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Fig. 1. Absorption of gatifloxacin in rats
with gastrointestinal loops.
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Fig. 2. Time course of intestinal absorption.
and tissue accumulation of gatifloxacin in
rats with jejunum or ileum loops.

Concentration of gatifloxacin: 1.5 mM
Mean £ SD (n=4)
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Table 1. Effects of amino acids, and di-and tri-peptides on intestinal absorption
of gatifloxacin and cephalexin in rats with jejunum loops
Concentration Absorption Accumulation  Transport in
Drug Inhibitor  of inhibitor n from loop in tissue blood
(mM) (% of dose) (% of dose) (% of dose)
Gatifloxacin ~ Control - 10 63.2+ 9.2 54 +0.7 57.8+ 9.7
Gly 50 5 66.1+ 8.8 4.2+0.4 61.9+ 8.8
125 5 615+t 4.9 5.9+0.6 55.6% 4.4
L-Phe 125 5 63.6t 7.7 5.4+0.8 58.2+ 8.1
GlyGly 50 5 720+ 74 4.6 0.6 674+ 7.8
125 5 66.0£10.0 5.7+0.4 60.3+10.3
L-PheGly 125 5 70.7+ 5.9 58+1.7 649+ 5.8
GlyGlyGly 125 5 685+ 7.4 6.5+0.8 62.0x 7.2
Cephalexin Control - 5 80.6+ 54 45.0£5.3 356+ 9.3
Gly 125 4 83.6+t 54 43.1£3.1 405+ 4.9
GlyGly 125 4 63.0t 7.5**  36.0%x3.8" 270+ 4.0
Concentration of drugs: 0.5 mM
Mean £ SD

% Statistically different from the control group (P <0.05)
% % Statistically different from the control group (P <0.01)
Abbreviations : Gly, glycine ; L-Phe, L-phenylalanine, GlyGly, glycylglycine ;
L-PheGly, L-phenylalanylglycine ; GlyGlyGly, glycylglycylglycine
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Absorption characteristics of gatifloxacin, a new quinolone, in rats

Hisao Kusajima, Ryozo Ishida, and Hideo Ohkubo

Central Research Laboratories, Kyorin Pharmaceutical Co., Ltd.

2399-1 Mitarai, Nogi-machi, Shimotsuga-gun,
Tochigi 329-0114, Japan

The intestinal absorption characteristics of gatifloxacin (GFLX), a new fluoro-methoxy-quinolone,

were investigated in rats using the insitu ligated loop method.

1. GFLX was absorbed well from duodenum, jejunum, ileum, and colon, but not from the stomach.

2. This drug was rapidly absorbed from jejunum and ileum, and tissue accumulation was minimal.

3. The absorption of quinolones from jejunum loops increased with the increase of lipophilicity.

GFLX was completely absorbed in the same manner as fleroxacin, ofloxacin, and sparfloxacin.

4. The high concentrations of amino acids and peptides did not inhibit the absorption of

GFLX from jejunum loops. On the other hand, the absorption of cephalexin, which was transferred

by a dipeptide carrier-mediated system in the small intestine, was found to be inhibited by

glycylglycine but not by glycine. This fact suggests that the common amino acid- or peptide-

mediated active transport system dose contribute to the absorption of GFLX in the small intestine.



