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FLAHBSINX /0 REBITEETH 5 pazufloxacin(PZFX) DERRMEH EERIZHTT
LIME N BAFOERIEE & BT L7z, 31 ¥k Staphylococcus aureus 133 ~<T PCR |2
LD mecA BIZFOBELREZFADOMREFER L, 2D ) b mecA BIZFREMD 12 #I2HT
AAF)D MIC 13 0.10~0.20p4g/ml T, ofloxacin(OFLX), fleroxacin(FLRX) D\ L ) b EN
Tz, F 72 mecA BIZFBETE 19 #RIZxF L Tid 0.05~1004g/ml LU E F THEL K 54 LT
7o Escherichia colt 34 #\Z3xF L T PZFX 12 0.0125~0.20g/ml & MIC T, MICs 13 0.025ug/
ml, MIC,, (% 0.05ug/ml T& - 77, Klebsiella pneumoniae 19 #k(24+ L T PZFX {3 0.0125~0.10
pg/ml @ MIC T, MICs, 1% 0.025, MIC,, (% 0.10ug/ml Tad - 72, Enterobacter cloacae (31& 5> 7 kk
BEL72ICBE Ao 7hS, MICE 0.025ug/ml LITF A5 0.10pg/ml (24345 L TV 72, Pseudo-
monas aeruginosa 17 #4123 L T PZFX (% 0.20 #* & 3.13pg/ml @ MIC T3 - 7z, MIC, 1% 0.39,
MICy 13 1.56ug/ml TH o7z, PZFX I ZN S 75 ARMRE 4 BRI LT OFLX B L Of

FLIRX DWFh L) bENTIE NI ZRL 7,

BlCAR 25 LEHTH 72,
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pazufloxacin(PZFX)"( g ILfb# T ¥R &1, #A &
IRV FFREFRE) OBRRMEHREKRIT S HE
NOBE 2T\, EHICFOBKRMBRE 2174 ) B
PRIEOTEZORBERET o RABEHILBE
(minimum inhibitory concentration: MIC) ®iflj%E (2 H &1L
FREFREEENIRECERPRERARETITZ -
foo 7272 L$ERERHE & L Tid Mueller-Hinton broth(BBL)
WKL A —BREZEREEO 100 fEAREREFEHA L. £
REEH & L T Mueller-Hinton Agar(BBL) % f# f L 7=,
PZFX B L UM @t BB ZE#) & L T A L 72 ofloxacin
(OFLX: & —susmpk a3t ) 72 & N2 fleroxacin(FLRX: 7§
RRERKSH) 1L, MRy HEOBES » 2 iEEfd Y
FEM L DR EZITTHEA L,

B E R & L Tid Staphylococcus aureus 31 ¥k, Escheri-
chia coli 34 ¥k, Klebsiella pneumoniae 19 ¥k, Enterobacter
cloacae 7 B3 X UF Pseudomonas aeruginosa 17 £k % {5 L
Ro THL DMRIZ TN TBEREHI A ST b BRI
BCBWTERREL ) SBEE L. B S aureus
3LARIZ T N CHEIC#% | 72" polymerase chain reaction
B L) mecAREZFORENHA SN T VLK TH

SHRMEL L FIB L EBEREL L 2 B0 3

0, mecA BIZFREMRR 12 K mecA BIZFHMER 19 #
TR L72, METEAEIE Table 1 (I2—4F L TBIF 7=,

S. aureus |Z3F9 B PZEX DILEFITH A A5, mecA &
EFRRMD 12 #RIZ3F$ 5 &K D MIC X 0.104g/ml 55
0.20pg/m 25/ LTEBY, TSI S OFLX Bk
UWFLRX O MIC 13311 ) 0.39ug/ml > 5 1.56 ug/ml
A LTz, T bbb mecA BIZFRERED 12 %0
S. aureus |23+ L T PZFX 12 T 11 5 OFLX 8 L I"FLRX
DEER L) SENIHMENER L, F/25%5 19 %
D mecA BIZFHME S aureus |23+ L Tl 0.05~100pg/
ml LAk F TR <0 L T 7248, OFLX B L OF FLRX
WCHEL THENREN T2, E coli 34RIZXFLT
PZFX (2 0.0125 ~ 0.20 g/ ml @& MIC T MIC;, 13 0.025
pg/ml, MICy, (X 0.05ug/ml TH 1, OFLX B X O FLRX
@ MICs, 7% 0.05ug/ml T 1) 5D MICs, B D B D 0.20
pg/ml BELY0.39g/ml THAEDEHE LT, E. coli|
W BHEF OEFIZOFLX BL U FLRX O \wW$h k
DLENTVAERETH o7, K prneumoniaeld ¥R\ xt
L T b PZFX (2 0.0125 ~ 0.10 g/ ml & MIC % 5f L,
MICs, 12 0.025ug/ml, MICs, 13 0.10ug/ml T2 Y, E. coli
a9 B L EIRE K. preumoniae (2313 A3LE 513 OFLX
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BIUFLRXOWIFR L) LERT W2, T 72 E cloacae
AW TIIED THREIE L7228 K 2 h o 7275, MIC ik
0.025ug/ml BT 4> 0.10ug/ml 125345 L, E. coli 3 & OF
K. pneumoniae \233§ % & Rk Z DIHE 1L OFLX B &
FLRX DWW & ) EN T /2, P. aeruginosa 17 k&
W24t L T2 PZFX @ MIC (% 0.20ug/ml 7 & 3.13ug/ml

12534 LT 72e MICs 12 0.39ug/ml T h, MICy i3
1.56ug/ml Td - 72, OFLX 3 X U FLRX 0 MIC 0445
12 0.78ug/ml A & 6.25ug/ml TdH §, MICs % & U2
MIC,, (3 TEH] & b 1.56ug/ml B L1 6.25ug/ml T -
720 BB ARFNIMOEIEIZ3TT 5 L [AlE P. aeruginosa |2
3 LT3 OFLX, FLRX oW h &k ) bENREH %

Table 1. MICrange, MIC,, and MIC,, of pazufloxacin, ofloxacin and fleroxacin against clinical isolates

Organism I Range of MICs MIC,, MIC,,
(No. of strains) Antibiotic (ug/m)) (ug/m)) (ug/ml)
= pazufloxacin 0.10~0.20 0.10 0.20
. aureus precd () ofloxacin 0.39~1.56 0.39 0.39
fleroxacin 0.39~1.56 0.78 0.78
pazufloxacin 0.05~ =100 0.20 25
S aureus necd (+) ofloxacin 0.20~ 2100 0.78 2100
fleroxacin 0.39~=100 1.56 =100
E. coli pazufloxacin 0.0125~0.20 0.025 0.05
('34) ofloxacin 0.0125~0.78 0.05 0.20
fleroxacin 0.025~0.78 0.05 0.39
K. pneumoniae pazufloxacin 0.0125~0.10 0.025 0.10
) 19) ofloxacin 0.05~0.39 0.10 0.39
fleroxacin 0.10~0.78 0.10 0.78
pazufloxacin =0.025~0.10 =0.025 0.10
£ clpacae ofloxacin <0.025~0.39 0.10 0.39
fleroxacin 0.05~0.78 0.10 0.78
. pazufloxacin 0.20~3.13 0.39 1.56
p. aergnose ofloxacin 0.78~6.25 1.56 6.25
fleroxacin 0.78~6.25 1.56 6.25
Table 2. Clinical summary of pazufloxacin treatment
Case Diagnosis Treatment Efficacy Sid
Age | Sex daily d durati Isolated organism 1ae
no. Y y dose | duration | total dose 8 . -
° underlying disease (mg x /day)| (days) @ bacteriological | clinical | effects
tonsillitis 300 normal flora
1 4 | M bronchial asthma (100 x 3) 14 4.2 D unknown good | (=)
chronic bronchitis 300 normal flora
2 5 | M +onchial asthma (100 x 3) 14 4.2 ND unknown good | (=)
chronic bronchitis 300 normal flora
3 n F bronchiectasis (100 x 3) 1 42 ND unknown good )
ND: not done
Table 3. Laboratory findings of patients treated with pazufloxacin
Case | before RBC Hb | Ht Plt WBC | Eos. | ESR CRP | GOT | GPT | ALP| BUN s-Cr
no. | after | (x10*mm? | (g/dD) | (%) | (x10%mm?) |(/mm?®)| (%) | (mm/h) | (mg/d) | AU) | (AU) | AU) | (mg/dD) | (mg/d)
; before
after 360 130 (370 200 [5300] 1 | 10 | 003 | 8 | 5 [163| 10 | 11
) before
after 500 153 (470|300  |5000] 2 8 | 002 |11 |9 100 19 | 09
3 before
after 443 121 [400] 250 |5200] 2 | 8 |Too7 |17 01 ] 07
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Bacteriological and clinical studies on pazufloxacin
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35-Shinanomachi, Shinjuku-ku, Tokyo 160, Japan

(*Present address: Department of Internal Medicine, Kawasaki Municipal Hospital)

The in vitro activity of pazufloxacin (PZFX), a newly developed quinolone for oral use, was studied by

determining the minimum inhibitory concentration by an agar two-fold dilution method. The MIC of PZFX

ranged from 3.13 to 100 pg/ml or more against 5 out of 19 strains of Staphylococcus aureus with the mecA

gene, but showed excellent activity against 14 strains with the mecA gene and 12 strains without the

mecA gene, against which the MIC of this drug ranged from 0.05 to 0.39 pg/ml. PZFX was more active

than ofloxacin and fleroxacin against not only S. aureus but also against Escherichia coli, Klebsiella

prneumoniae, Enterobacter cloacae and Pseudomonas aernginosa. The MICs of PZFX ranged from 0.0125 to
0.20 pg/ml against E. coli, from 0.0125 to 0.10 xg/ml against K. pneumoniae, 0.025 or less to 0.10 pg/

ml against E. cloacae and 0.20 to 3.13 xg/ml against P. aeruginosa. Each three patients, one with tonsillitis

and two chronic bronchitis were successfully treated by administration with 100 mg t.i.d. of PZFX.

Neither significant side effects nor abnormalities of laboratory data were detected after administration of

PZFX.



