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Table 1 Summary of healthy male volunteers

. Age Height Body weight
Subjects No.
ubjects No (years) (cm) (kg)

1. 20 175 60

2. 20 165 57

3. 20 177 67

4. 20 177 53

5. 18 178 68
MeantSE. 19.610.4 174. £ 2.4 61.0+2.9
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Serum concentrations of R-3763 after a single 200 mg p.o. administration

of CS-807 in fasting and non-fasting state by HPLC
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Table 2 Mean serum concentrations of CS-807, T-2588 and CFIX after a single 200 mg p.o. in fasting and non-fasting state by HPLC

(ug/ml)
Drug State Before 0.5h 1h 2h 3h 4h 6h 8h 12h
. 0.0 0.4 1.1 2.1 2.4 2.2 1.4 0.7 0.3
Fasting
10.0 +0.2 +0.2 10.1 +0.2 +0.3 10.2 10.1 +0.1
CS-807
. 0.0 0.1 0.5 2.2 3.5 3.4 2.1 1.1 0.2
Non-fasting
+0.0 10.1 +0.2 $0.4 +0.3 0.3 +0.2 +0.1 +0.0
. 0.0 0.4 1.0 1.7 1.3 0.7 0.2 1.1
Fasting nd.
+0.0 0.2 +0.3 +0.3 +0.2 +0.2 10.1 +0.0
T-2588
. 0.0 0.2 0.9 1.7 1.8 1.6 0.6 0.2
Non-fasting nd.
10.0 +0.2 +0.4 +0.5 +0.2 +0.3 +0.2 +0.1
. 0.0 0.1 0.6 1.8 2.4 2.5 2.4 1.9 0.6
CFIX Fasting
+0.0 $0.1 +0.3 +0.2 10.2 10.2 +0.3 +0.2 $0.1
(MeantS.E., n=5)
Fig. 2 Serum concentrations of T-2525 after a single 200 mg p.o. administration
of T-2588 in fasting and non-fasting state by HPLC
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Fig. 3 Serum concentrations of CFIX after a single
200 mg p.o. administration in fasting state by

Fig. 5 Urinary recoveries of T-2525 after a single
200 mg p.o. administration of T-2588 in

HPLC fasting and non-fasting state by HPLC
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Fig. 7 Mean urinary recoveries of R-3763, T-2525
and CFIX after single 200 mg p.o. adminis-
tration of CS-807, T-2588 and CFIX in fas-
ting and non-fasting state by HPLC
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Table 3 Comparison of pharmacokinetic parameters (One-compartment open model) HPLC assay method

Cmax Tmax TY% AUCS Urinary
Drug excretion rate
(ug/ml) (hr) (hr) (ug*hr/ml) (%)
i 2.4 2.7 2.4 15.5 33.5
Fasting
+0.2 +0.2 +0.2 + 1.3 + 2.8
CS-807
3. . .
Non-fasting 6 3.3 2.1 19.7 49.0
+0.3 +0.2 $0.1 + 1.4 + 2.6
. 1.7 1.8 1.1 5.9 16.6
Fasting
+0.3 +0.2 +0.1 + 1.0 + 2.9
T-2588
2.3 . .
Non-fasting 2.3 1.2 8.5 31.7
+0.2 +0.4 +0.3 + 0.8 + 2.1
2. . .
CFIX Fasting 6 3.9 3.1 23.9 19.4
+0.2 +0.2 +0.2 + 1.9 + 2.8

(MeantS.E.,, n=5)
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PHARMACOKINETIC STUDY ON NEW OXIME-TYPE ORAL CEPHEMS
— COMPARISON OF CS-807, T-2588 AND CEFIXIME
IN THE SAME SUBJECTS —

FUSANOSUKE YAMASAKU,* YAsuTosHI Suzuki® and KATsuji UNo**

*Department of Internal Medicine and **Department of Pharmacy, Suibarago Hospital, Niigata

CS-807 and T-2588 were administered orally to five healthy adults in a dose of 200 mg fasting and after
breakfast; cefixime was given in the same dose but only during fasting. Afterwards serum and urine levels
of the drugs were measured by HPLC and compared.

Peak serum levels of cefixime, CS-807 and T-2588 during fasting were 2.5, 2.4 and 1.7xg/ml on average;
cefixime had the longest serum retention, followed by CS-807 and T-2588. The highest recovery rate in urine
was achieved by CS-807(33.5%), followed by cefixime(17.8%) and T-2588(16.6%).

Peak levels of CS-807 after p.c. oral administration ranged from 3.1-4.8ug/ml, being on average. 1ug/ml
higher than that during fasting. Six hours after administration, however, CS-807 levels were lower than those
of cefixime. Peak levels of T-2588 ranged from 2.1-3.0xg/ml. Mean recovery rates in urine were 49.0% for
CS-807 and 31.7% for T-2588. These rates were 1.5 and 2 times those during fasting, indicating that
absorption is better after meals. Mean Ty before and after meals, calculated using a one-compartment open
model, was 2.4 h and 2.1 h for CS-807, 2.1 h and 2.4 h for T-2588 and 3.1 h for cefixime during fasting. The
AUC before and after meals was 15.5¢g+h/ml and 19.7xg+h/ml for CS-807, 5.9zg+h/ml and, 8.5ug+h/ml for
T-2588 and 23.9ug-h/ml for cefixime.

These results indicate that CS-807 and cefixime b.i.d. maintain higher serum levels than three administra-
tions of T-2588 per day.



