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Case 2. Diffuse panbronchiolitis (60, M)

Fig. 1. Concentration of temafloxacin in serum and sputum.
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Table 1. Clinical and bacteriological effect of temafloxacin
. Dose Evaluation Side
Case | Age-Sex-BW dfﬁ'“““! (days) If";?;gfn BT | WBC | CRP | ESR | Chest X-P [‘pacterior | | effects
n (ke gnosis Total org logica clinical | Remarks
Jasma 300 mgx2 | normal flora (38.0( 8900 | 1.75] 81
1 47.F 45 mx::z‘r’nonia (7) ! i ! i } | improved | unknown | good -
P 42g | normal flora |36.8| 5000 [0.22 | 22
acute 150 mgx 2 | normal flora |38.8|10000 | 4.18| 26
) 37.F.54 neumonia (13) i ! ! ! | improved | unknown | good —
p 39g | normalflora |36.4| 8400 |0.22 | 24
acute 150 mgx 2 | normal flora |37.4| 7700 | 0.72 | 34
3 35.F.58 neumonia (13) ) ) 1) 1 i improved | unknown | good -
pret 39g (=) |36.4] 5300(0.2z | 17
acute 300 mgx2 | normal flora |37.4 (12200 0.93| 22
4 48.F.50 neumonia (14) 1 | ) 1 ) improved | unknown | good —
p 8.4g (=) [37.0] 8600|022 | 12
acute 300 mgx2 | normal flora |38.0|12400 | 9.00 [ 44 excel
s aMe | S| () ! L|ov v v improved |unknown | T | —
P 84¢ (<) |35.8] 5400{022 | 12
acute 300 mgx2 | normal flora |{38.0]12100 | 4.49| 68
6 31.F.51 neumonia (14) 1) I 1) [ i improved | unknown | good -
P 84g (=) |36.2] 5400{022 | 20
chronic 150 mgx 2 | normal flora {37.8 (10500 |10.2 | 87
7| 6LM.S56 bronchitis Y] ! ) 1 I ! | no change | unknown | good —
21g normal flora [36.5| 7900 | 1.73| 68
chronic 300 mgx2 | H. influenzae |37.4 110200 | 1.91| 8
8 58.F.46 bronchitis (] 1 ! i 1) 1 | no change |eradicated | good -
42¢g normal flora [36.0| 4100 0.21| 2
chroni 150 mgx 2 | normal flora {37.0 {11300 | 0.27| 5
9 | 64.M67 bmnchifis ®) ! v ] L | 4| | |nochange | unknown | good | —
24¢g normal flora {35.6| 7300(0.2=| 5
chronic 300 mgx2 | normal flora {37.2|18400( 1.21| 3
10 45.M.67 bronchitis (10) i | i i ! | no change | unknown | good -
6.0g (=) 36.4 110000022 | 4
chronic 300 mgx2 | H. influenzae | 39.4 | 12000 | 13.8 59 cel-
| GoMeo | o m ! ¢ ] 4| 4| 4 | nochange |eradicated el Cnet -
42¢ normal flora |36.3( 5500 0.98| 51 €
chronic 300 mgx2 | nornal flora |37.0f 9200 | 0.82 | 24
12 66.F.50 bronchitis (14) 1 ! 1) 1 ! | nochange | unknown | fair -
84¢g normal flora (36.3| 8300 1.01| 45
. 300 mgx2 | H. influenzae | 37.9 | 23100 | 11.6 | 64
13 67.F.40 anb(:liu:ue’ ltis 11 1 i) i ! | improved |eradicated elx cetl- -
panbronctuo 6.6¢ | normalflora |36.4| 5200 |0.22 | 21 en
secondary
infection 150 mgx 2 | H. nfluenzae (38.3| 8800 3.0 | 72
14 61.F.55 to chronic (0] ! ! 1 ! 1 | no change |eradicated| good —
respiratory 21g normal flora |36.2 | 5700|0.2= | 37
disease
secondary
infection 300 mgx2 | normal flora [37.0(10400| 0.35| 7
15| 39.M.52 to chronic ) ! ! ! 1 | | nochange | unknown | good | diarrhea
respiratory 36¢g normal flora [36.2| 6400|022 | 5
disease
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Table 2. Clinical efficacy of temafloxacin treatment

by disease
Daily dose and
Diagnosis efficacy rate Total
150 mg x 2 (300 mg x 2
Mycoplasma pneumonia 11 11
Acute pneumonia 2/2 3/3 5/5
Chronic bronchitis 2/2 3/4 5/6
Diffuse panbronchiolitis 1/1 1/1
Secondary infection to
chronic respiratory disease 11 11 2/2
Total 5/5 9/10 14/15
(100%) (90%) {(93%)

Table 3. MICs (ug/ml) of temafloxacin, norfloxacin,
ofloxacin, ciprofloxacin and enoxacin
against isolated Haemophilus influenzae

Case , Temaflo- | Norflo- | Ofloxa-
Organisms . . .
10. xacin xacin cin

8 |H. influenzae |  0.10 0.39 | 0.39 0.10 0.78

Cipro- | Eno-
floxacin | xacin

11 | H. influenzae | 0.0252 0.10 0.056 | 0.0252 | 0.20
13 | H. influenzae | 0.0252 0.10 | 0.10 | 0.0252 | 0.10
14 | H. influenzae | 0.0252 0.10 | 0.05 | 0.0252 | 0.20
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Table 4. Clinical laboratory test data before and after administration of temafloxacin

Hb RBC PLT. | WBC | Eos. |s-GOT |s-GPT | ALP |7-GTP | BUN | Cr.

Case 00 | /)y | (104mm®) | (10%mm®) | (Umm®) | cell %) | AUMA) | AUA) | AUA) | AUN | (mg/dD | (mg/d)
B| 12.1 436 45.0 8900 0 21 26 290 | 104 | 129 | 048
N 437 35.8 5000 2 21 17 203 86 | 18.0 | 0.65
B| 131 439 23.6 | 10000 0 16 9 116 17 7.7 | 0.72

2 1Al 1zs 426 33.8 8400 4 14 9 247 25 | 131 | 0.65
B| 112 457 28.9 7700 2 17 11 119 19 7.7 | 0.46

% |al109 425 30.2 5300 1 17 13 109 16 9.6 | 048
B | 13.5 416 22.7 | 12200 0 17 14 191 45 | 151 | 0.59
BT, 420 20.4 8600 2 23 21 188 50 | 14.7 | 0.64
B| 14.1 441 19.5 | 12400 0 76 92 287 | 130 | 111 | 0.85

> a1 454 31.7 5400 0 33 43 245 88 | 134 | 0.89
B | 13.0 450 22.8 12100 2 19 13 123 11 12.0 0.54

6 ‘A 11.3 384 23.5 5400 11 14 9 100 9 15.6 0.70
B | 119 340 30.3 | 10500 4 21 15 99 41 16.6 | 0.77

T lal 2 345 49.2 7900 9 31 27 102 41 | 155 | 0.58
B| 135 458 30.1 | 10200 1 14 10 134 11 11.3 | 0.56

® |alzs 441 25.6 4100 6 15 9 | 113 9 | 138 | 0.60
B | 17.3 567 12.0 | 11300 2 25 17 122 15 | 176 | 083

S NETS: 485 13.7 7300 1 25 14 112 13 | 162 | 092
B | 16.7 518 20.1 | 18400 0 26 29 122 | 102 | 11.0 | 0.71

S PNET 504 20.2 | 10000 3 19 24 111 75 | 167 | 0.80
B| 127 405 25.5 | 12000 0 25 19 232 21 129 | 0.86
SENETY: 414 46.0 5500 2 28 36 536 72 | 14.6 | 0.90
12 B | 14.2 471 33.9 9200 1 17 13 189 58 | 154 | 0.66
A 137 457 29.5 8300 5 15 13 175 55 | 174 | 0.72

3 B| 136 446 51.8 | 23100 0 29 52 369 37 | 220 | 067
Al 12 376 36.4 5200 | 12 19 16 178 17 | 123 | 0.72

" B| 133 430 $23.9 8800 0 53 49 251 26 | 117 | 0.57
Al 131 432 21.1 5700 4 37 29 254 22 | 12.6 | 0.58

5 B| 143 490 28.1 | 10400 2 43 25 169 | 216 | 12.3 | 0.63
A| 150 476 30.7 6400 3 31 18 177 | 197 | 203 | 0.78

B: before  A: after

VBT AHFZ, Chemotherapy 34: 316~330, FIMEERN) 18 PENFIR 2R RS E VI § B+ 7 + 3
1986 > DERRIIAI %, Jap J Antibiotics 33: 1111~

4 TREH, WEBCR, FHGLE, P OB 1124, 1980
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Basic and clinical studies on temafloxacin in respiratory tract infections

Mitsuhide Ohmichi and Yohmei Hiraga
Department of Respiratory Desease, Sapporo Hospital of Hokkaido Railway Company
Higashi 1, Kita 3, Chuo-ku, Sapporo 060, Japan

We evaluated the penetration of temafloxacin (TMFX), a new oral quinolone, into serum and
sputum and its clinical usefulness in respiratory tract infections.

A daily oral dose of 600 mg of TMFX was administered to 15 patients for 6 ~14 days. Five of
the patients had pneumonia, 6 bronchitis, 1 mycoplasma pneumonia, 1 diffuse panbronchiolitis
and 2 secondary infection to chronic respiratory desease.

A dose of 600 mg of TMFX was administered to 2 patients (1 with chronic bronchitis and 1 with
diffuse panbronchiolitis).

Venous blood and sputum were collected on day 1, 4 and 7.

Clinical efficacy was excellent in 3 patients, good in 11 and fair in 1, with an efficacy rate of
93.3%.

Four strains of Haemophilus influenzae were identified as causative organisms, and all were
eradicated by treatment with TMFX.

As regards safety, 1 case of diarrhea was observed among the 15 patients treated. Abnormal
laboratory values was found in 2 caées; one consisted of a slight elevation in eosinophil count and
the other a slight elevation of both ALP and y-GTP.

The concentrations of TMFX in the sputum of the two patients with respiratory infections were
highest 2~4 hours after oral adminstration on day 1, 4 and 7 (means: 1.60, 3.01 and 3.98 ug/ml,
respectively).

The penetration of TMFX from serum to sputum was 75~120%.



