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L= 2—F 0y RitEEpazufloxacin (PZFX) (2D THEBER - BBRBIRFT 21T 720
EBREORET L L THERFORBREEBREDRD S5 L 7261474237 § 5PZFXD
MIC1E % ofloxacin (OFLX), tosufloxacin (TFLX), fleroxacin (FLRX) & DRI THEE L7 7 J A&
5 T & 5 Staphylococcus aureusd & U Enterococcus faecalisiZxt LT, PZFXIITFLX X Y b4
LMD 2BI L BETH o7z, 7T LEMIRE T 5 Escherichia coli, Klebsiella pnewmoniae, Se-
rratia marcescensB & USPseudomonas aeruginosalZxt L TIZTFLX L A% dH 5 0 IR RENTEY
D2F L) 2~3EH AV iFEFNLULENR TV,

BRRENZIE A 7 — T VIER BEORMMET RE K126, EMEMBER K 2260120 LPZFX 2 #%5
L, ZOBRMFEB L TEERIZ DWW THRET L7z, UTIERNEHMERE ICHE U - B RREIT
Zx166), ARI0BITI2IO%DEMETH o72, BMENEWERAL S VICHEEREMEORE
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Pazufloxacin (PZFX) I3 E IL{tZF T E KRS TH BRI
AEINTZ2—F /O RMEETH D, FHIZS 7
LEHE, 77 LABREEICH LIRS ZIIE AN PV
L, BXMEEICH LT RIFRIMENERT, FDME
HREFNTHLEENTWA, MTEEIZHEEHEBE%
L, HEE32.0~2 5B/ T, 80%LLEARFIZHEM
ENBY,

A0k A EARBNI3T T 5 550 - BRRIRET 2170 72
DTHET %,

I. MEESVICHE

1. EBEoieEt

PRIBEGIEBEDR &) B S N7 YHERFHK
Staphylococcus aureus 25%%, Enterococcus faecalis 24 %%,
Escherichia coli 258k, Klebsiella pneumoniae 25Kk, Serra-
tia marcescens 24%%, Pseudomonas aeruginosa 24¥k D6 H
&, 1478229 5 EK#H B £ Wofloxacin (OFLX), tosu-
floxacin (TFLX), fleroxacin (FLRX) O f& /N385 [ 1F i B8
(MIC) & il L, HEHMRES L7z, MICORIE X BARILE
BEFRFEERIIE, BERFRGRE TITV, #iE

BEIX10°CFU/ml & L7,

2. ERARBYMRET

REEITI992FE2A 75199346 8 T TORMICER
REFEFEMTBARBEUWIREFE 2 & U2 # OB ERRWR
2 2 25 LD WR SR RIS O R R IR IE 3B & TR MR
VRREBET, KEBRSMICEAENEONBEL LT,
EEGNL, F#38~85%, BMH206, LiE16BIDE
36BIT, BMEEDONRITEMEMMTEET K126, #
MEVERERK 752261, SVEEAMRERR A 16], SMERTIRE
B TdH o7z, HEMIRBBEGEDRBRS L LTI,
PREEFE A 1160, RISZBRARKAEOR, BERRAEME 26U, AT
BREEAB, FRERAE 3B, FRAE A 1B, wi% R IR 26,
BEREPRE W AE 15, BERERBLLBI TS o720 KFDES
FiE, HMEER MR GE A LT, BRI E LTH -
B - B%IBIOZOHRS TIE100mgAS56), 200mgh*
2901 TH o7z, kG5 HIMIZSHEIA3260, 6+ 7THMA
Z1BITH o7, BUEEAMERERE 2123 L CI21E50mg,
1H2M[E, 3HM&KES, 2MZBELIcx L TidlE
200mg, 1H3ME, 14HM&ZES %1T-7, 2pRHERIER

*T113 WA FEEAB7-3-1
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BHIER O CICUTIE MY ICH U TITo 720 &
S L T, RERBROBMEMBIIERORE.
FxEL, FESGAIKROMB—K, AFEeE, BHEEIC
SWTHRE L7z,
I. # R

1. EPERIRES

EEREICHT B EE OMICOH 5B A, MICsoB & U
MICgo % Table 11278 L 72 S. aureus TIIAFK| D MICIL
02~=2100ug/ml EMRIA S 3/ L, TFLX X D3EIZLS
B, MD2F) L I3IZFEI%E TH o720 E. faecalisT b [[{1k
TAHKOMICH A7 131.56 ~ =100ug/ml, MICgoi50ug/
mTTFLX & D134 5%, MD2F & i3IZIZFEETH -
720 E. coi TIZAFIOMICIZ=0.025~3.13ug/mliZ 55 H
L, MICg0!%0.104g/mlT, OFLX, FLRX & 9 3~4%&#E
EENTBY, TFLXEIZIZRZETH o720 K. pneumo-
nige T b FIRET, AFIOMICIZ=<0.025~6.25ug/mliZ 5>
fil, MICgo#%0.78ug/mITH 1), TFLX & ITIZ[EE, 1
DKL N 1-2BERBEEN T2, S marcescensTIIAR
FOMICIZ=0.025~=2100pug/ml & WRIL < 345 L,
MIC507%0.20ug/ml, MICooAS25.g/mlI T, fHIL D 1~4
BEENR TV, P aeruginosalZ 3§ 5 MICIZ0.39~ 50
pg/mlZ53 A5 L, MICs50%53.13ug/ml, MICop7%%25.g/ml T,

OFLX, FLRX & W 1~2& L L EER T/,

2. ERRAIIRET

MR SR GE |~ B 1T A RFIR G OBE 2 6 I
A& —3E L TTable 21I/R L7z, HEMEMEIR B ECGLIE 3451
DEGEHEIC & BRI FEERHLB, FH7H,
RE2E, B2, HERREIBFITH > 72, UTIEER)
ATl 2R |2 U 72286 DS FRIRFNR & Table 312/R L
72.ERN166, HR105, X256 T, REFIZFIZ92.9%
THhol:, REFF DERIKTNE % Table 1R L7, &
BIAT—TVEEBEF TH Y, BEMEREIIFIF10
BIHER, THINER, 2B EFH THINELIS% TH
277, BEEBLEHEIF TII6HFIHAER), 3BINEFEIT
100% DEMETH o7z, UTIERNFMEEIZEE L
JEBI DI E FRIZN T & MIC & D 4% % Table 51277 L 72,
AENRSAZRP LD 75 LBHERE 19, 77 48
HIRE 1%k, FH38RDDRESN/2AHY, FFIREICLY,
3THR(97.4%) DSBRE S N7z, WIERIZTIES. aureus 1HE,
Staphylococcus  epidermidis 3 ¥k, E. faecalis 3 &,
coagulase-negative staphylococci (CNS) 3%k, E. coli 11%k
GEWELZLDTH 57275, MIC25ug/mlDE. coli 1¥k
DHRDBERR L7z, K5 HHIEER E L T Stomatococcus sp.,
Acinetobacter lwoffii, Enterobacteriaceae & 1 %k &1 3%k % 5%

Table 1. Comparative in vitro activity of pazufloxacin

Organism Dru MIC (ug/ml)
(No. of strains) £ Range 50 % 90 %
S. aureus pazufloxacin 0.20~ =100 25 50
(25) ofloxacin 0.20~ =100 25 50
tosufloxacin =0.025~ =100 1.56 6.25
fleroxacin 0.39~ =100 50 =100
E. faecalis pazufloxacin 1.56~ =100 3.13 50
(24) ofloxacin 0.78~50 1.56 25
tosufloxacin 0.10~12.5 0.20 6.25
fleroxacin 3.13~ =100 3.13 50
E. coli pazufloxacin =0.025~3.13 =0.025 0.10
(25) ofloxacin =0.025~6.25 0.05 0.78
tosufloxacin =0.025~3.13 =0.025 0.20
fleroxacin =0.025~12.5 0.10 1.56
K. pneumoniae pazufloxacin =0.025~6.25 =0.025 0.78
(25) ofloxacin 0.05~25 0.10 1.56
tosufloxacin =0.025~3.13 =0.025 0.78
fleroxacin 0.10~50 0.10 3.13
S. marcescens pazufloxacin =0.025~ =100 0.20 25
(24) ofloxacin 0.10~ =100 3.13 =100
tosufloxacin =0.025~ =100 0.39 =100
fleroxacin 0.10~ =100 1.56 =100
P. aeruginosa pazufloxacin 0.39~50 3.13 25
(24) ofloxacin 0.78~ =100 12.5 =100
tosufloxacin 0.10~ =100 1.56 =100
fleroxacin 0.78~ =100 6.25 =100
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Table 2-1. Clinical summary of complicated UTI patients treated with pazufloxacin
Patient A Diagnosis - Treatment Bacteriuria* Evaluation** S
atient |Age _— - ; . Ide
Sex . .. _|Catheter mg x times |duration | Pyuria . MIC
no. |yr)™" | underlying condition group|™8 Hay | (days) species count |, a/pml) UTI Dr. |effect
CcCp + Micrococcus sp. | 10° 12.5 .
1 |82|F|—mM8M8 ——| — G-3| 100x2 5 moderate| fair | —
renal stone (R) — | Stomatococcus sp. | 10* 25
CCP + NFGNR 107 0.78
2 |60]|F —_ G-3| 100x3 5 poor poor | —
ureterostenosis A. lwoffi 107 50
CCP ++ S. aureus 107 0.20
3 |67 M|—M8Mm | — G-3 | 100x3 6 excellent [excellent| —
bilateral renal stone - - -
CCP 3 + E. coli 107 | =0.025 i p
4 8|F|l—————| — G-3 | 100 5 moderate| goo —
bilateral renal stone X + | Enterobacteriaceae | 103 50 g
CCC " - _
5 M| M — 100 x 2 5 -
bladder stone + — —
Cccp + E. coli 10" | =0.025
6 |63|F T(R’)— — G-3| 200x3 5 excellent |excellent| —
renal stone - — -
CCP E. coli 10 | 0.20
7 |66|F|——| — G-3| 200x3 5 moderate| good | —
renal stone (L) * - -
CCP + K. pneumoniae | 107 25
8 |48|F |——| — G-3 | 200x3 5 moderate| good | —
renal stone (L) o+ — —
CCP + | Enterobacter sp. | 107 0.10
9 |60 F | ——m—| — G-3 | 200x3 5 moderate| good | —
bilateral renal stone + — —
CCP # E. cloacae 10% 0.20
10 |9/M|———M| - G-3| 200x3 5 moderate| good | —
renal stone (L) + — —
CCp + P. aeruginosa | 210°| 3.13
1 |51 |F|—| — G-3| 200x3 5 excellent |excellent| —
vesicoureteral reflux - - —
CCp + C. diversus 10" | =0.025
12 |49 | F m — | G-3| 200x3 5 — excellent [excellent| —
CCC + E. coli 105 | =0.025
13 |60|F “ewrogenic badder | G4 | 200x3 5 — excellent|excellent| —
CCC + S. epidermidis 107 | 0.20
14 |64 | M B — | G4 200x3 5 - excellent |excellent| —
CCC +# S. aureus 10° 0.39
15 |78 (M BPH — G4 | 200x3 5 " moderate|excellent| —
CCC H# E. coli 107 0.05
16 |73|M “orostatic camcer | G-4 | 200x3 5 — excellent [excellent| —
CcC + S. cohnii >10%| 0.20
17 |74 | F bladder tumor — | G4 200x3 5 — excellent |excellent| —
CCC + E. coli 107
18 |67 |M|———— | — |G4| 200x3 | 5 o B er | fr | -
urethral stricture - E. coli 107 50
CCC + S. aureus 10¢ 6.25
19 67 | M W — G4 200x 3 5 ~ excellent|excellent| —
CCC + E. coli 10¢ | =0.025
20 (55| M BPH — G4 | 200x3 5 — excellent [excellent| —

CCP: chronic complicated pyelonephritis
NFGNR: glucose non-fermenting gram-negative rod  CNS: coagulase-negative staphylococci

«before treatment

after treatment

CCC: chronic complicated cystitis

«+ UTI: criteria proposed by the Japanese UTI committee
Dr. : doctor’s evaluation

BPH: benign prostatic hypertrophy
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Table 2-2. Clinical summary of complicated UTI patients treated with pazufloxacin
A Diagnosis Ul Treatment Bacteriuria* Evaluation** Sid
Patient|Age g0y Catheter times |duration| Pyuria MIC e
no. |3r)|” | underlying condition group (M8 /):ia;nes Eldr:yls(;n species count | o/ml) UTI Dr. |effect
E. coli 0.05
CCC #+ . 10¢
21 |68 | M — G-6 | 200x3 5 S. agalactiae 6.25 |excellent|excellent| —
BPH - - _
CNS 0.20
CcccC + : . 10°
2 [713|M — G-6 | 200x3 5 S. epidermidis 0.39  |excellent|excellent| —
BPH - — _
P. mirvabilis 1.56
CCP + | Corynebacterium sp. | 10° 0.39
23 [67|F — G-6 | 200x3 5 S. epidermidis 0.39 [moderate| good | —
renal stone (L) + — _
CNS 12.5
CcCC +# . 108
24 |8 |M — | G6] 200x3 5 Y-haemolytic St. >100 |eycellent [excellent| —
bladder tumor - — -
E. coli ;| £0.025
cec * | E foecatis | 1 | 156
2% |76|F |—————| — G-6 | 200x3 5 excellent |excellent| —
prolapse of the _ _ _
bladder
E. coli 0.05
CCC + . 107
2% |76 |M — | G6| 200x3 5 S. agalactiae 3.13  Imoderate|excellent| —
prostatic cancer + — —
S. aureus 0.20
CCC + g 108
21 |80 |M — | G6| 200x3 | 5 E. faecalis 156 moderate| good | —
prostatic cancer + S. epidermidis | <10°| ND
CNS 0.39
CCC + . 10°
28 [79(M — | G6| 200x3 5 E. faecalis 156 |excellent|excellent| —
BPH - — —
E. coli 0.10
CCC + . 107
29 |69|F — | G6| 200x3 5 K. pneumoniae 0.10  |excellent|excellent| —
urethral stricture - — —
S. epidermidis 3.13
CCC + NFGNR 107 25
0 |71|M _ 200x3 | 7 Candida poor | —
Alcaligenes ;
BPH + Candida 10 ND
S. epidermidis .| 3.13
BPH - — —
CCC CNS 10° | 0.10
2 |67T|M|——888MM| — 200x 3 5 -
prostatic cancer + — —
3 |75 | M cee * — - I
— t| —
BPH 200x 3 5 - — — excellen
CCC - E. faecalis 107 | 3.13
# (38| F |l—————| — 200x3 | 5 Juee -
neurogenic bladder ND ND ND

CCC: chronic complicated cystitis

CCP: chronic complicated pyelonephritis

NFGNR: glucose non-fermenting gram-negative rod  CNS: coagulase-negative staphylococci

«before treatment

after treatment

ND: not done

»% UTI: criteria proposed by the Japanese UTI committee
Dr. : doctor’s evaluation

BPH: benign prostatic hypertrophy
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B7, %166, Hxh10%l, EXN2HITI2.9% L BVAENETH

RICWITR S Do -2 MEMMEEK XD L1FISE
coiHF2 A TAKIH S (50mg X 2/day X 3day) I2 & D F
MERL, BHERILRKD 1 (200mg X 3/day X 14day)
bETH 72,

ZEMIZE L TiE, FE&RS36H2FIZB VW THE
HEWEERILIFI O RO R b o1, REFRSIZERT S
BRREEOBRELE L 1FLED N o7,

m = &=

PZFXIZBEIWMLFETEM|RASHICTHARIIHAR SN
MEET, ¥/ 0 BROTICHELT 2MAIKE—
IRKEREEETHEV ) BENFH-EFOEATH S,

4o, Fes ISR BRI T APIFXOMBEN %
OFLX, TFLX 3B & O'FLRX & et Lz, Z DR,
PZFXDIE NI 7 7 LABHE I L TIITFLX L D %
5300, OFLXB X UFLRX L [F%, 75 LBEHEIC
L CTIETFLX &A% DH 5V idRe RENR, o2FICH
RC2~-3EHHVIEFNULENR TV, 72, UTIE
SEHEEEICAB LY T - T VR EORENEET
%126, BMMEBENALL6HIIBT 2RABRIETE

o 77 MR FHRNE S 5 BE3SKRT 3TRRDRE £ h 9749
DEVBREETH 572, BREHEZ D o 72E. colitd x|
W2 AMICH 25/ mlD ¥ /) O Y EEEMMEE. coliT
oL DIMEETHRALRE > 272 TH 5,
A-[15 6 N7 BRRBUEIZEEEEHCHRTRRERT
By, F&ADPIRITIRF LMD =2 —F /1
VEIIHRRTOEPRSE P27, ZOBHRELT, —
DITUTIBER T3, 4BBLUCHOATHER SN2
LB H5DVIIE. faecalisB & P, aeruginosa® 43 B
EFHEIED? 7L VI RREOSHEERELZRIC
WITBLULENHLEBEDNA, LML, SEIOEH
B 0#1/3(9%1) % 5 /- UTIFERIGEEIZBIT 5 KH 0
BHREIZ100%, ENTRIZ66.7% THY), BEHEELE
BT AENTBRDRIIEFOBEHNO—DLER B,
CORERARKOMEN B L UHRBIRED SRR S L
ZbNbH, PZFXOHESIIZOFLXH 5V EFLRXIC |
NTENDLLDDTFLXEDEFIZHTL ) b TE
NTW5BEIZERTY, PZIFXDOBREREMRIZZFDIENEE
FRML7ZZ2DDEEZ 5N, PZEXDAERNB)RE M H

Table 3. Overall clinical efficacy of pazufloxacin in complicated UTI

Bacteriuna Pyuria Cleared Decreased Unchanged bE(f:ftee(i'tiu?l?a
Eliminated [ 16 | 6 2 24 (85.7%)
Decreased
Replaced 1 1 1 3 (10.7%)
Unchanged 1 1 ( 3.6%)
Effect on pyuria 18 (64.3%) 7 (25.0%) 3 (10.7%) patient total 28 (100%)

] Excellent 16 (57.1%) :'— overall effectiveness rate

[ | Moderate 10 (35.7%) 26/28 (92.9%)

| _] Poor 2 (7.1%)

Table 4. Overall clinical efficacy of pazufloxacin classified by the type of infection

Group (;Iiz(;'c:rgtpg??gtt;) Excellent | Moderate | Poor effect(i?r‘éflreasus rate
1st group (catheter indwelt)
. ‘ 2nd group (post prostatectomy)
Monomictobizl "3:4 group (upper UTD 11 (39.3%) 6 1 | 10/11 (90.9%)
4th group (lower UTI) 8 (28.6%) 1 7/8
sub total 19 (67.9%) 10 7 2 17/19 (89.5%)
5th group (catheter indwelt)
P Oilr}ll femi ctir(())rll)ial 6th group (catheter not indwelt) 9 (32.1%) 9/9
sub total 9 (32.1%) 9/9
Total 28 (100%) 16 10 2 26/28 (92.9%)
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Table 5. Relation between MIC and bacteriological responce to pazufloxacin treatment in complicated UTI

Isolates MIC Gug/m) Total
=0.025(0.05 [ 0.10 [ 0.20 [ 0.39 | 0.78 [ 1.56 [3.13 [6.25 [ 12.5| 25 | 50 | 100 | <100 | (%)

S. aureus 2/2 | 11 11 4/4
S. epidermidis 1/1 | 2/2 3/3
S. cohnii 171 | 171
CNS 11 {11 11 3/3
S. agalactiae 1/1 | 11 2/2
Y-haemolytic streptococcus 1/1 1/1
E. faecalis 3/3 3/3
Micrococcus sp. 1/1 1/1
Corynebacterium sp. 1/1 111

E. coli 555 | 33|11 |11 o1 (1;’0’_191)
C. diversus 1/1 1/1
E. cloacae 171 11
Enterobacter sp. 1/1 1/1
K. pneumoniae 11 1/1 2/2
P. mirabilis 11 171
P. aeruginosa 1/1 11
NFGNR 11 11

Total 6/6 3/3 | 3/3|7/7 |5/5 |11 |4/4)2/2]2/2|2/2]1/2 1/1 | 37/38

(%) 97.4)

BE, RAFEEILECHIZE C BB 25, HEEEILHE
¢, MAFEREEIIES TEL, FREPFTRVERmIIZS -
IRERDOF ) U vEEMBHTH L, ¥/ 0 VEORRK
MRPVERRER S 2 VIIEFBRED & O ITIKFT 50
OV TRINTFTICHFIIHEEICENTVE EITE R
v, LA L, ¥/00 373 EEREFRICEHE
ERANBRERENTHY, Lrd T 2BEER LU
7 AFEMEE 23T L TN 7z postantibiotic effect % D%
PHONT VB, & 51 Zim vitroDFER KT 7V TOF
RIBVToa—F /) 0 VEOEHER OB ICHRE
DEFRMER L, LBRIZIMICRHZDBENSFRL-L
SBONIEFRE SN TV AEY, T 2PZFXD
200mg#z 5 205 ] 2 O JR A BE 12494008/ ml ~ 50048/
mEMOF ) 0 EIZHRTERO TE L, H58HME
KBTS 50ug/ml EOMRE % HFT 5Bl ME SN
TWVaY, TN DENLZE 2 TPZFXDORFIREHE
RREE I L TR THIRMIERT A0 LEZD
N, ZOBEHIEEAPZFX OE N7 EERE) R 12 R
INBDEEDLNL, ZOHIZOWTIE, TBEMEZ A
V%<, & 512 viteDEER, BIERS O ERIIRE,
BBV ITRRRBIE RO BEIZL > TE 5 IZH
HLirErgET N,

REMIZE . Tl ASI 435 1.7-36B1H 16 H BihE

No. of strains eradicated/No. of ostrains isolated

HEIMERA B L VBERBREMEOREEHIIRSNT, "l
RARDOBNEEEP RS N7,

U EDRER L WPZFXIZEN-BBRHE, Buiett
H 5 \VIIFEBIEANBIREE D 5 & 2 TIRBBEAEERICH
WTHERZERMEEZEZ O,

X 79

1) F&EF—, MHREFT D E420 B R LEEEFES
Rz, FEIVRT T L, T-3761, &8, 1994

2) BAMFEREFRUEEYTEES RAIEB
RE 1E 3% BE (MIC) i %8 L B B ET 12 D W Ty Che-
motherapy 29: 76~79, 1981

3) UTIFFE S (fRF KEIERK) : UTIEERD SR
(%3k) , Chemotherapy 34, 408~441, 1986

4) FHIE—, WEKENR  MEEPAE L &5 Kk,
WAEERR37: 2187~2190, 1988

5) Craig W A, Gudmundsson S: The postantibiotic
effect. In: Antibiotics in Laboratory Medicine.p.
515~536, 2nds edited by V. Lorian, Williams&
Wilkins, 1986

6) fEILI%% : New quinoloneE D @/ HE I+
LR —ABREANBRAE TV E BV HET,
Chemotherapy 42, 711~722, 1994
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Basic and clinical study of pazufloxacin on urinary tract infections

Masaya Oshi, Masahiko Yosida, Kazuki Kawabe and Yoshio Aso
Department of Urology, Faculty of Medicine, University of Tokyo
7-3-1 Hongo, Bunkyou-ku, Tokyo 113, Japan

Hiroshi Nito
Department of Urology, Musashino Red Cross Hospital

Takeshi Kawamura
Department of Urology, Doai Memorial Hospital

Pazufloxacin (PZFX) was administered to 36 patients with chronic complicated urinary tract
infections, acute uncomplicated cystitis and acute prostatitis to investigate its therapeutic effect and
safety. Efficacy was judged according to the criteria of Japanese UTI Committee. Clinical efficacy in
complicated UTI was excellent in 16, moderate in 10 and poor in 2 patients with the overall efficacy rate
of 92.9%. In acute uncomplicated cystitis, it was excellent. According to the attendant docter’s evaluation,
clinical efficacy in a acute prostatitis was good. Neither side effects nor abnormal laboratory fingings was

not observed.



