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Pazufloxacin (PZFX) # & U ofloxacin (OFLX) % MBORAY) - 6 %2 1 Il 200mg WIS
4% cross over MBRZ XML, M 5NZRRED Staphylococcus aureus, Enterococcus faecalis,
Escherichia coli, Pseudomonas aeruginosa (=313 B0 71 % LLBORA L7co RS TSR R FIREEIL,
PZFX 58T 763 ug/ml ($5% 0~2 B§M), OFLX #/i-#T 281 ug/ml ('i#h 2~4 M) TH
oo BEHICHT 2 RAEGIMAIE, PZFX $5-MA5, 4 W% COMRBT OFLX X 'H L H AT
Wite HICE ) O RO S. aureus, E. coli B LU P. aeruginosa (X ¥ HRMHMIIIL,
OFLX 5B R THBH LML VEENH - 20 LT, PZFX &5 BT 4 IFI#k X TOMREK
AT 4 BUEARLTORBISHEABD SN, DX L#RIZ PZFX »° OFLX & YR8
BHLOBOBVRIEMBEEZKBL-bDLEEbh, RETORNIRERILRE (MIC) &
cation-adjusted Mueller-Hinton broth (CAMHB) T® MIC & k¥ L7:& =5, PZFX XU OFLX
BRHPCTHEHIETT A LB i, PIFX RSP CTOHBHOETRZHONTS 2 HEE
Th o725, OFLX 135 BULOBETFTHZOONIBEDDH Y, E. coli TIRIFICHE LA OETA
B ohi,
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Table 1. Antibacterial activities of pazufloxacin and ofloxacin against
7 test strains

Strain MIC ( ug/ml)
pazufloxacin ofloxacin
S. aureus F-2394 0.39 1.66
S. aureus F-2353 25 100
E. faecalis D-1072 ' 3.13 3.13
E. coli TK-779 0.0125 0.05
E. coli TK-782 1.56 6.26
P. aeruginosa S-1299 0.39 3.13
P. aeruginosa S-1529 6.25 50

Medium: Cation-adjusted Mueller-Hinton broth (Difco)
Inoculum size: 10* cfu/well
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Fig. 1. Urinary concentrations of pazufloxacin and
ofloxacin and urine pH of healthy male volunteers

(mean value of n=6).
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Fig. 2. Antibacterial activities of pazufloxacin and
ofloxacin excreted in urine of healthy male volunteers
(No. 1~6) against Staphylococcus aureus F-2394.
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Fig. 3. Antibacterial activities of pazufloxacin and
ofloxacin excreted in urine of healthy male volunteers
(No. 1~6) against Staphylococcus aureus F-2353.
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Fig. 4. Antibacterial activities of pazufloxacin and
ofloxacin excreted in urine of healthy male volunteers
(No. 1~6) against Enterococcus faecalis D-1072.
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Fig. 5. Antibacterial activities of pazufloxacin and

ofloxacin excreted in urine of healthy male volunteers
(No. 1~6) against Escherichia coli TK-779.
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Fig. 6. Antibacterial activities of pazufloxacin and
ofloxacin excreted in urine of healthy male volunteers
(No. 1~6) against Escherichia coli TK-782.
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Fig. 7. Antibacterial activities of pazufloxacin and
ofloxacin excreted in urine of healthy male volunteers
(No. 1~6) against Pseudomonas aeruginosa S-1299.
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Fig. 8. Antibacterial activities of pazufloxacin and
ofloxacin excreted in urine of healthy male volunteers
(No. 1~6) against Pseudomonas aeruginosa S-1529.
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Table 2. Antibacterial activities and stabilization of pazufloxacin and ofloxacin in urine

Strains Drugs MIC (ug/mD”
1 3 4 5 6 CAMHB
S. aureus F-2394 pazufloxacin 0.63 0.54 0.38 1.36 1.27 0.78 0.39
ofloxacin 2.98 4.76 3.89 6.17 3.54 4.31 1.56
S. aureus F-2353 pazufloxacin 20.1 24.9 218 76.3 >50.3 >38.6 25
(60.1) (>45.5)
ofloxacin >201 >260 >123 >257 >116 103 100
(332) (184) (144)
E. faecalis D-1072 pazufloxacin 5.04 4.33 3.06 16.1 13.9 13.9 3.13
ofloxacin 8.42 13.0 6.63 17.8 7.08 8.63 3.13
E. coli TK-779 pazufloxacin 0.036 0.030 0.012 0.063 0.071 0.020 0.0125
ofloxacin 0.32 1.25 0.71 1.84 0.39 0.48 0.05
E. coli TK-782 pazufloxacin 5.04 5.28 5.74 13.5 11.8 5.38 1.56
ofloxacin >179 >190 313 >148 48.7 51.3 6.25
P. aeruginosa S-1299 pazufloxacin 1.05 0.93 0.68 1.36 0.90 0.66 0.39
ofloxacin 8.42 13.0 9.75 29.4 10.3 8.63 3.13
P. aeruginosa S-1529 pazufloxacin 28.1 24.9 185 43.6 27.8 >14.7 6.25
(13.7)
ofloxacin >243 >260 >93.3 >257 116 134 50
(>332)

*mean MIC in urine of healthy male volunteers =

( ): mean MIC (except that minimal bacteriostatic dilution was <2° and urinary concentration was lower than MIC in CAMHB)

urinary concentrations of pazufloxacin or ofloxacin

___: The difference between MIC in CAMHB and that in urine was within 2 times.
CAMHB: Cation-adjusted Mueller-Hinton broth
No. 1~6: healthy male volunteers

minimal bacteriostatic dilution



94 BAL¥RELXQEU

FEB. 1996

5713 PZFX O4HNSIM%E OFLX BRI LA LS
5, PZFX Be5BOBMIRPENRE IR G % 0~2 I
MicBoh, OFLX 5 R0M 29 HTHH, XK
ERIZ-BLAEMEMELTVD, 2BFURRTIZK
BRtkD pH OEBY WA B L OB OBIC L ) BB
Hh7zht, 2 KRR TIZIZM UERZ/RLTEY, R
NEHOLBICEEIIZWbLERA LN,

*/)urB2D S. aureus, E. coli, P. aeruginosa
WL Tid, PZFX 858 ORBHEEMIZVThoRS
YFATIZBWTL OFLX 58 L AT,

E. faecalis 2% ) 0 Y W EERUED E. coli 120 LT
&, PZFX EBORBHHMIX, WThOKF VT 4
TEBWTHRRS L RARRTHEENE RO OGN
=0, OFLX B5HEFABUTELRIHALH-
OFLX HZ58 Tk /o hSERNED E. coli <3
L, BHRTHLHEBEEIBD SN VGENH -7,

I, /0 hSERNED S. aureus, P. aerugi-
nosa (2 LTit, PZFX #5H DT —HIZRIRTH
HIERZZO Vb DN oo, B5BEOWICIVT
hoX7 74 7TTORRRCOERIBOOLNA, C
i L, OFLX 5B TCIIERTLE L ORETH
WiEH 22D, o7

DX RRKRIE, PZFX #* OFLX & ) W5l
AL, ERLhLYEICX )5 HMBICE VIRPIBE
PRONLZILERBLA-DbDEEDLRI,

LIATH/us¥ETiE, RPETHEANFETTSC
LG SR TW5AY, SEOKETH PZFX ®# OFLX
DR TD MIC i CAMHB 1D MIC & ) MK E
K%Y, REATCORBEHIETTEIENFBDHLNI
PZFX CRRPTOHRENIDETHEZD LN THITIT 2
HEHRETH-20IZHL, OFLX Tid 5 HEUELOET
BREOOLNIFENDHY, E. coli TRFICHELIE
HOETHED LRI,

RBDHEBEN IOV TIX, HLADOERICLD, FEHR
ZURHAEROE/PLIIR LRI EFRESATY
Boo, HELSW IARBRLFEIMKIC, KBEICHT L=
2—% /0¥ (norfloxacin, enoxacin, OFLX,
ciprofloxacin) DB/MREBRE (MBC) iE, Muller-
Hinton broth #3E# e L72B& L MREFE L /-
BE&LTREALHIREVERD, 4 BULOENALR
LIEEHHHILEREL TS, COBRELT, K

» pH LRBENWORKICHWTHZ L, MERDD
DVERET /A VY ARPIIBWT = 2—% /0 /&N
2 MDA+ IicFL—F ShaiHlMN»HCE, R
NDpH BLUR TRV LIRENAND=2—F /0%
AT YRR B R ZTTRENDH LR
BRTWVWD, Lo T, ARRTED bhi: PZFX
ORPARDOBET X, RMSORMENLTFHTELR
BObLbDLER OGNS, EFHIORKRNL PZFX i@
OFLX it RNIZh G OHFOLEIPEVLOL
i o
UEDRRLEY, PZFX ZRBEREIIBNT,
OFLX k% b L iz Eh EOBIKK At ERT
AR END
X n
1) MBiRIR—, KRBT 8 42 W HX{LZMIEZRRE,
FELRYY L, T-3761, HN, 1994
2) W W, MBAX, MAHF: T-37610RBMks
g2 b 7574 =2k H5HNREME. Japanese
Journal of Antibiotics 48: 621~ 625, 1995
3) MIC MEEEL: MEABARIZLS MIC MEE.
Chemotherapy 38: 103~ 105, 1990
4) K3H4FE, Mg, NANE, rAEEX, WRk-
BR: MERORBHEH BT LIHRE (B2 8)—K
fi MIC, MBC ffiic2\*T—, Chemotherapy 30
(S-3):96~106, 1982
5) IR T, GHER BRET, REEAEXT, BRE
f, #E K&, ¥OEHE, EKHILH: Pazufloxacin O
SR E D & in vitro postantibiotic effect (ZH¥
A##f. Chemotherapy 43 (S-2) : 90~96, 1995
6) XM, NEML, HREE: Pazufloxacin DK
%5 I #Hi3AKR. Chemotherapy 43 (S-2) : 143~163,
1995
7) Wi ¥ Pazufloxacin DANERICEITIRAFOE
¥ ofloxacin & Dit¥. Chemotherapy 43 (S-2) :
180~189, 1995
8) AXH#E, fb: BEERMERSAEICNT S sparfloxacin
O - 4 1 BHE5OHBRE —BKLEBRAROBEKL
FTORERNMIT—, Chemotherapy 40: 40~59, 1992
9) REHWT, REHYTF, HAEAR: HEAORBHLE
H ok, BAERK 44: 2620 ~2625, 1986
10) Okazaki O, Kuruta T, Tachizawa H: Studies on the
mechanism of pharmacokinetic interaction of
alminium hydroxide, an antiacid, with new
quinolones in rats. ¥WHE)E 3: 387~394, 1989
11) EEBA, HH & MEFHE— KAFNORPHE
NHEDOEHE. BISEP M 66: 522~528, 1992



VOL. 44 NO. 2 Pazufloxacin O R #7123 5 iF5R 95

Antibacterial activity of pazufloxacin in urine after administration
to healthy volunteers

Shigenori Miyazaki’, Takashi Matsui’, Soichi Arakawa", Sadao Kamidono”,
Yukimasa Maeda® and Kazuyuki Mizuyama?

" Department of Urology, School of Medicine, Kobe University, 7-5-1 Kusunoki-cho,
Chuo-ku, Kobe 650, Japan
¥ Department of Internal Medicine, Dowa Hospital

Pazufloxacin (PZFX) and ofloxacin (OFLX) were administered as single oral doses of 200 mg to
6 male volunteers in a cross over fashion to compare their antibacterial effects on Staphylococcus
aureus, Enterococcus faecalis, Escherichia coli and Pseudomonas aeruginosa in clinically isolated
urine samples. The maximum mean drug concentration in urine was 763 ug/ml in the PZFX
group (0~2 hours after administration) and 281 ug/ml in the OFLX group (after 2~4 hours). The
urinary antibacterial titer in the PZFX group was revealed to be superior to that in the OFLX
group up to 4 hours after administration. In particular, while the samples, even of the undiluted
urine, in the OFLX group showed no antibacterial activity against quinolone-moderately resistant
S. aureus, E. coli and P. aeruginosa, all samples in the PZFX group, including those of dilute
urine, showed some antibacterial activity up to 4 hours after administration. Theses results
appear to reflect the excedllent antibacterial effect and higher initial urinary concentration of
PZFX as compared with that of OFLX. When the MIC in urine was compared with that in
CAMHB, PZFX and OFLX showed decreased antibacterial activity in urine. A decrease in bacteri-
al activity in urine, if present, was about 2 tubes in the case of PZFX. OFLX, on the other
hand, showed decreased antibacterial activity especially against E. coli which exceeded 5 tubes.



