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RERE 21T o 70 OUMKESE—NRARBERROEES B 2B 242801280+ 5
TMFX O &/ E R 1k % B (MIC) % ciprofloxacin(CPFX), ofloxacin(OFLX), enoxacin(ENX)
EAEBEL LTHIE L. TMFXOHE NN, 75 AWM ERE B & UAcinetobacter cal-
coaceticus TIXCPFX & 12 IXFE%ET, ALV H#ED, 77 AREBRIZOWTIE, CPFXIC
£5HDONDOFLX L ZIZFE%T, ENXL W o7z LAL, Proteus spp. TIEABIE S v 45
S5TWizo OBERBEABFSPUSDOWTTMFXDOWRIR, HEillbic B l¥d cimetidine D EEIZ D
WTHREF L72o Cimetidineff B (C TMFX O 15 % ML A iR BE B 72 5 I (Tmax) OB IS U212
e RRR P HEEROE T AR SN ch, FOMOEH I FARES & UR D HEILR K
ICREYROL 572, OReH, MRkLBREAOAHEMNIF, 2MREILRSF, 2t
SEXREBEGE LBEOESIEN LS, BHREX 46, MEFEORBLEIF), HYE
FERIGI, WHEAREBEMROEHHERN 15, BEbtKReH, MEMKRA1IGIB L OTHE) 3
E&1BIDET335IC, TMFX 1M150~300mg¥* 1 H2F 4:i33E, 2~37BMRZEOHKS L7,
ZOBARBFIIELIOB, HEh226l, RRFXh28, EMIFIT, ZOHHEILL6% TH
oTo MR SHEREAE DR KRB 16KIZD W TIL, Staphylococcus aureus B & U Pseudomonas
aeruginosa T 1RRUS D 144555, REBBYSEDERBEOMR T, P. aeruginosa 1RSI D8k
PRESN, BER & LT R& - BE - i, ok - A, 25885160
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EVF ANE L BRTEETH S,

TMFXiZ7 7 AGHHE, 77 ABMREB X UHEEH
B LI LCIRLWRE AR M VERL, kD
/U REOFETH - HRIKE, v( 275X
R, 77307, DB &I LTHEVEEIEM
PELTWAR, —F JO#E54C L ) B i
PRON, Lib Ml g AR <, M
BIMOREROF /0o RELFBICRIFCH L L]
EENTWRY, 7, ¥/ 0 REORERCHE
CRBPREERICE LT, BWERTIIEMTH
A% X THEN, KHBIREE N ICELEDOTEHS,
TOBRGE RIS HE SN D,

DIDIIITMPX DR M BERR 1384 B i M %
WEFHE & 12, TMFXDBIL - HEflEiZ D v C
cimetidineBf i I ) M B RERI MR B % 4T - 720 S BIC

AR RIS & ERYE (T 5 TMFX O F B % #RE
L7zDTHRET 5,
I. BB LUHE
1. BRERSTBEMRIIXTT BB HHE
T REE— AR A BT EE B3RO LR 5 bR
5, £& LTIBM634ESA D HFM2%E2H T TORMIC
53 B & N7z Staphylococcus aureus 29 ¥R, Enterococcus
faecalis 23¥K, Escherichia coli 284K, Citrobacter freun-
dii 27 %R, Klebsiella pmeumoniae 28 ¥k, Enterobacter
cloacae 17 ¥R, Enterobacter aerogenes 12 ¥k, Serratia
marcescens TRK, Proteus vulgaris 16%K, Proteus mirabi-
lis 138k, Pseudomonas aeruginosa 278k, Acinetobacter
calcoaceticus 154RIZDWT, AFR(LEREFLSIERE
IZHE L CTMPX D &R/ REH FIEBEMIC) % fIE L,
[AIFIC I SE L 7=ciprofloxacin(CPFX), ofloxacin(OFLX),
enoxacin(ENX) DMIC & BIRE L7, & B, HER
b & L TMueller-Hinton K EF#(BBL) 2 FV>, 5
WG 74 3 R C— R L -

‘812 BETREEMA 11
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b DR WE A RER CL00M IS AL THW .
2. TMFXHRI & Ocimetidineff ARG D3RI BRE
EWDT23 ~ 447 (F1933.88), HEAH*58 ~ 70kg(F
¥62.6kg) DRMEM AT F58122VWT, TMFXDWE
IR+ BEE S B i 3 cimetidine D B W & R L 720
TMFX B 51, HIA305F # I TMFX 300mg %
EO®KE L, &5, #&505, 1, 15, 2, 3, 4, 6,
8, 10, 12M#ICHRILL, ®BERE L 720 b Ll % 53 #E
L7zo FREICHE-BT, 52, 4, 6, 8, 10, 12KH
BICEREPRLES ¢, TOREENET S L LI,
FO—MERWM L. hboMikds L VRIETMFX
WBEN B M £ T—20CISRIFL 720 —75, cimetidine
PER 5L, FAM305Ccimetidine 200mg % &0
5 L, Z0O%IITMPXEMIE 5L FA#MORE, R
B L CRRET o720 %8, 5% % TMFXEMIRS
SATH & cimetidineff A EATH D2 7 V— T3
cross overiZICTEM L, &HRERDMEIZ3HAM DKIE
HE % B2, A B L PRPOTMFXIREDHlIE I,
FR 370 B3 A W BF 28 7 12 38 V> THPLCEE B & U'Bioassay
HEIZTIT -7 ,
EBHFK T X -5 DEBIZUTO®EY & L1z,
B L7 8 BE(Cmax) B & M2 DFIEE M (Tmax) 125
AEDRAMEE AV /2o HEERM(T, )R EO
[ i BE OO X Bl % AR R L CIHER BB (Ke) 2 5K
B, TNETROKICTRDA, MiFEFIRE - Feriih
MTHEBAUCIIEMSNI-ER T TIIEBETK
B, THUEOEREESMEE(AUCS) 1@ Ic &0
EHEW U7z, RPPEIBRIC BT 5 HELER L 16
824 7= 1) O BR AP B3 B (mg/h) % R PR B 8] 00 7 B S0
Fx%7ay L, ZOGERL Y)RD1, EIREERA
R HEH B (o) DHEEMEIZAUC. DA L FHEIC i
LRHTHEL Tk, B2 U752 Z(CLnIR@R
X YRD, MiFPEES L CRPHEERE X h EH
L7289 2 =22 L, MBREICE ) TMFXES
¥ 5.5 & cimetidineff FIRF D E % HESHERICHRET L 70
T1/2=0.693/Ke++++++- )
AUCw=AUCt+Ct/Ke+++++- @
Clr=FEo/AUCco*****+* @
AUCt : JlERERE () E TDAUC
Ct : BRIE B o i iR
3. BRIRMA Bt OWRE
FEH2E1A D SFERIFEIA T TITAMKEE—H
BESTLARBIUARBRED) BT, RHRBA
BIMOFEAE S N-Mikedl, MikeBEREOEH
FEBILE, BEREIRH, SHREIREEREL
ERBEOEHER 1S, BEREXZ L4, WEED?2

RuGFe 1B, WEMERDE Je360, MASEA & BEREA AR
BILBI, Jpltseehl, MEMERALIBIE L UBEEY v ¢
#i % 18I DEF33BUCTMFX 2 OS5 L, 0y
BB LUReMEBI L7,

TMFXD#5- 813 1E1150~300mg% 1 A2 % /:4135
RRIZPAR S 7o S HMILIRAIE LT3~14Rp
EL7eAS, 37THME CEELLER b b1, 17
MOMEREDPBIZ L 2w L E LT,

FRERZ R, BMEEROHSR, EABOHRSL
VHRREMOMR 2 12 & ) HE L0 Z0%i
A& LT, BEERKOEEL L b ICELRONE,
REBRMDOEEILIAONI-bDE[BERIL L, Hi
LVABBPICEMTH - b DER[ERIE LT, BE
FER DL BN H 6N T b RERKDEEIFTH0
D, BLIUBEEKDLENTITTLVLDE[%4
B3], EHICEBEEROUZECRERAD TR,
ANl bDE[ERIE LT,

BB RIERRADOHE L[ EHHEE] [HHS),
[BEAZE] [BEXRAID4EBETHEL, BRELHS
PICTE Lo 7GAERALIE Uiz, 2B, 58
WERT DR L ) EA0 8 S W fERIC, 5%ICER
DELEH L CERFEOEET X Lo A EEE
FlEHE L7,

BIERICB L Cid, BEORZ L (HE, BEE
ROFHLBELITH L L LI, MEFHRE, 0
ELFEMRE, RRER TR EHNICER
L, ZOBREOHBLELE L=

I. B #

1. ERRSBERRICHT 3 A HEEY

Table 1 2 & FR 43 8 #k (2 xF 3~ 5 TMFX, CPFX,
OFLX 3 & I'ENXOMICH A&, MICso, MICoofE¥
RL7,

1) 77 AGHERE

S. aureus 2319 B TMFXDOMIC 12 §XT1.56#¢/ml
LT, MICsod & UTMICoo fE 12 Z 1 #1020, 0.78
pg/ml e HBOSTREL ) 156 3BBERL TV E

faecalis\Z3xF LT id$~T3.13g/mEAT T, MCso?*
1.564g/mlT& Y, CPFX & V) 184 o 72#°0FLX&
D1BRE, ENX& h2BRRSER TV,

2) 75 ARMEHE ‘ 4

E. colilZ3$4 % TMFXDOMICIE < T0.394g/mlBT
T, MICs0/20.054g/mlBAF, MICeo#%0.104g/ml& %
N7-HiBEHT, CPFXE h 1BBE% > Tnieat, OFLX
L FRERE, ENX&L D 1BREENR T

E. cloacae {2 #f LT b TMFX ) MIC0#°0.20/ml £
BNTH Y, Kiebsiella pneumoniae, E. aérogenes -3
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Table 1. Antimicrobial activity of temafloxacin, ciprofloxacin, ofloxacin and enoxacin

Organism Drugs MIC (ug/mi)
(No. of strains) range MICq, MIC,,
Staphylococcus aureus temafloxacin 0.10~1.56 0.20 0.78
(29 ciprofloxacin 0.20~1.56 0.78 1.56
ofloxacin 0.39~3.13 0.78 1.56
enoxacin 0.78~12.5 1.56 6.25
Enterococcus faecalis temafloxacin 0.78~3.13 1.56 3.13
@3) ciprofloxacin 0.39~1.56 0.78 1.56
ofloxacin 1.56~3.13 3.13 3.13
enoxacin 3.13~25 6.25 12.5
Escherichia cols temafloxacin =0.05~0.39 =0.05 0.10
28) ciprofloxacin =0.05~0.20 =0.05 =0.05
ofloxacin =0.05~0.78 0.10 0.10
enoxacin 0.10~1.56 0.20 0.20
Kiebsiella pneumontae temafloxacin =0.05~0.78 0.10 0.78
(28) ciprofloxacin =0.05~0.78 =0.05 0.39
ofloxacin =0.05~1.56 0.20 0.78
enoxacin 0.10~6.25 0.39 3.13
Enterobacter cloacae temafloxacin =0.05~0.20 0.10 0.20
amn ciprofloxacin =0.05~0.10 =0.05 =0.05
ofloxacin =0.05~0.39 0.20 0.39
enoxacin 0.10~0.78 0.20 0.78
Enterobacter aerogenes temafloxacin =0.05~12.5 0.10 0.78
12) ciprofloxacin =0.05~6.25 =0.05 0.20
ofloxacin 0.10~12.5 0.20 1.56
enoxacin 0.20~50 0.20 1.56
Serratia marcescens temafloxacin 0.20~25 0.39 25
)] ciprofloxacin =0.05~6.25 0.10 6.25
ofloxacin 0.10~12.5 0.20 12.5
enoxacin 0.10~50 0.20 50
Proteus vulgaris temafloxacin 0.20~15.6 0.39 0.78
(16) ciprofloxacin =0.05~0.10 =0.05 =0.05
ofloxacin 0.10~0.39 0.20 0.39
enoxacin 0.10~0.39 0.20 0.39
Proteus mirabilis temafloxacin 0.20~3.13 0.78 3.13
(13) ciprofloxacin =0.05~0.39 =0.05 0.20
ofloxacin =0.05~1.56 0.20 0.78
enoxacin 0.10~3.13 0.20 1.56
Citrobacter freundii temafloxacin =0.05~12.5 0.39 3.13
@7 ciprofloxacin =0.05~1.56 0.10 0.39
ofloxacin =0.05~6.25 0.39 1.56
enoxacin 0.10~12.5 0.39 6.25
Pseudomonas aeruginosa’ temafloxacin 0.20~100< 0.78 100<
@7 ciprofloxacin =0.05~100 0.20 50
ofloxacin 0.20~100< 1.56 100
enoxacin 0.39~100< 1.56 100<
Acinetobacter calcoaceticus temafloxacin =0.05~0.39 0.20 0.39
(15) ciprofloxacin =0.05~0.39 0.20 0.39
ofloxacin =0.05~0.39 0.39 0.39

enoxacin 0.10~3.13 1.56 1.56
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L TMICoo#%0.78 #ug/ml T, CPFX& )1~ 2845 -
TWw/zA%, OFLX, ENX& D 1~2BRMER TV /2, £
72, P.vulgaris# & UP. mirabilis DOMICgq ld TMFXAf %
NEFN0.78, 3.13ug/mITdh o 72, BHLOWFH
&0 b 1~4BREH - Tz,
S. marcescens TIETMFXDMICI%0.2~25ug/ml, C.
freundii 120,05 ~ 12.5 ug/ml & WRIL & 47 L 722,
MICsotE V3" $0.784g/mITdH H, MICyo#A%3.13, 25
pg/mlC, CPFX, OFLX& D 1~3BWE 2 b DD,
ENXX h{EhTW/z,
7 R MR S 5 L RRARE DOP. aeruginosa | X}
L T IX MICs50 A%0.78 #g/ml T & - 7= A MICg I 100
pg/mlPL EC, CPFX & ) 2Bkl 45 - 724, OFLX,
ENX ¢ RE&EDMICE /R L7 LD L, A. calcoaceticus
WA LT3 XT039ug/m THREAEIL S 1,
MICgo#%0.39 4g/mI CCPFX & [ %, OFLX & b 18X,
ENX & h 2B RN /=MICk R L7,
2. TMFXHME & Ucimetidineff DI B HE
Fig. 1ICTMFX B 5.8 B X Ucimetidineft A% 5
BEDHPLCHEEIC & 1 fll € & M7= FIHTMPX ML 7 il BE
DRI I KB N FHRE %, Fig 21CFHTMFX
RepigrgE, RERPIEREES IR P IR % Fig.
S iE iR LR EE & ORRER L, &

¥, Bioassay#:Z & o THHPLCHEE & { ~FK L1k
AR LN,

FTMFXMK iR EHB & A5 L, TMFXEME
BN Tmax B & PCmax i £ NEN3.0L1.00B L1
2.45%0.441g/mlTH Y, —7, cimetidineftFrcit
ZFN¥N44109h 2.29%0.364g/mTho 1,
Tmax 22V TS H EE(p<0.05)2EH 5
Nz, CmaxiCZEBERROONL D512, 1))
I22WTid, TMFXHBMIX 5 B#05.62 1 0.45h, cime.
tidineff A T125.75+0.36h L HBERFADH LT,
F /2AUCICD W T b TMFX BMIIX 585 B X Ucimeti.
dineff A TIRZAHKDEERL, 0~ TEFAZR
23.68+3.264g + h/mlB & U°23.79£3.38g * h/ml
M ES-MICABEZIBD O 2D 572,

CDLEDRFHEME AL L, 12BMBHRIY
{5k, TMFXHMIEFHF51.9E£45%, cimetidineff
k456 +£2.9% LR RET LT, HEZE(p<0.05
BRDONI-L DD, FOMDRHPIHEIERY, Fk
RepHEiftRO~00), B2 )7 T R(0~12, 0~x)
& b TMFX B 5B & cimetidineff X 5 T3
R#DEERL, 0~oTHORERPHHES LUE
YT I A, TMFXEMIX5ET76.015.3%,
163.31+28.2ml/min., cimetidineffFEFT78.0+7.3%,

Mean +=SD (n=5)

3 ——&— Temafloxacin
@ - - =0~ - - Temafloxacin + cimetidine
24 -
g
g
g
g
g 1
g
Q
[7p]
0-0= T T T T T 1
0 2 4 6 8 10 12
Time after administration (h)
Tox Coax Tz AUCy AUCw
()] (ug/ml) (h) (eg'h/ml)  (ugh/ml)
Temafl in Mean 3.0 2.45 5.62 17.06 23.68
ematioxac +SD | 1.0 044 045 2.31 3.26
Temafloxacin Mean 4.4* 2.29 5.75 16.19 23.79
+cimetidine +SD 0.9 0.36 0.36 2.42 3.38
*p<0.05

Fig. 1. Serum concentration of temafloxacin and pharmacokinetic parameters (HPLC).
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1649 11.0m/min CHHKSMICHEZ RO oML HRIECICTMPXES MK %75 L7,

Potte LU, AIORBHEIEEE ORI & 01K RRERZDSR AL, X 5 33400 Fp 1 2l oD ks & A LT

LTV WBIEBIASIBID - 72 oad, HEABEHIIZD W THI L
3. ERHRAISE & EUFER 7o FEBIE 19K 5 86K E TOB T 144K T 198 T,
Table 2-1, 2-20CTMFX% M L7-33EBIDMKN  FHEMIISTINTH o700 T 7T D OEMERL %

Mean+SD (n=5)

~——&— Temafloxacin

5001 - - -O-- - Temafloxacin + cimetidine r 80
a S
] i s
5 400 60 &
S g
=] (=}
o Q
S 300 e
bl
§ 40 g
§ 200
Q ()
g 20 %
£ 100 El
o= _ =
g (]
0 == T T T T T 0
0 2 4 6 8 10 12
Time after administration (h)
Cumulative urinary Renal clearance
'lgﬁ/z recovery (% of dose) (ml/min)
)
0~12h 0~ o0 0~12h 0~
Temafloxacin Mean 6.30 51.9 76.0 154.9 163.3
+SD 0.64 4.5 5.3 28.8 28.2
Temafloxacin Mean 7.68 45.6* 78.0 143.6 164.9
+ cimetidine +SD 1.73 2.9 7.3 - 23.8 11.0

*
. p<0.05
Fig. 2. Urinary concentration, cumulative urinary recovery of temafloxacin and pharmacokinetic parameters (HPLC).

Temafloxacin Temafloxacin + cimetidine
4+ 30 49 30
~ MeantSD (n=5) = %\ Mean+SD (n=5) é\
E » £ &
3 3 g ® 34 %
[ =
§ 20 ® § 20 ®
=l 2 < 2
5 21 2 & 2
= ® O [
] H B 3}
& g 8§ %
Q O 3]
Q 10 © e E
£ ! 3 g £
& 5 @ =]
0-4 } 0
0 2 4 6 8 10 12 0 2 4 6 8 10 12
Time after administration (h) Time after administration (h)

Fig. 3. Serum concentration and urinary excretory rate of temafloxacin (HPLC).
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AT2500%L, HEMERLZ-TVWALDLDH
5720 TMFXD1EMA K X150~300mgT, 1H3E
BE5E#To 6Bl %R &, 1A2AIRHBIZGTHY,

1H3EHESHFIDS LO1HIBRADLADAT, o2
B3R G 2 EPTIT o720 £ TLHBESE /12300

~900mgTdh - 7:Hf, %< 13600mgTH 72, Tipy
MAMIMx2~37BMTH o720, $<i37~140p
THholze

TMFXDHREREIEBIICAL L, Bikorme
i, HR6H, RRHMIBIL, HHE b ONEh 1,

Table 2-1. Clinical results of cases treated with temafloxacin
Age Underlying Causative Dose of Clinical |Bacteriological
No. Sex Diagnosis . . . |temafloxacin Side effects
(yr) disease organism effect effect
(mg x days)
S. pneumontae
1 | 68 | F |pneumonia old TB (0.78) 300x2x10| good eradicated —
E. aerogenes
. primary . "
2 | 55 | M |pneumonia hypopituitarism S. pneumoniae |300x2x11| good eradicated -
. fever, chill,
3 [ 63 | M |pneumonia old TB not done 300x2x12| good unknown headache
. pulmonary H. influenzae .
4 [ 75 | M |pneumonia emphysema 0.10) 300x2x14| good eradicated -
5 | 67 | F |pneumonia DM, HT B '«;"gls’;"”m 300x2x18| good | eradicated -
. pulmonary 300 x 2 x 28
6 | 86 | F |pneumonia fibrosis normal flora 150 2 x 9 good unknown -
1) pneumonia . 1) H. influenzae 1) fair 1) unknown | vomiting,
T 70 F Doy cystitis depression 2) E. coli 800x2x2 | 5 oo0d | 2) unknown |epigastralgi
8 | 66 | F [acute bronchitis Sjoegren’s K. pneumoniae 200x2x4 |excellent| eradicated -
syndrome E. cloacae
9 | 41 | F [acute bronchitis |SLE S. (gu;;?s 300x2x5 |excellent| eradicated -
10 | 64 | F |acute bronchitis auto@wme H. influenzae 200x2x7 good eradicated -
hepatitis
polyarthritis,
11 | 62 | F |acute bronchitis |aortic regurgita- |not done 300x2x7 |excellent| unknown —
tion
12 | 22 | F |acute bronchitis — H.((;n({g;enzae 300x3x11}| good eradicated -
300x2x7
13 | 72 | M |acute bronchitis |DM, HT normal flora 300x3x2 good unknown -
300x2 x4
14 | 66 | F |acute bronchitis hypothyroidism normal flora 150x3x21| good unknown -
bronchial asthma
15 | 74 | M |acute bronchitis malignant Acinetobacter sp. |300 x2x25| poor unknown -
lymphoma
1) acute bronchitis .
. . 1) P. aeruginosa 1) poor | 1) unknown _
16 | 70 | M |2) infected decubi- | CVA 2) P. aeruginosa 300x2x4 2) poor | 2) unknown

tus ulcer

TB: tuberculosis

CVA: cerebral vascular accident

DM: diabetes mellitus

HT: hypertension

* (): MIC of temafloxacin (Inoculum size: 10° cell/ml)

SLE: systemic lupus erythematosus
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Table 2-2. Clinical results of cases treated with temafloxacin
el Underlying Causative Dose Of. Clinical |Bacteriological | .
N Age Sex Diagnosis - .« |temafloxacin Side effects
o) disease organism effect effect
; (mg x days)
—1‘7— 65 | M | chronic bronchitis | pulm. fibrosis, RA|normal flora 150 x 2 x 21 good unknown -
F 59 | M {chronic bronchitis | bronchiectasis P. aeruginosa {150x2x 25| good eradicated -
—17 78 | F |chronic bronchitis | RA P. aeruginosa |300x2x 18| good persisted -
S. aureus
20 | 67 | F |chronic bronchitis |lung cancer X. maltophilia 300 x 2 x 25 good eradicated -
0.78)
pulm, infarction  |primary pulm., . . . _
21123 | F with infection hypertension H. influenzae |300x2x 7 good eradicated
22 | 21 | M |acute pharyngitis |labial herpes . (r(z)ulr g;‘s 300x2x8 good decreased —
23| 20 | M |acute pharyngitis — normal flora 300x2x14 good unknown —
1) acute pharyngitis . 1) not done 150x3x1 |1) good 1) unknown _
%59 F 2) cystitis depression 2) E. coli 300 x 2 x3 |2) excellent |2) eradicated
25121 | F |acute laryngitis — S. aureus 200x2x10 good unknown —
e DM E. coli .
26|66 | F |cystitis duodenal ulcer E. faecalis 200x2x5 | excellent eradicated —
. HT, DM . 300x2 x4 . general
27|58 | F |cystitis angina pectoris E. coli 150 x3x 7 excellent eradicated fatigue
28 |66 | F |cystitis tg’?‘nchms f,l'Rcsz 300x2x5 | excellent eradicated —
liver cirrhosis
29 | 66 | M |cystitis hepatoma S. aureus ?gg :; z ; excellent eradicated —
BPH
DM with
30 [ 70 [ M |cystitis diabetic P. aeruginosa |150 x 3 x 14 fair decreased —
neuropathy
liver cirrhosis
3166 | M |cystitis hepatoma E. coli 800x2x10\ 04 | eradicated -
BPH 200x2x8
RI19|F acute .. — not done 300x2x3 | excellent unknown -
lymphadenitis
33|66 | M |acute colitis :l);po—. emia S. flexneri 300x2x6 good eradicated —

RA: rheumatoid arthritis

DM: diabetes mellitus

HT: hypertension

*{): MIC of temafloxacin (Inoculum size: 10° cell/ml)

SURELROBICIa, E5H36, ARG, EH26
CEWBINS , BUREX RIS L OUHEZED?2
KBS TN OAHTH - 770 IHGH R B L O
BRAPIETEM T 3B EBITH b , R 2K
RERUD 2551 T DHHEIL88.0% T - 776
Bt A8 it E3h56, BHEh2B, LA L
B BRGNS o 10 TERY A ERO BN E
W, MEEFROLBILES, BEOLIIEDTH

-7,

BPH: benign prostatic hypertrophy

272 TMFXERBIEHRTOEMNEII86.1% Th -7,
MRFRZIRE, WPRBEGEORRE L LT
SNFEBDIB X 7-S. aureus 34K, Streptococcus pneumo-
niae 28K, K. pneumoniae 1%K, Haemophilus nfluenzae
58k, E.cloacae 1%k, E.aerogenes 1%k, P. aeruginosa 2
t, B L U'Xanthomonas maltophilial Bk D 164k+, 1H
BHRDS. aureus 1AW, BUHREILRDP. aerugi-
nosa 1RO ETH o 724, D 14kIZBRE S 7=,
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IhHDRRED ) LMICTETHE T - Zkicon
TAhBE, BRE &N 7H influenzae 1% 0.05 ~0.10
pg/ml, S. pneumoniae 13 0.78 ug/ml, S. aureus %0.39
pug/mlTH Y, MAICE LT 5728 aureus 120.10
pg/mlE, WITFRHMICIE/NSWHTH o 72, B %
DI RMS. aureus 18K, methicillin-resistant S. aureus
(MRSA)1#, E.coli 58, E. faecalis 1¥, P. aerugino-
sa 1BRDIFRICDWTIL, P. aeruginosa 1¥ARA T,

FDOMOSRITZTIRE & v/, MBMEFRADERE

DShigella flemen iXBRE S 1, I L - BRORLH
DP. aeruginosa A RETH o120 M ERBTORER
1385.2% Td - 720

VR & LTI, ek - TBOE - A6, WM - by
M, BB IGIDEIBIT, EOHRERILg 1%
Hotedt, WINLBENSPEETHY, BEyL
Cidikic & Bk L7z,

Table 3-1, 3-21C2FEHI DTMFXEER %Kk
EMER L7, WRREMBORKELIR, 16iccoT,

Table 3-1. Laboratory findings of cases treated with temafloxacin

Hemanalysis Liver function Renal function Urindyss
CRP ESR CA-T MpHA
No. RBC Hb Ht WBC Neu. Eos. Phts mmh)|GOT GPT ALP LDH v-GTP{BUN Cr Na K v )
(mg/d)) (mm/h) (Uml) (Ui gty s
(100 @d) () () () (%) (x10%4) (U/L) (UML) (U/L) (UIL) (UL) [(mg/dD) (mg/dl) (mEq/L) (mEq/L) (mEq/L)
1 318 10032218900 88 6 170 | 119 84 |32 17 244 583 10| 27 08 140 38 108 | 32 t
35 97305 5000 69 1 229 (<02 30 |24 10 24 375 1] 20 07 140 47 107 | 2 <N
2 392 134 39814600 93 0 206 44 11 {20 12 150 45 21 | 13 11 145 41 108 | 2 <% b4
422 142 405 8200 13 4 23 08 5|47 66 161 48 32|16 12 143 37 102 | 2 <0
3 317 129 402 5900 80 0 209 54 53 [2 6 110 401 13|16 08 145 38 101 8 <0
428 143 437 2700 67 0 208 26 B [27 9 135 459 18 (15 11 143 46 107 | <4 <U| ¢
s 465 139 425 9400 83 0 311 80 41|15 12 216 549 19( 19 08 13 38 89 [ 16 <0 + +
393 12232 7000 1 1 31 02 20 (29 27 184 539 2|27 1.1 135 55 % | 2 <X
5 407 114 38.0 5000 66 O 02 51 (18 6 131 44 1012 12 1% 43 100 [128 <4 +
384 10.7 342 3800 58 7 — 15 (40 25 184 26 10 ( 13 10 141 50 130 | 64 <4
6 322 100 34011200 88 1 220 24 120118 0 81 337 7|18 08 142 44 9% +
287 87288 9600 69 4 247 2+ 138119 3 105 293 6] 2 11 137 48 93 128 <40f -
7 40 12137312700 64 2 281 | 109 56 [24 10 242 459 4 [ 13 07 141 38 104 | 2 <
480 134 402 4900 55 1 329 53 52 (25 14 217 39 14|17 07 148 42 109 | 16 <20| ¢
8 409 132 396 8100 %2 0 309 06 59 |41 43 355 434 126 | 2 13 142 44 110 | 64 160 | +
390 125376 8800 88 0 325 [<02 44 |27 26 25 395 97 {31 16 140 49 112 | 16 160 | #
9 420 11837112600 66 0 442 02 15|17 12 182 402 134 | 10 08 142 40 106
444 12330211200 85 1 394 02 14 |2 18 177 49 74|13 07 i
10 490 167 48213300 86 0 137 31 1330 38 233 494 2310 06 2 <
482 164 47311100 %6 0 163 04 10|29 33 207 41 25|10 06 145 37 108 | 16 <2
1 433 135 39.1 7200 83 25 35|37 30 42 459 24 (16 07 144 46 107
420 129 37.7 6100 313 03 14|25 33 23 25
n 461 13040113200 75 2 404 16 28 (2 19 204 351 15(10 07 41 45 14 [ 2 < ‘;%f’“
474 131 41112600 57 5 9.7 |<02 15 (2 16 139 307 1 8 08 139 46 103 | 64 <N ol
13 486 156449 8400 70 1 277 |<02 15 (21 21 218 406 64} 17 11 14 39 105 16 <0+ -
473 151 435 5900 66 2 228 [<02 9 |14 17 182 409 53] 17 11 148 39 108 | 2 <N| +
1" 406 125374 6900 75 3 275 11 3 |18 8 239 413 16| 8 07 143 41 100 | 16 <20 ) :
372 116340 3000 71 2 178 |<02 13|29 16 22 398 18| 11 07 144 40 102 | 32 <
5 281 9.029.0 3200 28 0 2.6 73 183 |14 4 69 286 10|17 08 128 45 9% +
45 78250 1700 24 2 64 190 |13 7 84 25 102 11 130 43 100
16 403 114 38.015800 80 2 186 5 |23 18 68 321 21| 40 07 140 43 100 + o+

CA-T: cold hemagglutination test ~ MpHA: mycoplasma indirect hemagglutunation test
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Table 3-2. Laboratory findings of cases treated with temafloxacin
] Hemanalysis Liver function Renal function Urinalysis
y Ht WBC Neu Bos. Pht R BRGMGHAWLMVMPMM G N K CAT MoliA
ol R M HtWEC New Bos. PHS |y ) : P N (U Ul e
(I @) () () () (%) (x10%) (UIL) (UIL) (UUL) (UA) (UIL) |mgldl) (mg/d) (mBq/L) (mBq/L) (mEq/L) proteln ugat
“Taw 129351300 4 3 %1 [ 06 52 [ 24 16 29 47 B[ 19 10 M 45 107 [ 16 <[ - -
M o 124 34 11300 %59 | 03 0|23 13 242 4% 24| 09 M4 36 01 |% <0|- -
T ;946 M0 6 1 194 [<02 5 (19 7 126 46 17 [ 13 06 41 41 107 [128 <] -
Bl e 14456 600 63 3 181 |<02 2 |28 17 15 46 17|12 07 142 38 10 | 64 <] -
43 11534 9500 8 1 217 | 11 28 |18 10 17 48 11|15 08 U6 44 103 | R *
B) s 1182034008 0 296 | 05 32 |19 12 19 45 12|18 08 M5 39 104 -
W 115388 590 46 4 173 [<02 8 [19 12 28 36 15[ 17 09 M2 48 105
D) gy 1576005 6 144 [<02 8 |2 9 1B M9 13|16 09 42 44 108
4 159459 6300 52 0 192 | 1+ 13 [ 20 20 120 310 10|11 08 140 45 10
M oap 164476 0 5 0 187 | 1+ 9
ol WiM3 62009 0 189 | 12 7|13 13 17 2 1017 LI M 41 105 | @ -
4 138402 4800 7 2 279 | 02 11 [12 9 124 20 1|4 11 M5 49 108 | 16 <2
gl 49 LSTIUGN B 1 ;2 |65 |19 19 1@ 41 B0 08 M 4l 1@ |1 <
47 64 TN06 6 09 | 08 41 |19 12 210 86 17| 14 08 142 39 11 | 16 <2
Y| 40 RTBISOO B 129 | 05 29 13 %8 12 Y |1 08 1M 40 15| 16 < +
BORANB 505 1 B9 | 05 28 |29 23 160 460 M| 16 07 3 41 105 | 2 <2
| B BOASIMS & 2 23 <02 9l 9 19 3 101 07 4 42 13
B BS44 90 8 3 A6 |<02 8 5 14 36 9] 7 07 131 40 100
p| W 16187 6100 81 | 05 8|15 18 160 20 30| 13 07 140 44 14 +
6 B2RIT0W 0 251 |<02 8 |18 17 1 M8 30|10 06 M40 40 106
gl 49 LBBITEO 6 1 B3 |02 1315 13 B W B[ 6 06 U 44 16 + #
A1 126372 6400 59 1 23 [<02 8 |16 9 203 3 17|16 07 144 40 106 +
gl ¥ BRI TOOB 1 M3 |62 1L {19 12 167 M (12 06 M6 41 18 | 2 <0 -
3 LINI W0 67 2 20 |<02 14 |2 18 17 41 18|13 07 W 40 107 | & <N -
p| B BIALAMO T 139 | 03 17 {93 B 34 6 18 M Ll M2 39 106 -
T 135398 300 58 4 34 |<02 20 {12 92 300 9 131 | 4 L0 M1 44 103 - -
p| 2 BABI G0 B 4 W9 [<02 I |4 2 198 40 1|2 07 M6 42 18 -
BOLIBS N0 R 4 M1 <02 2 |4 16 153 42 11|20 08 M7 47 1M -
| B IL9B6 0B 0 55 [ 27 3 |105 7 46 B4 82|12 10 1B 43 9 +
BO120354 380 61 0 42 | 05 34 |46 84 286 657 % |13 L0 6 44 104 | R -
p| M LOF2E00T 2 M (<02 213 9 129 38 11|10 07 16 40 109 | 8 £ -
M OX2 6006 3 M1 | - 3|17 12 16 2% 10|13 08 2 - -
g 0 BIOI1B0 68 0 26 [ 6+ 8 (4 2% 13 B N[ 1 07 M5 37 10 v+ -
M 133390 700 69 0 31 | 2+ 8 |34 41 133 201 13|14 06 14 41 108

CAT: cold hemagglutination test  MpHA: mycoplasma indirect hemagglutunation test
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IZBWTIZOFLX & M D EMAE SN, TMFXDIE
RN 2 AR L1372 TMFXDMICy i,
S. marcescens B & U'P. aeruginosa ¥ i &, Wi b
0.10~3.13xg/mIDMEFAMNIZH ), &K OIEE)J12H
BMEEIRTEHL, ChODOBMIC L 2 MUWEICH L
TR SEEMELIZbDLELZ LN E 1,
S. marcescens B & U'P. aeruginosa MMICoo i A1) & [
ICRWMICHE % /R L7:2%, MICs0Tit, #N#Hh0.39
BLU0.78ug/miTH ), HHREDHRIIMFTS
5b0LEZOND, SHEIOBHETIE, FICTTLE
MEERE I LMW IR D %R LcAS, bhbhdsiges
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EDFGH L ENT WIS, preumoniaed 5\ 3R EE
L% 5 TV AMRSAIZH LT HMICo oA N £10.78,
12.5pg/mEBVHENEF T A EFHESh T
%2, %72, H. influenzae, Shigella spp.? MICgoAS\*
TNH0.054g/m EFEIENRTV DY,
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BEICIZEB LW &, probenecidil X 1) IR HEHEAT
ETEET LI LI BESATWAY, 40, bhb
nA#ET L 7= cimetidine {28 L Tid, Seelmann=°Mohr
SATMFXDOWRIUZ X8 Lz s, HEitt % & T H0%)
Lize i LTWwaY. bhbhog#fics\vTid,
WRIEBE DIGHET & 5 Tmax & 12He M RRER P HE R
ICHEBENFADOD LN L DD, Cmax, Ti/z
AUC(o~w) 2 EDMD NS 2 — § ICHBESRD LN
hr ol - T, cimetidineld TMFX ® #1# D BRI
BIUHE ETRBELEL DD, &L LTI
TMFXDWRIRE L UHERICH T ) KERBEERITS
ZWHDEEZLNS,

40, TMFX 1[E300mg 18 2% 5 % .0 I K
BRYEBRE I T ABRERIRERET LI2E A, DX
36BIF 31 BIAEHULETEDEREIL86.1% &L +5
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M) 3 liE AL, MO8 RRE D% &En
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Laboratory and clinical studies on temafloxacin

Yoshiro Sawae, Kaoru Okada, Nobuyuki Shimono, Koji Takaki,
Hiroyasu Misumi and Yoshiyuki Niho
First Department of Internal Medicine, Faculty of Medicine and School of Health Science,
Kyushu University
3-1-1, Maedashi, Higashi-ku, Fukuoka, 812 Japan

We performed laboratory and clinical studies on temafloxacin (TMFX), a new oral pyridonecar-
boxylic acid, with the following results.

1) Minimal inhibitory concentrations (MIC) of TMFX were measured for 242 clinical isolates of
12 species, and compared with those of ciprofloxacin (CPFX), ofloxacin (OFLX) and enoxacin
(ENX). The MIC values of TMFX against gram-positive cocci and Acinetobacter calcoaceticus were
equal to those of CPFX, but superior to those of OFLX and ENX. In contrast, those of TMFX
against gram-negative bacteria were inferior to those of CPFX, but equal to those of OFLX. Those
of TMFX against Proteus spp. were less than those of the other three quinolones.

2) Effects of cimetidine (H,-blocker) on absorption and excretion of TMFX were investigated in
five healthy male volunteers. The time of the maximum TMFX concentration (Tmax) was delayed
and the 12h-cumulative urinary recovery rates were decreased by cimetidine, but other data were
not influenced.

3) The clinical efficacy of TMFX was evaluated in a total 33 patients; 6 with pneumonia, 1 with
pneuinonia and cystitis, 8 with acute bronchitis, 1 with acute bronchitis and an infected decubitus
ulcer, 4 with chronic bronchitis, 1 with infected pulmonary infarction, 3 with pharyngitis and
laryngitis, 1 with acute pharyngitis and cystitis, 6 with cystitis, 1 with bacillary dysentery and 1
with acute lymphadenitis. The patients were given a daily dose of 150~300 mg, b.i.d. or t.i.d. for
2~37 days. The clinical response was excellent in 9 cases, good in 22 cases, fair in 2 cases and
poor in 3 cases, the efficacy rate being 86.1 %. Bacteriologically, 14 of 16 strains isolated from
respiratory tract infections and 8 of 9 strains isolated from urinary tract infections were
eradicated by treatment with TMFX. The side effects observed in 3 cases were
vomiting/epigastralgia, fever/headache and general fatigue. Elevations of GOT and GPT were
observed in a case.



