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Fig. 1. Effect of quinolones on GABA receptor binding.



130 B & ft %

Bk F R M

SEPT. 1985

(SPFX, FLRX, TFLX) Tiz# N 5 ® GABA S5 EEA1C
Y HHEEHRIIFE o7, TS DEEE L ) NFLX,
ENX, CPFX (3RS L& L 7281213 GABA S414K
HEtHEEL, EE¥LFRTLTEREIRIESNS, —
#, PZFX i3 GABA FAEK A 54 ETHEY T, B4 HR
LIZKVWEMTHA ) ZEWREENT,

612, NSAIDs DHFAHIZE ) ¥/ 0 v BEOREBHER
TERPHEMIND ZEFMONTWDE, kAL, THRE
PFRARICE2ZRERANEBEINIEFE L LT,
NSAIDs #£fF FT¥ / 0 » % GABA gmt/\[;gzﬁ;
A snsZ 2R LTE7, Fig 2R X512,
NFLX, ENX, CPFX, OFLX ® GABA S7&{&HE/EH I3,

100
—~—@— pazufloxacin
==0O-- norfloxacin
< 80 1 --m-- enoxacin
E = =A-- ciprofloxacin
< ==0-- ofloxacin
By :
o
£ " 0y
- s ‘\‘ b
o .
%2 404 o, . ‘&~ “‘
£ 9 N ERAS
%5 s B s
& & 20 0. . Nt
O« 2 B " tcg----0
‘\-.. -. oo
o -:::0""“"3
0 T T T T T T !
-9 8 7 -6 5 4 3 2
log [quinolones, M]
1204 B
—@— pazufloxacin
1004 -=Q-- sparﬂox?cm
< ==A-- fleroxacin
g -=0-- tosufloxacin
2 w0
<
23
SE 604
=8
23
2E 404
g8
20

log [quinolones, M)
Fig. 2. Effect of quinolones on GABA receptor binding
in the presence of 4-biphenylacetic acid (10™ M).

Table 1. ICg, values of quinolones with or without
4-biphenylacetic acid (10~*M)

Quinolone 4-biphenylacetic acid

(=) 10-*M
pazufloxacin >10-3 >10-3
norfloxacin 1.4x10-5 <10-8
enoxacin 1.4x10-¢ 1.1x10°8
ciprofloxacin 7.6x10°5 3.0x10-8
ofloxacin 1.0x10-3 8.3x10-7
sparfloxacin 5.7x10~* 52x10-°%
fleroxacin 9.1x10-* 1.0x107¢
tosufloxacin 7.6x10°¢ 1.2x10-*

Each value represents mean of two or three separate
experiments.
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Convulsant activity of pazufloxacin, a new quinolone,
and its effect on the receptor binding of Y-aminobutyric acid
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Since quinolones have been reported to have potent convulsant activity, we studied the effect of
pazufloxacin (PZFX) on the receptor binding of y-aminobutyric acid (GABA). PZFX hardly inhibited
GABA receptor binding in its high concentration (107°M). And non-steroidal anti-inflammatory drugs did
not affect the inhibitory activity of PZFX. And the intraventricular injection of PZFX induced convulstion

in mice in its high doses, and concurrent administration of 4-biphenylacetic acid (5 nmol) did not affect

the convulsant activity of PZFX. These results suggest that PZFX might have very weak convulsant

activity.



