (0. 05)
HLBE 0 10(0.01)
A2 0 6(0.01)
EHRY 4(0. 09) 25 (0. 02)
FRPEIK 5(0.11) 31 (0. 03)
i (iE) 0 1 (0. 00)
FEIR 1(0.02) 9(0.01)
I 18(0. 39) 146 (0. 13)
[ (48) & 0 1 (0. 00)
i - EAS SR P 1(0. 02) 1(0. 00)
EEERE] 1(0.02) 1 (0. 00)
HRAX » RAE PR R P 26 (0. 56) 79(0.07)
Jed gk 0 1(0. 00)
TADAERTBIE 0 1(0.00)
TR B (U] 0 1(0. 00)
PN 0 1(0. 00)
FHaRHEL 1(0.02) 5(0. 00)
SRR 4(0. 09) 14(0.01)
SHEE (J8%) 2(0. 04) 6(0.01)
L O () 0 1(0. 00)
LU 1(0.02) 3(0. 00)
DEN 11(0. 24) 36 (0. 03)
SO () 9(0. 20) 17(0. 01)
H AP R 3(0.07) 13(0.01)
e I DFE R 0 1(0. 00)
VT 1(0.02) 8(0.01)
BT 0 1 (0. 00)
T 0 1(0.00)
it 2(0.04) 3(0. 00)
L 0 2(0. 00)
AR ER A M55 72 1 0 1 (0. 00)
AR EK 72 1. 0 1(0.00)
B - i ERE 1(0. 02) 4(0. 00)
Hig v 1(0.02) 4(0. 00)
I 1(0.02) 1 (0. 00)
£ D ORI R R E 1(0.02) 3(0. 00)
SR T 0 1(0. 00)
R B 1(0. 02) 2(0. 00)
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FEHME (%)

BIVER o FEEE KGRI £ TOFRAE 5 FH Rl A A A
(4, 640 ) (111, 810 )
FE e 7(0. 15) 22 (0. 02)
R4 2(0.04) 8(0.01)
L) 1(0.02) 1 (0. 00)
WU B S 1(0. 02) 2(0.00)
= 0 1(0. 00)
AR (iE) 4(0. 09) 11(0.01)
AL B fEE 98 (2. 11) 466 (0. 40)
VAL HH . 1(0.02) 2(0. 00)
R 19(0. 41) 84(0.07)
[k - 12(0. 26) 31(0.03)
/S 3(0.06) 5(0. 00)
{ANEE R 2% 0 1 (0. 00)
T 19(0. 41) 113(0. 10)
RS 3(0. 06) 10(0.01)
11 JHE 1 0 1 (0. 00)
A2 3(0.06) 7(0.01)
Wiy 0 1 (0. 00)
M N RE ISR 2(0.04) 6(0.01)
=Y 1(0.02) 7(0.01)
H b 7 0 2(0. 00)
g2 2(0.04) 11(0.01)
B 10(0. 22) 41(0. 04)
=R 0 1 (0. 00)
EIA 0 2(0. 00)
iea 13(0. 28) 81(0. 07)
H H % 1(0.02) 2(0. 00)
RN ISR 18(0. 39) 87(0.07)
JIEER AN PRk 1(0.02) 2(0. 00)
5 Fih 2(0. 04) 15(0.01)
IS4 P i 2(0. 04) 3(0. 00)
(W=SE 0 1 (0. 00)
H b 2(0. 04) 11(0.01)
— R B i 12(0. 26) 51 (0. 04)
TF 74 TF—va vy 0 1 (0. 00)
g P 0 1 (0. 00)
va sy JiER 0 2(0.00)
IR 0 1 (0. 00)
DU S 0 2(0. 00)
FEEN 1(0.02) 3(0. 00)
P 4(0. 09) 13(0.01)
e 2(0. 04) 19(0. 02)
1ZTY (D) 1(0. 02) 2(0.00)
% 3(0. 06) 6(0.01)
EC g alR? 1(0.02) 2(0.00)
P RefEE 0 2(0. 00)
B RAE 0 2(0. 00)
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TH H SR A S

FEBUFEL (%)
TKEREF £ CORE i F A A
(4, 640 1) (111, 810 4)
JHPNE - RS SR p 0 90 (0. 08)
i BE 2L 5 0 43(0. 04)
AST (GOT) B 0 31(0.03)
ALT (GPT) %5 0 36 (0. 03)
v UL e E B L] 0 5(0. 00)
N7 2AT7 I F—FEER 0 2(0. 00)
vy —GTP |5 0 1(0.00)
PR e 0 16 (0. 01)
ALP L5 0 14 (0. 01)
LDH |5 0 2(0. 00)
IR o S o 2(0. 04) 5(0. 00)
0% A e 1(0.02) 4(0. 00)
BT 0 1(0. 00)
M 2% 5 fEE 1(0.02) 1(0. 00)
PRI ER P 0 10(0.01)
21 0 7(0.01)
~EZ 1 e 0 1(0.00)
GRS 0 2(0. 00)
Bk - PN R R 1(0.02) 22 (0. 02)
I A ER D 0 1 (0. 00)
I BRAERYE 2 (i) 0 12(0.01)
H ik GiE) 0 10(0. 01)
U o HiER 1(0.02) 1(0. 00)
I/ NARE - i v o R 0 6(0.01)
/N EE R 0 2(0.00)
/R GiE) 0 4(0. 00)
WAPR 2 o i 1 18(0. 02)
7 VT F = R Lfd] 0 5(0. 00)
R RE B 0 2(0. 00)
PR P 0 1(0.00)
PR 1 WBC 40 0 1(0. 00)
BUN |5 0 9(0.01)
BRIR 0 2(0. 00)
Z IR 1(0. 02) 1 (0. 00)
2oV () PR 1(0.02) 1(0. 00)
H R 1(0. 02) 1(0. 00)

9. BRARBRERRICRIEIT
&

EIRN TV

Ko

10. BERE
RIE STV
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. BERLEDEE

14, BRLDZE
141 ERZMABHOIE

PTP @HEDFAKIL PTP > — b bV H L TIRAT A L 2ET 52 L, PTP— D
RRERIC L0 | BEOEA IS EE R AT L, BT 2B 2 L CHEEIRA S D EE
REHEZFRTHZ b 5,

12. Z0HfDEE
(M EEERFERIZE D EHR
BRE S LTV

(2) FFERPREABR(ZE D < 153K

15. 2 JEERERERERICE D < ¥R

Skh—1 Hff~ 7 2 lzxt L, SRIMRIRST & & HICARKIZ R 053 2 KKERBR 2 52 %
MaL7=& Z A, 16 8 BICHRYIOKEEE 2580, 22 8 H CIXBEBICEEN RO Hivl,
F7-. BBRIE TEHIZ BN T
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X. JFEGPREAERICRE Y S HE
— iR 61)-63)

el fi

. %5 - .
P BRTE H iy @ | (ng/ke) PR R A
—fE R ~ A | p.o. 30~ 30mg/kg TREr L
1,000 | 100mg/kg LA_ETHISEB DI T, FRY AR
300mg/kg LA CHRR T3, ARIR TR
HUEEA <~ Z | p.o. 30~ 100mg/kg £ T E L
| (FEFRTA TR 1,000 | 300mg/kg LA ETT A Vv 7DD
% EE R UHE | po | 100~ | 100mg/kg E CHE L
I 1,000 | 300mg/kg LA . KIE T
% & A 3 I AE ~ A | p.o. 50~200 | 50mg/kg TZ/2 L
(777 OHEH) 100mg/kg LA b Cyets
fivdise 43X | p.o. 10~100 | 30mg/kg TEEA L
(2 MAE 2 A A FEARE) 100mg/kg LA CRR M DEE N & et KFE
VERE ST OB, ARz IR & Bk IR o JiH]
I - R 7w k| po. 100~ 100mg/kg £ TEER L

1,000 | 300mg/kg LA LTS (AR L)

PR - o JE <O B RBR | R | il 1~30 Img/kg THEER L

EUJIRUIRG D= SW=EARY A X 3mg/kg LA b CIfE TR, JCRREN R I 7 2480
10mg/kg DA L CREREHEIN, O FaEEA F 72
I, DERREE TIROZE

PR R
MR

g 5y i 15 e ~7A | p.o. 100~ 100mg/kg DA TR L
ﬁg 1,000 | 300mg/kg LA b CHHI
B hknE Z v k| p.o. 100~ 1,000mg/kg £ CTHEPRE., pH, Na', Cl k&
1,000 | 22872 L
z 300mg/kg D A2 KPR EH5 0
D | MiEkEEERE 7w b | p.o. 100~ 1,000mg/kg F T2 L
it | (e re e ) 1, 000
EMm/ER %X | in 0.01~ 0.25% F TR L
(FRER) vitro 0.25%
=4
(1) BRI S E MR
, LD50 fE [95% 5 #ER ] (ng/k
%ﬁ oy R (95 %5 HE RS ] (mg/kg)
AR Tk /i3
wn 1746[1497-2037] 1608[1440-1797]
~ 7 A <
AR 253[221-288] 272[256-289]
ICR
Ay 1535[1408-1674] 1248[1112-1400]
Sk e 2133[1874-2427] 2323[1957-2758]
j7é; ERA 338[320-356] 328[313-344]
Ay >2000 1637[1427-1878]
A4 X - -
B & 50-200

TR B REET O, JEEN, M, RS KOV TH Y | IR TS E AR
(XD EFITERD b oz,
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(2) R E®REGH R

DESMEMN

1.7 v k%

30, 100, 300 K& TRr 1, 000mg/kg/ H Z 13 #E#E A5 L7-fE %, 100mg/kg/ H LA LOFETER O
JERE MGy -7 17 U DK TFRARLNTZN, WK X0 B F 72132 oM 2R~
"WEDOE N ThH o7, F7z. 100mg/kg/ H LA EORETRAFIHE DL LB R b7,

(e KRB R« 30mg/kg/ H)

2. A X

12.5, 25 %O 50mg/kg/ H % 13 BBRE OB 5 LizfE R, 25mg/keg/ H LA L ORECIEM:, IR &
DAEWR, 50mg/kg/ BEET GPT @ EFH- L MIERRE O T 03580 H L7223, WL bIRIEIZ LV (B
BT HRWtEDELTH -T2,

F£7-. 25mg/kg/ B UL EORETRFIIRE OZELH RO,

(e RS R ¢ 12, 5mg/ke/ H)

3. P16

25, 50 TN 100mg/kg/ B % 13 R 0BG U725 R 100mg/kg/ B BED D EBNARE A 3 A B
=ms, RERIC X v R LTs,

(e KSR« 50mg/keg/ H)

2)BiEsEn

1.7 k%

5. 10, 30 &N 100mg/kg/ H % 52 WM A5 L= iR, 30mg/kg/ H LA EORET, #iSMERHME
RER L FIERIC, gy -7 a7 ) O T X OBEE#EE 0%k, 100mg/kg/ HRE CEIHFERED
HINER S ATz,

(e RIS B 10mg/kg/ H)

2. P19

25, 50 & T® 100mg/kg/ H % 52 ML 085 L7-fkE 5, dabEdrEatir & [FRkIC, 100mg/ke/ HRE
DYEBNTIEM: 35 X O @O R ERD B4 BT,

(e KRB R - 50mg/kg/ H)

(3) A JEFBR

1. SRR K OSEAR I 3 H-akiR 7

Z v M2 30, 100 K TF300mg/keg/ H Z ik 45 L7ofE R, BB O 2R RE K O IRGE~ D%
FOTROARTHRD RS ST, Eio, BIROAFHEROREIKH LT HIT 5 BEIER
DO T,

2. WEAF O B TR A -k 77

Z > MZ 30, 100 & TF 300mg/kg/ H A #% I #¢5- L7-#5R, 300mg/kg/ B #E T Fy B DR EH D &
SRUCHED (IR b, LinL, DFROMET bERILRED bT, F e
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FOEFME, BE. BEEOAEHEICET IR bNd o7,

U2 6,25, 12.5, 25, 50 KN 100mg/kg/ H A% MG L7 fE R, FHATIZIGNME #~D

RIS EEXONAEBEEDRED M OEFNE Lo 7o, IRIROEAFEITFED bt

Mol

&Eﬁﬁ&wﬁﬁﬁﬁﬁﬁ%m

Z > MZ 30, 100 K& TN 300mg/kg/ B Z#% M #5- L7=fE R, 100mg/kg/ H LA_EORETHEYRHIR D%

W&LE@ D BT, “%Kuiuﬁ#okoﬂmiﬁwifé FE. FELOVERRE
IH B BT bR o To, EIC B BIROFRE FEZIT b HEEITE O bhienroT,

4) Z DD EH%EHE

(1) Prlmp o299

FLEY M, SUARRUYFERNTRF LR, AT 7o LTREEAR LA S
Toa A7 a U U AZHUREMERGR O AL, DF ) v T T L ORI HE AR RO
HID LT, v AT rXY oz BRIZEGURE (EREVER L ONEBOE SR M) 1372
Mmolo, oo b MRILEKERE S — A X OS2 Bt b S 2 ER RO b igino iz,

(2) 8 B 77O

M & WA IR 28RS R . SRR R ERBERER, T ¥ A =— AN LR ¥ — Ol
Z AW T e R BLE FRER K OV~ 7 A & W T2/ G ER (in vive) TIZW TN EEMETH - 72,

(3) EXEiEA% 77)

HA B BFELE ™ 3 (2xF LT, 50 O 200mg/kg/ H (R H) 22 5 TNT 12. XU 50mg/kg/ A (FHE)
. ThZhn 7 A& G L7ofER, WInoREHTH . AHIOB I3 2 B 2R
DHIENoT,

(4) BA#ME ™

W B M ORED T v b (30, 100, 200, 300 & 5N 1, 000mg/ke/ H) F7213 4 X (2.5, 5,
10, 20 & 2\ Mid 40mg/kg/ H)(C 7 ARFEERE D85 LR, 7y FEOAY X E B EEOx )
B SRPLEA & Ak, BIETHERE BE T (BIETHE 12 KIR) 23380 B s, £ OZ biTii 0
B SNIHEEI L, BT v N TITRBD bR o7z,

(5) SRA\ B HE S 3RBR

BE Y MR G%, BIBRGICENRE A T2 & BERABENED b/,
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3. B TORRNENE
(1) u})ﬂli 79)-81)
nAT7aXt s 20mg/kg & BRI U7 REO Y EFRIT) N T A — &

INT A —K
) BHREE | Btk Thax Crax Tise AUC
(hr) (u g/mL) (hr) (pg-hr/mL)
T b.o. 6 0.25 5.30 2. 90 19.1
_ p. 0. 0.25 9.73 1.79 24.9
7 b iv. 5 — — 1.99 30. 1
=XV b o. 5 1.0 8.95 7.09 101. 2
Fo b p. 0 4 2.0 4,49 2. 86 33. 1

“Bioassay J% PHPLC i

(2) oo
1. H[EE S
Z v MIYC-m A7 a XY 20mg/kg & HEIRE Q&5 U 7-Br ORI E

Py AHAEPIREE (1 g eq. /g or mL, n=3)

0. 5hr lhr 2hr 6hr 12hr 24hr
ik 2. 80 2.69 1.56 0.55 0.28 0.03
iR 3.59 3. 47 1.98 0. 65 0.33 0.03
il 0.22 0.29 0.21 0.09 0.05 0.01
BE RS 3.12 3.26 2.24 0.70 0.43 N. D.
A Bk 0.26 0.23 0.26 0.19 0.15 N.D.
PRV 3.71 3.87 2.04 0.93 0. 40 N.D.
HH TR 3.88 4.67 2.86 0.90 0.59 0.02
e i 2.46 3.31 2.14 0.85 0.42 0.01
SN 2.18 2.43 1.70 0.41 0.34 N. D.
RE 3. 60 3.96 2. 50 1.06 0.57 0. 05
it 0.43 0.51 0.43 0.16 0.09 N. D.
i 3.10 3.37 2.04 0. 80 0.35 0.02
fii 3.01 3.00 1.80 0.67 0. 32 0.02
it 9.61 6. 98 4.61 1.72 1. 10 0. 06
i 4.01 4. 64 2.73 1.08 0.53 0.03
i 5.07 4.24 4. 43 1.11 0.58 0. 02
k= 3.03 3.32 1.98 0.72 0. 38 N.D.
= 10. 13 11.13 6. 85 2.74 1.58 0.10
55 b 2. 69 3.73 2.04 1.29 0.58 N. D.
AL RS 1.38 1.28 1.01 0. 66 0.27 N. D.
Hks 5% 1.89 2.12 1.54 1.57 0.25 0. 02
[EIRA 1.85 3.50 2.16 0.85 0.42 0.03
E=5) 0.79 1.20 1.57 1.18 0.56 0.03
s 3.55 3.89 2.94 1.47 0.84 N. D.
A 2.97 3.83 2.71 1.06 0.44 0.01
RE Wi 0.39 0.41 0.22 0. 09 0.05 0.02
i 1.83 2.26 1.76 0. 59 0.28 0.04
N.D. : BRHIBRSLLT (FOFATA Y b—T15)
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2. G-
Z oy M UC-v A7 a2 20mg/kg & 21 HEHERFHRR O 55 L 7= R RN R
P AEARNIREE (u g eq. /g or mL, n=3)
1hr ohr 24hr 168hr
1% 3. 60 0. 80 0. 20 0. 02
137 4. 30 1.01 0.23 0.01
Jiva 0.37 0.11 0.03 0.01
IR 5.15 1.07 0.19 N.D.
AR ER 0.52 0.21 0.13 N.D.
YIS 5.39 1.68 0.37 N. D.
TH R 7.25 1.80 0.26 0.03
i i 4.72 1.25 0.23 0. 02
SIPN 3.79 1.13 0. 30 N. D.
K& 4.52 2.05 0.94 0.47
it 0.92 0.22 0.07 N. D.
i 4.82 1.23 0.21 0.03
Jii 4. 38 1.10 0. 20 0.03
JiF 10. 22 2. 90 0.53 0. 04
i 6.19 1.75 0. 30 0.03
e 8. 00 2.06 0.32 0. 02
Elk=s 4.01 1.10 0.34 N.D.
=5 16. 47 3.72 0.74 0.10
B3 bt 5. 45 1.96 0.25 0.07
AL E A% 1.60 0.58 0.28 N. D.
SRiE S 2.36 0.78 0.11 0. 02
GIA 3.61 1.55 0.19 0. 02
E=5) 1.75 1.61 0.18 0. 02
HRE 4.63 1.24 0.57 0.15
i A 4. 05 1.43 0.16 0. 02
REWI 0. 56 0.31 0.13 0. 08
B & 3.35 0.78 0. 50 0.31
N.D. : FRHBRALLT (FVFTAY h—T15)
(3) #L38 *
By ﬁg’ﬁ/%f) Bl sopyn | 227 E M—?ﬂm%mt
(i) | X i | @y | M| WV AV
Z v kY 20 4 | iy 81.9 12.9 1.8 0.5 1.4
(p.o.) 4 | JR 91.8 5.7 0.7 0.7 1.1
4 | # 95. 1 1.0 0.8 1.4 1.7
5 | fByF 21.9 63. 1 3.1 3.7 4.9
A4 XY 20 4 | iy 95.7 1.2 N. D. 1.1 1.5
(p.o.) 4 | JR 92. 4 2.1 0.6 2.7 1.5
4 | # 74.0 2.6 1.8 15.5 3.9
Lo 20 4 | R 96. 1 1.8 0.1 1.3 0.6
(p.o.) 4 | # 80. 9 9.0 3.5 2.9 3.8
DELEURER & IE Thr (Tey) « f1E 0-24hr NS OFT AV =Tk
“HPLC £ N.D. : FRHBRAR (0. 05%) AT
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(4) Bt

AT m XY s B U2 RO JRIE P PR

b & o e
EL7) (mg/kg) ” (B HEIZxd 5 %)
(B G- 1%) JR £ E
Fv h? 20 (p. 0.) 6 75.8 22.5 98. 2
20(i.v.) 3 76.5 21.2 97.7
AR 20 (p. 0.) 3 64. 1 29.2 93.3
5(p.o.) 3 65. 3 29. 6 94.9
5(i.v.) 3 66. 3 31.7 98.0
B 20 (p. o.) 4 63. 4 5.6 68.9
VZOFT AV h—TE YHPLC ik

)ELEREER - 7 > b. A X1Z 0-168hr, H /L% 0-96hr

(5) 2 DAt
MR L
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X, REWEDEE. 2%, RKRFICHTHIE
1. AR E o (AR

B : 3 4

2. Rk - REEH
SRR

3. FAEREWLEDEE

L7 281

R —EEOMGEIZLVEHTL L

4. X

ESE S e

AR

5. @

d+
<

SLA > Hh THIL 100mg)
100 # 7 &v [10 B 7+&/ (PTP) X10]
500 & 7V [10 17 &/L (PTP) X50]
(N7 &g 200mg)
100 #& [10 $2 (PTP) Xx10]

6. F—m5 - AHE
() —pi5y 5)

(7]

I S

Y L

V7 a XY (AR IE 7))

Fr7adxt s (B =3HEn)

a7 u kY UERRE (S I VEERIEDN)

NAZ a3 NI VEREKF) (T 4 7 ) ARBEARISH, B LA VAE
L7 E )

VAR 7 a4 Lok (B — =33

Y T7a%Y o Meiji Seika 7 7 L)

N7 m XY AR (EE7 AV A EILbT, Bl =2250K)
EF T T m R R (N1 V)

ANVERIT L ) XY LK) (B L7 A V& Lk, KIERE)
vETaFx LK (B =4k RIFREEK)
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7. ERREFAR
1989 426 H 2 H

8. HWERTARBEABRUVERRES
INLA 2 H TEIL 100mg
AGRAEHH 1199041 A 23 H
KR8 5 1 20200AMZ00099000]
INL A V8% 200mg
AFEAH 199548 H 1 H
(KFRE B+ 20700AMZ00577000]

9. FEMEZEWRSFEAR
INLA A THE)L 100mg : 1990 44 H 20 A
INL A > 200mg: 1995412 H 1 H

10. %heE - REM. Bk - AEXFENEFOFABRVZTORE
PACRPrA

1. BEEHE. BIMER#RRLAKREABRVZTOAS
[FRARE R
1998 4£ 3 H 12 BAHEARERZEREBIC LV IRFES 14 58 2 HEA 5 KBS H H)
DNWTHITHEEY LW LB ST,
[P AT 2R
2004 £ 9 7 30 AAHEATEE ER LR REM IV & b,

12. BREHM
1990 4F 1 H 23 H~1996 4 1 H 22 H (}&7T)

13. REIBEDAIE
ARFNEIFRL 20 45 3 A 19 AFHEAFBES/RE 97 5. 8 10. 2T GBI BRI STy
HIESEMITEY Lewy,
(V-2. ZhRE XTI B3 5 1EE ) DHES
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14, BERBEEEALNBEOEERI— K
LA 5 B8 AT
. o ARIESE S = — ] ) Lt B
1754, YIS P 3 e HOT (9K7) &®E | o
e (YJ=—F) VAT B R
N gt
R 6241009M1027 6241009M1027 111400304 616290170
71 7 1100mg
N F v
" 6241009F1028 6241009F1028 111399004 610407158
$£200mg
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XI.

1.
1)
2)
3)
4)
5)
6)
7)
8)
9)
10)
11)
12)
13)
14)
15)
16)
17)
18)
19)
20)
21)
22)
23)
24)
25)
26)
27)
28)
29)
30)
31)
32)
33)
34)

3k
51 A ek

AT BB R - RS
RIS ARIEIE D
REVEIR—I3) ¢
P e RIRERIED
SR HRERIED

ISTEEE ES/R

RERILZIED
RERILZIED
BHARBE—IED
A HERIED
FIRTIE =13F 5>
RIl B ARIE I E D
R

AR E )
FENERE ¢ ERIR
R EEED

[EESaEWI ES/A
EQ/RNS
TNBEERTE A
BEH fEIED
1D
TNEREARTE D
IR 55 —1F D>
PR ARIED
=MFHAIED
R F1ED
WA IE D
EfE BED
AILECZ1ED
TEJ IR ENED
AKH JBIED
FIRE S SRS/ NI
TARFTNIED
EIRERIED

TR RIE—1

T4 R AE —

Vi H UL R A

Chemotherapy.

JERGUIE "7

HEa L gE
BN/ SPRES
H A bk

Chemotherapy.
47 BB RR D IR Moy A

Chemotherapy. 1988 ; 36

Chemotherapy.

Chemotherapy.
.
R SRR
Chemotherapy.
1989 ; 37 (5)
Chemotherapy.
The Japanese Journal of Antibiotics
Fh. 1989 ; 63 (6)
Chemotherapy.
. 1989 ; 35

1988 ;36

Chemotherapy.
Chemotherapy.
Chemotherapy.

Chemotherapy.
Chemotherapy.
Chemotherapy.
Chemotherapy.
Chemotherapy.
Chemotherapy.
Chemotherapy.

RSOSSN RS OIS S TR AN G/ ST

1989 ; 37(6), 776-795
1988 ; 50(6), 2173-2190
1988 ; 7(2), 92-111
1989 ; 37 (4) : 482-503
: 616-645
1989 ; 37 (3) : 336-362
: 606-622
1989 ; 37 (7) : 969-1005
(S-1) :434-457
1995 ; 43 (12)
1996 ; 44 (1)
(5-2) :1-24
CKFREA R -
(S-2) :25-35
1988 ; 36 (S-2) :57-74
1988 ; 36 (S-2) :93-98
1988 ; 36 (S-2) : 75-86
1988 ; 36(S-2), 25

1988 ; 36(s-2), 93

1988 ; 36(S-2), 75

1988 ; 36(S-2), 99-111
1988 ; 36(S-2), 57-74
1988 ; 36(S-2), 112-119
1988 ; 36 (S—2), 36-56
1988 ; 36(S-2), 201-239

;F'ﬁnu_, .

l:hL .

:1110-1117
1 15-18

1990. 1. 23,

Chemotherapy. 1988 ; 36 (S-2), 240-250

Chemotherapy.

Chemotherapy.
Chemotherapy.
Chemotherapy.

Chemotherapy.
Chemotherapy.

1988 ; 36(S-2), 647

1988 ; 36 (S-2) :803-825
1988 ; 36 (S-2), 151-173
1988 ; 36(S-2), 256264
1988 ; 36 (S-2), 251-255
1988 ; 36 (S-2), 1239-1250
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1989 ; 42 (4)

: 1025-1050
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35)
36)
37)
38)
39)
40)
41)
42)
43)
44)
45)
46)
47)
48)
49)
50)
51)
52)
53)
54)
55)
56)
57)
58)
59)
60)
61)
62)
63)
64)
65)
66)
67)
68)

KA BIED)

EHZEHIEN
SERE I EQIN

IR BIED -
TR BEIED

UNENECINESR
IR B IRIE D

AR BLIED
R FEEIE

EIES RN
KHEEIEN

HRE BEIEH

HIAR R RIE 2

FhE BED

FEBE & IR

1988 ; 22(8), 2421~2425

- LRk L GPR. 1988 ; 22(18), 6481 ~6484

: Chemotherapy.
Chemotherapy.
Chemotherapy.
: Chemotherapy.
D WAR AR AL,
H A 5.
Chemotherapy.
: Chemotherapy.
: Chemotherapy.
Chemotherapy.
: Chemotherapy.
Chemotherapy.

1988 ; 36 (S-2), 745-762
1988 ; 36 (S-2), 774-783
1988 ; 36(S-2), 1280-1288
1988 ; 36(S-2), 1296-1302

1988 ; 35, 551~556
1988 ; 57(5), 381~399
1988 ; 36 (S-2), 1092-1098

1988 ; 36(S-2), 1099-1103

1988 ; 36 (S-2), 1336-1340
1988 ; 36 (S-2), 1388-1401

1988 ; 36 (S—2), 1365-1370
1988 ; 36 (S-2), 195-200

JNHIEMIE2)> © Chemotherapy. 1988 ; 36(S-2), 513-526
JEAE T S8 SR 2 ik - RS AR R R (No. 120) (1993)

Sieb JP. : Neurology. 1998 ; 50 (3)

: 804-807

WHESLHIZ D> : Chemotherapy. 1988 ; 36 (S-2), 411-421
HEELIIED « B AR IRAF 727, 1988 5 14(1), 41-49
Lee,C.-C. et al. : JAMA Intern.Med. 2015 ; 175(11), 1839-1847
Daneman, N. et al. : BMJ Open. 2015 ; 5(11), e010077

et al. : BMJ. 2018 ; 360, k678

Lee,C.-C. et al. : J.Am. Coll.Cardiol. 2018 ; 72(12), 1369-1378
LeMaire, S.A. et al. : JAMA Surg. 2018 ; 153(9), 181804

Pasternak, B.

JEAEAE I R g R
Klecak G, et al. : J Photochem Photobiol B. 1997 ; 37 (3)

it Bl VR F A% 3 No. 120

m]ujiE)

1993 : 24
1 174-181

FRINZZ Z1FEND> : Chemotherapy. 1988 ; 36 (S-2), 265-283
FHE ®1F)> : Chemotherapy. 1988 ; 36 (S-2), 284-299

HIAHF—1F 2

: Chemotherapy.

1988 ; 36 (S-2), 300-324

FARETITIED> : Chemotherapy. 1988 ; 36 (S-2), 338-342
BPAF 2 1E 75> : Chemotherapy. 1988 ; 36 (S-2), 343-370
Robert J.Harling et al. : 3EFE {59, 1988 ; 16(8), 3139~316
AT 2 1E 75> : Chemotherapy. 1988 ; 36(S-2), 371-390

BPAHE Z1E 2>+ FEPAIE- TR R T

1988 ; 14(1), 1-21

69) BFAHEZIEDN ¢ FEPAE BTERIRBTZEER. 1988 ; 14(1), 23-39
71) J.M.Tesh et al. : The Japanese Jounal of Antiboptics. 1988 ; 41(10), 1341~1351
72) J.M.Tesh et al. : The Japanese Jounal of Antiboptics. 1988 ; 41(10), 1352~1369
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73)
74)
75)
76)
77)
78)

HERHEEFSIE D>« Chemotherapy. 1988 ; 36(S-2), 391-410

J.M. Tesh et al. : The Japanese Jounal of Antiboptics. 1988 ; 41(10), 1370~1384
FRIRF S —1F 7>
iA1= SRR
R R
INRSCEZIE D

Chemotherapy.
Chemotherapy.
Chemotherapy.
Chemotherapy.

1988 ; 36 (S-2), 422-427
1988 ; 36(S-2), 428-432
1988 ; 36(S-2), 433-438
1988 ; 36(S-2), 449-460

79)
80)
81)
82)
83)

T ®HFBIFEH
FIFF 95—1%7)> : Chemotherapy.
AKH JBIED 1988 ; 36 (S-2), 144-150
FRIFF 9% —1F /> : Chemotherapy. 1988 ; 36(S-2), 132-137
KM JRI1EH : Chemotherapy. 1988 ; 36 (S-2), 174-187

1988 ; 36 (S-2), 439-448
1988 ; 36 (S-2), 138-143

Chemotherapy.

Chemotherapy.

2. TOMDSEXR
BECHR 1) FENEEL : N U U BE 200mg Ffitg O 2 ENE
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XI. 3Z&H#

1. ELSETORTIRER
NEIZE TS FEFTRR

[E4 K[

2t 4 G.D Searle LLC

ARFe44 Maxaquin

AKEHEHH 199242 H 21 A

B K V& & | Maxaquin (lomefloxacin HC1) is supplied as a scored, filmcoated tablet containing
the equivalent of 400 mg of lomefloxacin base present as the hydrochloride. The
tablet is oval, white, and film—coated with “MAXAQUIN 400” debossed on one side and
scored on the other side.

HRE X 13 sh 5 INDICATIONS AND USAGE

Treatment:

Maxaquin (lomefloxacin HC1) film—coated tablets are indicated for the treatment of
adults with mild to moderate infections caused by susceptible strains of the
designated microorganisms in the conditions listed below:

LOWER RESPIRATORY TRACT

Acute Bacterial Exacerbation of Chronic Bronchitis caused by Haemophilus influenzae
or Moraxella catarrhalis.”

NOTE: MAXAQUIN IS NOT INDICATED FOR THE EMPIRIC TREATMENT OF ACUTE BACTERIAL
EXACERBATION OF CHRONIC BRONCHITIS WHEN IT IS PROBABLE THAT S PNEUMONIAE IS A
CAUSATIVE PATHOGEN. S PNEUMONTAE EXHIBITS IN VITRO RESISTANCE TO LOMEFLOXACIN, AND
THE SAFETY AND EFFICACY OF LOMEFLOXACIN IN THE TREATMENT OF PATIENTS WITH ACUTE
BACTERTAL EXACERBATION OF CHRONIC BRONCHITIS CAUSED BY S PNEUMONIAE HAVE NOT BEEN
DEMONSTRATED. IF LOMEFLOXACIN IS TO BE PRESCRIBED FOR GRAMSTAIN-GUIDED EMPIRIC
THERAPY OF ACUTE BACTERIAL EXACERBATION OF CHRONIC BRONCHITIS, IT SHOULD BE USED
ONLY IF SPUTUM GRAM STAIN DEMONSTRATES AN ADEQUATE QUALITY OF SPECIMEN (> 25
PMNs/LPF) AND THERE IS BOTH A PREDOMINANCE OF GRAM-NEGATIVE MICROORGANISMS AND NOT
A PREDOMINANCE OF GRAM-POSITIVE MICROORGANISMS

URINARY TRACT

Uncomplicated Urinary Tract Infections (cystitis) caused by Escherichia coli,
Klebsiella pneumoniae, Proteus mirabilis, or Staphylococcus saprophyticus
Complicated Urinary Tract Infections caused by FZscherichia coli, Klebsiella
pneumoniae, Proteus mirabilis, Pseudomonas aeruginosa, Citrobacter diversus,” or

Enterobacter cloacae.”

NOTE: In clinical trials with patients experiencing complicated urinary tract
infections (UTIs) due to P aeruginosa, 12 of 16 patients had the microorganism
eradicated from the urine after therapy with lomefloxacin. None of the patients had
concomitant bacteremia. Serum levels of lomefloxacin do not reliably exceed the MIC
of Pseudomonas isolates. THE SAFETY AND EFFICACY OF LOMEFLOXACIN IN TREATING
PATIENTS WITH PSEUDOMONAS BACTEREMIA HAVE NOT BEEN ESTABLISHED.

*Although treatment of infections due to this microorganism in this organ system
demonstrated a clinically acceptable overall outcome, efficacy was studied in fewer
than 10 infections

Appropriate culture and susceptibility tests should be performed before
antimicrobial treatment in order to isolate and identify microorganisms causing
infection and to determine their susceptibility to lomefloxacin. In patients with
UTIs, therapy with Maxaquin film—coated tablets may be initiated before results of
these tests are known; once these results become available, appropriate therapy
should be continued. In patients with an acute bacterial exacerbation of chronic
bronchitis, therapy should not be started empirically with lomefloxacin when there
is a probability the causative pathogen is S pneumoniae.

Beta—lactamase production should have no effect on lomefloxacin activity
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Prevention/prophylaxis:
Maxaquin is indicated preoperatively for the prevention of infection in the
following situations:
» Transrectal prostate biopsy: to reduce the incidence of urinary tract infection,
in the early and late postoperative periods (3—5 days and 3—4 weeks postsurgery).
» Transurethral surgical procedures: to reduce the incidence of urinary tract
infection in the early postoperative period (3-5 days postsurgery).
Efficacy in decreasing the incidence of infections other than urinary tract
infection has not been established. Maxaquin, like all drugs for prophylaxis of
transurethral surgical procedures, usually should not be used in minor urologic
procedures for which prophylaxis is not indicated (eg, simple cystoscopy or
retrograde pyelography).
To reduce the development of drug-resistant bacteria and maintain the effectiveness
of Maxaquin and other antibacterial drugs, Maxaquin should be used only to treat
or prevent infections that are proven or strongly suspected to be caused by
susceptible bacteria. When culture and susceptibility information are available
they should be considered in selecting or modifying antibacterial therapy. In the
absence of such data, local epidemiology and susceptibility patterns may contribute
to the empiric selection of therapy

MELOHE

DOSAGE AND ADMINISTRATION

Maxaquin (lomefloxacin HC1) may be taken without regard to meals. Sucralfate and
antacids containing magnesium or  aluminum, or Videx® (didanosine),
chewable/buffered tablets or the pediatric powder for oral solution should not be
taken within 4 hours before or 2 hours after taking lomefloxacin. Risk of reaction
to solar UVA 1ight may be reduced by taking Maxaquin at least 12 hours before exposure
to the sun (eg, in the evening)

See Indications and Usage for information on appropriate pathogens and patient
populations.
Treatment:
Patients with normal renal function:' The recommended daily dose of Maxaquin is
described in the following chart:

Infection Unit Dose Frequency Duration | Daily Dose

Acute bacterial | 400 mg qd 10 days 400 mg
exacerbation of
chronic
bronchitis
Uncomplicated 400 mg qd 3 days 400 mg
cystitis in
females caused by
E coli
Uncomplicated 400 mg qd 10 days 400 mg
cystitis caused

by K pneumoniae,
P mirabilis, or S
Saprophyticus

Complicated UTI | 400 mg qd 14 days 400 mg

Elderly patients.: No dosage adjustment is needed for elderly patients with normal
renal function (C1Cr > 40 mL/min/ 1.73 m®).

Patients with impaired renal function: Lomefloxacin is primarily eliminated by renal
excretion. (See Clinical Pharmacology.) Modification of dosage is recommended in
patients with renal dysfunction. In patients with a creatinine clearance > 10
mL/min/1. 73 m2 but < 40 mL/min/1. 73 m2, the recommended dosage is an initial loading
dose of 400 mg followed by daily maintenance doses of 200 mg (1/2 tablet) once daily
for the duration of treatment. It is suggested that serial determinations of
lomefloxacin levels be performed to determine any necessary alteration in the
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appropriate next dosing interval.

If only the serum creatinine is known, the following formula may be used to estimate
creatinine clearance.
(weight in kg) X (140-age)
(72) X serum creatine (mg/dL)

Women: (0.85) X (calculated value for men)
Dialysis patients: Hemodialysis removes only a negligible amount of lomefloxacin
(3% in 4 hours). Hemodialysis patients should receive an initial loading dose of
400 mg followed by daily maintenance doses of 200 mg (1/2 tablet) once daily for
the duration of treatment.

Men:

Patients with cirrhosis: Cirrhosis does not reduce the nonrenal clearance of
lomefloxacin. The need for a dosage reduction in this population should be based
on the degree of renal function of the patient and on the plasma concentrations
Prevention/prophylaxis:

The recommended dose of Maxaquin is described in the following chart:

Procedure Dose Oral Administration
Transrectal prostate 400 mg 1-6 hours prior to
biopsy single dose procedure
Transurethral surgical 400 mg 2—6 hours prior to
procedures® single dose procedure

*When preoperative prophylaxis is considered appropriate.

AKFRIZF T % 2h6E

(200541 H)

TR EROCHEIZUTO LY TH Y HMEOAGRIRIL & 1382 D,

[EN D AGBNE O CTARANZFEHT D &,

4. MEERITHHE
GRS EE)

AADO0FYLVICREDT FOKER. LUYHRER. MXHRE. BXERE. K&, €57
'3 (T3oNAF) - hHE5—UR, KBE. FFE. YILERIRE. P bANIE2—R.
JLIPISER. IOTANYA—RB. 5 F7R. FATORE. ELART - ELAH=—,
TOETULTRER. AVILIUYHE, RRBE. 7TOR MV E—R, ArEONI LR,
RTILR LT ravhRRE

CGERED

REMEEREIE., REMRBEREAE. ) /NE - 1) D ET%., hﬁk&r~%ﬁ HIER U

FMRIFOZRZRE., R, IFEARERES. B8k, Hfik. &t

SEX K., K. MRS,

EHMERIRED ZREE, Ehtx. BEBERX. AILRELX (BMHE. E‘{’l‘f‘&‘r) PRIE %, B
HRE2. NIL R VIRK, FEARE, FEMESRRK. BERE. REX. ZHE. BRARR
AEX (AREEZST). fHEHX, BI2FEL. WEAEBX. EZTEAFKX. BL

6. RAIERURAE

W R ACIIE A 7 et L LT 1 E 100~200mg 2 1 H 2~3 B O 545, 7ok,
JRYIE OFEFE N OVEIRIZ £ 0 i BHER T 5,
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2. BB T HEERZIEFR

(DIERICBE T iBsMEHR CRERMXE)

AR 2SR ORFEDE e AT 2 8EICHETLEE 9.6 1355, 9.6 RELWF DOHED
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i AR
KEGT S Pregnancy:
(200541 H) Reproductive function studies have been performed in rats at doses up to 8 times

the recommended human dose based on mg/m2 (34 times the recommended human dose
based on mg/kg), and no impaired fertility or harm to the fetus was reported due
to lomefloxacin. Increased incidence of fetal loss in monkeys has been observed
at approximately 3 to 6 times the recommended human dose based on mg/m* (6 to 12
times the recommended human dose based on mg/kg). No teratogenicity has been
observed in rats and monkeys at up to 16 times the recommended human dose exposure.
In the rabbit, maternal toxicity and associated fetotoxicity, decreased placental
weight, and variations of the coccygeal vertebrae occurred at doses 2 times the
recommended human exposure based on mg/m2. There are, however, no adequate and
well-controlled studies in pregnant women. Lomefloxacin should be used during
pregnancy only if the potential benefit justifies the potential risk to the fetus.
Nursing mothers:

It is not known whether lomefloxacin is excreted in human milk. However, it is known
that other drugs of this class are excreted in human milk and that lomefloxacin
is excreted in the milk of lactating rats. Because of the potential for serious
adverse reactions from lomefloxacin in nursing infants, a decision should be made

whether to discontinue nursing or to discontinue the drug, taking into account the

importance of the drug to the mother.
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i A
KEGAS SCE Pediatric use:
(2005415 1 ﬂ) The safety and effectiveness of lomefloxacin in pediatric patients and

adolescents less than 18 years of age have not been established. Lomefloxacin

causes arthropathy in juvenile animals of several species.
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