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Fig. 1. Chemical structure of '*C-fleroxacin.

* MRS 1-15-1
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Table 1, Methods of microautoradiography

1. Administration 1C-labelled fleroxacin
(4.1 mg/3.7 MBq/100 g)

2. Sample Ventral prostate and coagulating gland of rat
(30 min and 6 h after administration)

3. Freezing Acetonewith solid CO,

4, Preparation of sections 4~5 um thickness

5. Lyophilizing in cryostat (—20°C~—30C)
6. Film emulsion NR-Mz2, Konica

7. Exposure 3~4 weeks (—20C)

8. Developing and fixation KONICA DOLX AND FUJIFIX

9, Staining Hematoxylin and eosine

CFU/prostate #&#% 4 B0 b D EHAL 72,

4, EES 70 x—-VVIVF ST 7 14—
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Fig. 2. Histopathological findings of rat pros-
tate, 1 week after inoculation with Enter-
ococcus faecalis (X100) . F: folliculi

Fig. 3. Histopathological findings of rat pros-
tate, 2 weeks after inoculation with Enter-
ococcus faecalis (X100) . F: folliculi ™
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Fig. 4. Histopathological findings of rat pros-
tate, 3 weeks after inoculation with Enter-
ococcus faecalis (X100) . F: folliculi

Fig. 5. Microautoradiogram of rat prostate
following administration of ¢C-flerox-
acin. Good accumulation of silver grains
is seen in prostatic tissue (X200) .

F: folliculi
CT: connective tissue

Fig. 6.
in connective tissue but also in folliculi of
rat prostate (X400).

F: folliculi
CT: connective tissue

RTIZRRRIEA 3 & MR AEM & b iz “C-fleroxacin
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Mot (Figs. 5, 6),
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MOSEE CBES O LB ko T2 SED
ETFNVERR, BNFOFEERIVIZ-EDHLD
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Fig. 7. Microautoradiogram of prostatic rat
prostate following administration of C-
fleroxacin. Good accumulation of C-
fleroxacin is seen in prostatic tissue (Xx200) .

F: folliculi

Fig. 8. Magnified view of Fig. 7. High distri-
bution of silver grains is noted within
folliculi (Xx400). F: folliculi

CT: connective tissue
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Fig. 9. Relatively high accumulation of sil-
ver grains is seen around inflammatory
cells (X400). F: folliculi

Fig. 10. High accumulation of silver grains
is noted in folliculi and low accumula-
tion in connective tissue (X400).

F: folliculi
CT: connective tissue
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Table 2. Physicochemical properties

Ofloxacin Cefmetazole Tosufloxacin tosilate Fleroxacin
(quinolone) (cephamycin) (quinolone) (quinolone)
CsH,sFsN,O
Formula CxaHzoFNaon ClsHuN‘IOsSzNa . CI:H:;,; “HZO C"H“F;N;O;
Molecular weight 361.37 493.50 594.56 369.34
Solubility
Water A O x A
Methanol A O A A
Acetone A O X A
pH 7.16 4.2~6.2 — —
Protein binding (%) 6.3 84.8 37.4 32.0
5.54 5.8 5.03
2.34
pKa 7.90 8.7 8.65
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MICROSCOPIC STUDY ON DISTRIBUTION OF FLEROXACIN
IN PROSTATIC TISSUE

Shigeru Ikeda, Kiyoshi Nishimura and Akira Ishibashi
Department of Urology, School of Medicine, Kitasato University,

1-15-1 Kitasato, Sagamihara City, Kanagawa, Japan

Takao Okamura

Central Research Laboratories, Kyorin Pharmaceutical Co., Ltd.

The distribution of fleroxacin in rat prostate was studied by microautoradiography. '*C-fleroxacin
distributed well in interstitial tissue and folliculi even in untreated and prostatitic rats. Greater
penetration into folliculi was found in prostatitic rats. Good penetration into folliculi through
interstitial tissue and prostatic epithelium was demonstrated. The results suggest good clinical

improvement using fleroxacin against bacterial prostatitis.



