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RENHENIEONTHMEHE L, BRSBERS.
preumoniae 23 LT 7%, BRIRFEIRDEEIIR O
HVWOTHERZRETIE R, EoebiG%IERALHE
L7

[#EBI9]

[#EBI6]

745 W 44kg
2%, [EILRE

Fig. 3IZARBIOBERZBE R L7,

LEID S RASEREEYXH ) R—ZA A —h—%%EL
Twh, 72, LD o R EXILRE & L TLHISER
LTz, 4 EHIBRFI634FE9A22H, ¥, BN
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Table 1. MIC ranges, MICg, and MICy, of fleroxacin and ofloxacin against 20 strains each of six different species

. MIC (ug/ml)
Species Agent

range MIC;, MICq,
S. aureus fleroxacin 0.39~ 1.56 0.78 1.56
. “ ofloxacin 0.2 ~ 1.56 0.39 0.78
E. coli fleroxacin =0.05~ 6.25 0.1 6.25
’ ofloxacin =0.05~ 6.25 =0.05 3.13
K. preumoniae fleroxacin 0.2 ~ 0.78 0.39 0.78
: ofloxacin =0.05~ 0.39 0.2 0.39
E. cloacae fleroxacin 0.1 ~25 0.78 6.25
’ ofloxacin =0.05~ 3.13 0.78 3.13
S. marcescens fleroxacin =0.05~ 0.78 0.39 0.78
’ ofloxacin =0.05~ 0.78 0.2 0.39

P aeruginosa fleroxacin =0.05~50 6.25 25
ofloxacin =0.05~25 3.13 12.5

Inoculum size  S. aureus: 10° CFU/ml

others: 10 CFU/ml
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Fig. 1. Concentrations of fleroxacin in serum (+) and sputum (
administration of 300 mg in 3 cases with respiratory infection.

), and volume of sputum (/) after oral
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oA I I [ S — S W—
Therapy Fleroxacin 200 mg = 1/day

Body temperature
“C)

Cough

Chest X-P

Orgamism 1solated

NI

BSR (mm/h)
CRP
WBC (/mm*)

S. marcescens S preumoniae S. pneumoniae
100 65 70
6+ 3 -
5.000 6.500 5,800

Fig. 2. Case No. 6, 70 y.o., male, 49.5 kg, acute pneumonia, DM.

Day

1 4 8
L ! L

Therapy L

Fleroxacin 200 mg x 1/day ]

Cough
Sputum
Body temperature (°C) 35.9 35.8
Chest rales +

Chest

- LY [

Organism isolated H. influenzae

>10"/ml of
BSR (mm/h) 20 10
WBC ¢mm?) 3900 4900

Fig. 3. Case No. 9, 74 y.o., female, 44 kg, acute pneumonia, bronchiectasis.
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LRI IOBBS M EBfFDF /U L RERI L L
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bility ARIE S N AT, EEDH L WO BIREMER O
RAREDOH RO —DIXEABIENSEIZH ), FHitKt
7 ARREOFNI BV TS S iR AT s 0 R R
BHETAHLOPBEISNTOLEH, F/200REACH
WTRARO L HIC1B ARG 26 & 5 EAIAH
BYBIlEol, TDL) BARBOENRAF A, it
DEELHFEMN R ThH W BRELAEDLFFEIZ LD
LHERBT AD0D, WEHET 580 CHRD 5 RE
tEbhs,

ST, IO RO BFREGAE L, FENIZIE
MERRG & BB LI2KP 8, S5IZFFh
D, EREEYRATABEFERER LT ONE,
RIS E v BT AT, MERKY - 50l
BEDOR LM DT, BRERENDERBITHIIELETEHH
MRDBEBZEHE L, TSR TRT AL DI
PLETHL, EFOBOMHEE LT, EORDBHAIC
RPIRF O M AR % &0 TREERFR S, 0vTid
RENBEEEDLZLHPUETH L, KRIDHAIIE
MR D REEM OFH & S IZHBNZIT L BIFTH
Y EVIIERIBREMAEOND, LA ST, &
SEF OIRENBITH ML T B H R MM E 7%
BB TOE R GAE |23 B AR O BEAF B =
NLLEZIATHA,

AEOHILOIBERET DM, in vitodTEHIZE LT
FRIOFENILOFLX & 12IZFE%AIEF S B LD TH -
o L L&AS, AAKRORSHOMS B L OEEA

RIS DA TR BRI A REATH O N, Thbb,

WK B3 R B FE I3 H11C B T, AAI300mg ik 5 4 2%
W) R M b e A5 & 7o s, 8BEMIF41C & S hSE
WIEAR O, &SI 24 B I b S LR O
0%RHDENMENE LN, SO LD, KD
BTURKOIB IS &), BEOF /0y RE
AOIA2~3ES L LT 5, HHVIZENG FER

DBITOLRFTH o7 Thbb, K520 MZDERS
M3t B S 42~ AR DR~ DRITH L
ZFNZEN91%, 66%, 52% EBVWETH 720 TDA,
FEBIATIIBAITEN91% LMD THWETH 575, Kl
SNTEIF AL e - DEFEICIEE TR BED
b, LL, o2BliisirsBITRIZLTOVTHR
b50% L, 70%E THY, FEOENTIKPFBHE,
FICTHRE~DOEN BT R THMES R b,
kD Z DL, KEO ERFEANDOBOBITELYRT
BLARDY & AR, IR AR BE IS T A RR OB WHH
HERETIHHESZ L),

S EDOHIOBERMRENIZ, F I Lt OIT0 ek geE
ERRELTIT % 572 £KRTLOGIR7HAH L LT
HY, HNERTO% ThHoT20 RRHDB L UFHEHN3I
B, JEBI2IX KRG # T HOEBOEBHAAR+ 5T
HY, BN DSHNOBBIIAFETH - 72, IE
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IN VITRO ANTIMICROBIAL ACTIVITY, PENETRATION INTO SPUTUM AND
THERAPEUTIC EFFICACY OF FLEROXACIN IN RESPIRATORY INFECTIONS
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We measured the in vitro antimicrobial activity, and serum and sputum concentrations of fleroxacin, a new quinolone agent
for oral use, and evaluated its therapeutic efficacy in respiratory infections. The minimum inhibitory concentrations (MICs) of
fleroxacin and ofloxacin (OFLX) against 20 strains each of Staphylococcus aureus, Escherichia coli, Klebsiella pneumoniae,
Enterobacter cloacae, Serratia marcescens and Pseudomonas aeruginosa were determined by a microbroth dilution method using
the Dynatech MIC-2000 system. As shown by the MICs, fleroxacin was somewhat less active than OFLX against all these
species. The concentrations of fleroxacin in the serum of three patients with respiratory infections were highest at 2 h after
oral administration of 300 mg (7.41, 2.82 and 3.93 xg/ml). The penetration rate of fleroxacin from serum at 2 h after oral
administration into the sputum collected during 2 h thereafter was 91%, 66% and 52% in these 3 patients. Thereafter, the
concentrations of fleroxacin in their serum and sputum decreased gradually: at 24 h after administration, the concentrations
of fleroxacin in serum were 1.66, 0.72 and 0.53 ,g/ml and those in sputum were 1.63,0.53 and 0.23 yg/ml. A daily dose of
200-300 mg of fleroxacin was given orally for 5—14 days (mean: 7.8 days) to 10 patients: 4 with acute bronchitis, 1 with
infection supervening on bronchiectasis and 5 with acute pneumonia. The clinical efficacy was assessed as excellent in 1, good
in 6, fair in 1 and poor in 2. Six strains were identified as causative organisms, five of which were eradicated by fleroxacin.
Mild epigastric pain and elevation of eosinophils were each observed in one patient. From the above results, we conclude that

fleroxacin is one of the most useful quinolone agents for oral use in the treatment of respiratory infections.



