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Table 1. Serum and saliva concentrations of temafloxacin in healthy volunteers
~ fasting -
Volunteer Age Weight Concentration (ug/ml)
no. (yr) ke) 0.5h 1h 2h 3h 4h 6h 8h
serum | 0.69 0.96 1.03 1.28 0.89 0.84 0.67
1 55 62
saliva 0.23 0.32 0.56 0.71 0.43 0.46 0.42
serum 1.95 1.66 1.37 1.24 1.21 0.79 0.57
2 36 65 -
saliva 1.09 0.96 0.41 0.48 0.30 0.32 0.27
serum | 0.26 0.38 0.55 0.57 0.49 0.40 0.37
3 34 71
saliva 0.19 0.20 0.15 0.23 0.17 0.15 0.14
serum | 0.19 0.63 0.89 0.65 0.61 0.50 0.49
4 34 70
saliva ND 0.23 0.50 0.42 0.30 0.31 0.37
, ] serum | 0.68 0.76 0.89 0.94 0.83 0.67 0.56
5 1 5
saliva 0.24 0.30 0.42 0.53 0.40 0.32 0.23
serum | 0.31 1.36 1.51 1.78 1.15 0.95 0.78
6 28 65
saliva 0.20 0.32 0.67 0.63 0.48 0.46 0.35
serum | 0.75 0.96 1.44 0.97 0.89 0.73 0.71
7 28 73 -
saliva 0.28 0.60 1.25 1.22 1.19 0.64 0.47
serum | 0.59 0.82 0.88 0.95 0.75 0.54 0.57
8 30 70 .
saliva 0.32 0.58 1.00 0.66 0.63 0.57 0.4
serum | 0.63 0.84 1.17 0.85 0.75 0.57 0.44
9 30 57 ,
saliva 0.55 0.89 0.83 0.52 0.55 0.37 0.29
0.67 0.93 ©1.08 1.03 0.84 0.67 0.58
M 34.0 | 664 | SSUM 4046 | +012 | +0.10 | 0.2 | +0.07 | £0.06 | *0.04
ean + + |
*SE 278 1.68 saliva 0.39 0.49 0.64 0.60 0.49 0.40 0.33
+0.10 +0.09 +0.11 +0.09 +0.09 +0.05 | =0.03

SE: standard error
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Table 2. Serum and saliva concentrations of temafloxacin in healthy volunteers

- non-fasting -
Volunteer Age Weight Concentration (ug/ml)
no. ) kg 0.5h l1h 2h 3h 4h 6h 8h
6 serum 0.04 0.05 1.18 1.08 1.06 0.92 0.65
1 55
saliva ND ND 0.58 0.89 0.63 0.28 0.27
serum 0.91 1.47 1.13 1.01 0.92 0.55 0.47
2 36 65 :
saliva 0.26 0.94 0.66 0.60 0.55 0.46 0.20
- serum 0.89 1.11 1.05 0.87 0.76 0.57 0.44
3 34
saliva 0.33 0.49 0.50 0.21 0.30 0.18 0.15
serum 0.29 0.97 1.45 1.15 0.96 0.78 0.59
4 34 70 .
saliva 0.13 0.48 0.71 0.63 0.48 0.37 0.33
serum 0.79 1.18 0.92 0.84 0.75 0.56 0.39
5 31 65
saliva 0.15 0.31 0.29 0.21 0.17 0.10 0.14
serum 0.06 1.93 1.39 1.04 0.80 0.74 0.48
6 28 65
saliva ND 0.42 0.41 0.42 0.22 0.30 0.15
serum 0.11 0.71 1.57 1.02 0.94 0.69 0.63
7 28 73
saliva ND 0.30 1.03 1.05 0.56 0.50 0.40
serum 1.29 1.11 1.08 0.81 0.69 0.61 0.36
8 30 70
saliva 0.32 0.53 0.64 0.46 0.25 0.21 0.12
serum 2.73 1.26 0.71 0.74 0.61 0.42 0.31
9 30 57
saliva 0.89 0.95 0.74 0.39 0.36 0.24 0.16
m 0.79 1.09 1.16 0.95 0.83 0.65 0.48
Mean | 340 | 664 | ST 4057 | +016 | +0.08 | *0.04 | +0.05 | +0.05 | +0.04
+ *
+SE . 0.35 0.89 0.62 0.54 0.39 0.29 0.21
2.78 1.68 | saliva
+0.10 +0.29 +0.07 +0.09 +0.05 +0.04 +0.03
SE: standard error
27 — fasting - 2 7 - non-fasting -
8 Toax 1.80 h 5 T 1.51h
S Corm 1.07 pg/ml £ Corax 1.15 pg/ml
N Ty 6.08 h 2 Ty 5.12h
$ AUC 10.46 pgh/ml § AUC 9.45 pgh/ml
£ B
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Fig. 1. Serum concentration of temafloxacin Fig. 2. Serum concentration of temafloxacin

and pharmacokinetic parameters. and pharmacokinetic parameters.
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Fig. 3.  Saliva concentration of temafloxacin Fig. 4. Saliva concentration of temafloxacin
and pharmacokinetic parameters. and pharmacokinetic parameters.

Table 3. C,, of serum and saliva and saliva move rate in temafloxacin

- fasting -

Volunteer Crnax Saliva move rate
no. (pg/ml) (%)

1 Cava 057 0.0

? saliva 109 - 71

3 sl 019 2

¢ sliva o B2

5 v iy 195

6 sliva 060 %8

7 siliva 125 1034

; saliva o8t 80

° salira 084 86
Mean z:;:;n (1”13; 61.6
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Table 4. C_,, of serum and saliva and saliva move rate in temafloxacin
- non-fasting ~
Volunteer Cruax Saliva move rate
0. (ug/ml) (%)
serum 1.10
1 saliva 0.73 66.4
serum 1.33
2 saliva 0.81 60.9
serum 1.11
3 saliva 0.47 42.3
serum 1.29
4 saliva 0.65 504
serum 1.08
5 saliva 0.29 26.9
serum 1.76
6 saliva 0.44 25.0
serum 1.24
7 saliva 0.91 34
serum 1.31
8 saliva 0.59 45.0
serum 2.87
° saliva 0.96 334
serum 1.45
Mean saliva 0.65 471
6.0
. 3.0
5.0
2.5
[ ]
~ [ ]
E 40] o
g o * o . = 2.0 °
g ° [ ] E [ ]
p=] - o (X} 00 L]
g 30 ] .. ... . N 5 1 0 n
a [ ] [ ) [=}
8 .. Y [ 'Y b g
g 2.0- ® e . ‘ ° g oo o
[VE'2 o .!.. ° ..o’ ] § 1.54 Qoo °
oo & $ . * S o .". .
* o ° . S c b ° ° * .
1.0 ] . s . 0.5- ® o, 0 °% o0t .
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Fig. 5. Concentration of temafloxacin in serum of Fig. 6. Concentration of temafloxacin in serum of

operative field after administration to patients.
(300 mg, P.0O., n=92)

operative field after administration to patients.

(150 mg, P.O., n=51)
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Table 5. Saliva move ratio, protein binding ratio and dissociation constant in temafloxacin and other antibiotics

Antibiotic Method of Saliva move rate Protein binding rate Dissociation
administration (%) (%) constant
Norfloxacin fasting 31 10 6.3
200 mg non-fasting —_ 8.7
Enoxacin fasting 74 29 6.2
200 mg non-fasting —_ 8.8
Ofloxacin fasting 94 34 5.7
200 mg non-fasting 99 7.9
Lomefloxacin fasting 75 20 6.0
200 mg non-fasting 83 9.0
Tosufloxacin fasting 66 37 5.8
150 mg non-fasting 77 8.7
Sparfloxacin fasting 80 43 6.2
200 mg non-fasting 70 9.3
Fleroxacin fasting 88 32 5.0
200 mg non-fasting 78 8.6
Levofloxacin fasting 86* 32 5.5
100 mg non-fasting 91* 8.0
Temafloxacin fasting 62* 38 5.88
150 mg non-fasting 47* 8.92
*: HPLC
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Basic studies on temafloxacin in oral surgery:
Concentration of temafloxacin in saliva and serum of operative field

Masataka Uematsu, Takashi Morishima, Yasunobu Busujima, Junko Yamazaki,
Hisashi Kato and Jiro Sasaki
Department of Oral Surgery, School of Medicine, Tokai University
Bouseidai, Isehara 259-11, Japan

We performed experimental studies on temafloxacin (TMFX), a new synthetic antimicrobial
agent for oral use, in the field of oral surgery.

1. TMFX, at 150 mg or 300 mg, was administered to 143 patients, and the concentration
measured in wound blood when a tooth was extracted. At 1~4 h after administration, the
concentration in blood was 0.39 ug/ml or higher in 93% of the 114 subjects.

2. TMFX was administered to 9 healthy volunteers before and after meals at 150 mg, and the
serum and salivary concentrations were determined periodically.

A pharmacokinetic study was performed using a one-compartment model. The parameters of
pharmacokinetic analysis was as follows:

Blood Saliva
Fasting Non-fasting Fasting Non-fasting
Thax (h) 1.80 151 1.94 1.68
Crax (pg/ml) 1.07 1.15 0.61 0.61
T1/2 (h) 6.08 5.12 6.02 3.89

AUC (ug-h/ml) 10.46 9.45 6.01 3.93



