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Table 1 — 1, Clinical efficacy of sparfloxacin therapy
Age . Sparfloxacin treatment Effect
Case Diagnosis |y derlying di Isolated i i i
y) nderlying disease| Isolated organisms dail total | ;.. | bacterio-
no. éex (severity) dosg, days| 3 ge |Clinical logical
O g} pn?:lrﬁgglia pneumoconiosis normal flora 300mgx1| 7 | 2.1g | excellent | unknown
39 neumonia _ Haemophilus :
@ | M p (mild) (=) parainfluenzae 300mgx1| 8 | 2.4g |excellent|eradicated
® 12\2 pn(erl:ﬁg‘)‘ia (=) normal flora |300mgXx1| 8 | 2.4g | good |unknown
@ ?\2 pn(e;rirlxg;xia (=) normal flora  [300mgx1| 8 | 2.4g |excellent| unknown
® %“4 pn(er%?]lg?ia (-) not tested 300mgXx1| 8 | 2.4g |excellent|unknown
® RZ pn(e;xixllgx)lia (=) normal flora 300mgX1f 7 | 2.1g | good |unknown
63 X neumonia pulmonary Haemophilus
@M moderate) emphysema influenzae 300mgXx1| 7 | 2.1g |excellent| replaced
%2 acuzenl;ricirgl)iitis (-) Bg’&'g}rf}%?ﬁa 300mgXx1i| 7 | 2.1g | good |unknown
o | §| mpimais |t inonas | Hoemaphise |onmgic 1| 426 | goot [sntiotd
@ | 4% | wcuebronchitis |y n chiectasi ttested  |300mgx1| 13 | 3.9 d |unk
F (mild) ronchiectasis not teste mg .9g | good |unknown
@ :i;‘? acuzerglicixg:hitis bronchial asthma normal flora 300mgXx1| 7 | 2.1g | good |unknown
® | 44 | bronchiectasis | o sinusitis | H hil 300mgx1| 7 | 2.1 llent | eradicated
M | (moderate) |chronic sinusitis ‘aemophilus sp. mg .1g | excellent | eradicate
® 71-,3 l)(n:ln:g;e:;.:.:i)s. chronic sinusitis normal flora 300mgXx1| 10 | 3.0g | fair |unknown
® %8 | bronchiectasis chronic sinusitis Haemophilus 300mgX1| 7 | 2.1g | good |unknown
F | (moderate) influenzae
® ﬂ b(';;n:(}i’;e:;‘::i)s chronic sinusitis pfffgﬂfzﬁzﬁ:;e 300mgX1j 7 | 2.1g | good |eradicated
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Table 1 — 2, Clinical efficacy of sparfloxacin therapy
Case Af)e Diagnosis Underlying disease| lsolated organisms sdp“ ':rll°"“’" mat:::: Ef::; i
no. | ¥4 |  (severity) d%lsg days | joge | clinical logie:;?'
72 bronchiectasis - :
® M (mild) (=) normal flora 300mgXx1| 7 | 2.1g | fair |unknown
(i) ‘i? (l;’;‘l’g‘g‘:’l‘fg:‘e“) (-) ﬁ%ﬁ‘;ﬂi’g:s 300mgx1| 14 | 4.2g | good |eradicated
® |13 (br:’gc‘;'g’:::i:) chronic sinusitis P ::gggmg:: ® |300mgx1| 13 | 3.9g | good |eradicated
pulmonary . )
e |U enzl:::{llg;na (=) iﬂ%‘;ﬁggg’ 300mgx1| 7 | 2.1g | good |eradicated
@ | ¥ (moderate) | chronic sinusitis P '%ﬁ',ﬁ%":iﬁf{ff:m 300mgx1| 14 | 4.2g | excellent | eradicated
70 DPB P Staphylococcus aureus partiall
Q| F (severe) | Chronic sinusitis - Pseag‘a)ym Sisha 300mgx1| 15 | 4.5g | poor |POR2 %
@ %g (moderate) chronic sinusitis %ﬁﬁm‘;{"&? 300mgx1| 15 | 4.5g | excellent | eradicated
@ ;2 ( mo%l:rBat e) chronic sinusitis %”;‘:ﬂﬁ%ﬁ? 300mgXx1| 15 | 4.5g | excellent | eradicated
52 DPB chronic sinusitia Haemophilus sp. x ;
: ) .2
@ M (mild) g:;::t:tse rx:lseil‘l)xrtlus Poeudomonas aeruginosa 300mgx1| 14 | 4.2g | good |eradicated
® ?\2 (gli)lg) chronic sinusitis normal flora 300mgXx1| 7 [ 2.1g | good |unknown
® 63 pneumoconiosis Streptococcus pneumoniae 300mex1| 7 | 2.1 excellent | eradicated
M | (moderate) | chronic sinusitis Haemophilus influenzge € 18 |ex
30 DPB chronic sinusitis Haemophilus .
@ F (moderate) | weak—mindedness influenzae 300mgx 1| 14 | 4.2g | good |eradicated
® 80 | chronic pyothorax _ 111 300mex1| 13 | 3.9 fai kn
M (mocferate) ) normal Ilora mg .9g | fair |unknown

DPB : diffuse panbronchiolitis
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Table 2. Serum and sputum concentrations of sparfloxacin
Case| Dose Concentration (sputum/serum ratio) ( ug/ml)
no. | (mg) 30 min 2h 4h 6h 12h 24h
0.119/0. 076 1.04/1.27 0. 982/1. 02 0.844/0.890 | 0.556/0.432 | 0.223/0,213
1 (1.57) (0.819) (0.963) (0.948) (1.29) (1.05)
e
0.350/0.313 1.98/1.97 2.81/1.68 1.60/0.910 | 0.765/0.572
2 ND/ND (1.12) (1.00) (1.67) (1.78) (1. 34)"
300
0.051/0. 080 1.07/0. 968 2.33/1.10 0.998/0.926 | 0.888/1.04
3 not tested | ™ (g g3) (11D (2.12) (1. 08) (0. 854)°"
0.102/0.094 | 0.211/0.205 | 0.219/0.209 | 0.118/0.122 | 0.125/0. 083
4 not tested | ™ "¢} og) (1.03) (1.08) (0. 967) (1.51)

*30min after second administration,

**2h after second administration

ND : not detected
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Fig. 1. Concentrations of sparfloxacin in serutn (@) and sputum (QO) after oral administration of

300 mg in 4 cases with respiratory infection (*30 min after second administration, **2h after

second administration)
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Table 3. Clinical efficacy of sparfloxacin therapy classified by diagnosis
. . No. of Clinical effect Efficacy
Diagnosis - rate®
cases | gxcellent| good fair poor (%)
Pneumonia 7 5 2
Acute bronchitis 4 4
Bronchiectasis 7 1 4 2
Pulmonary emphysema| | 1
Diffuse panbronchiolitis| 8 4 3 1
Total 27 10 14 2 1 88.9
* Excellent and good cases / No. of cases
Table 4. Clinical efficacy of sparfloxacin therapy on respiratory tract
infection with various underlying diseases
Underlying diseases No. of Clinical effect Efficacy rate*
ying cases | excellent | good | fair | poor (%)
Without 9 3 5 1
With respiratory 18 7 9 1 1 88.9
disease
Total 27 10 14 2 1 88.9

* Excellent and good cases / No. of cases

Table 5. Clinical efficacy of sparfloxacin therapy classified by severity

Severity |No- of Clinical effect Efficacy rate®
Y| cases [excellent good | fair | poor (%)
Mild 14 4 9 1 92.9
Moderate 12 6 5 1 91.7
Severe 1 1
Total 27 10 14 2 1 88.9

* Excellent and good cases / No. of cases

CITERIL O T2 BkESMLZ. TORREZ, 7
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Table 6. Bacteriological response of sparfloxacin therapy classified by

isolated organisms

. No. of Bacteriological effect Eradication
Organisms . - - rate*
strains |gradicated| persisted | unknown (%)
Staphylococcus aureus 1 1
Streptococcus pneumoniae 3 3
Haemophilus influenzae 6 5 1
Haemophilus parainfluenzae 3 3
Haemophilus spp. 3 3
Branhamella catarrhalis 1 1
Pseudomonas aeruginosa 4 3 1
Total 21 18 1 2 94.7

* Eradicated strains / (No. of strains — unknown strains)
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BASIC AND CLINICAL STUDIES ON SPARFLOXACIN
IN RESPIRATORY TRACT INFECTION

Atsuhiko Sato, Akihiko Okano, Kingo Chida and Masatoshi Iwata
Second Department of Internal Medicine, School of Medicine,
Hamamatsu University
3600 Handa—cho, Hamamatsu 431-31, Japan

Hirokazu Okano
Department of Internal Medicine, Haibara General Hospital

Masami Taniguchi and Toshihiro Shirai
Department of Respiratory Diseases, Fujieda City—Shida General Hospital

Hajime Kishimoto and Masahiro Shirai
Department of Internal Medicine, National Sanatorium Tenryu Hospital

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

The concentrations of SPFX in the serum of four patients with respiratory tract infections were
highest at 2— 6 hours after oral administration of 300 mg (0.209-1.97 uzg/ml), and those of the
sputum were highest at almost same time (0.219-2.81 zg/ml). The penetration of SPFX from
serum to the sputum was 63.8—-212%.

A daily dose of 300 mg of SPFX was given orally for 7 —15 days to 27 patients. The clinical
efficacy was assessed as excellent in 10, good in 14, fair in 2 and poor in 1 case. The overall
clinical efficacy rate was 88. 9%, especially that of diffuse panbronchiolitis was 87.5% (as excel-
lent in 4, good in 3 and poor in 1 case).

The bacteriological eradication rate was 94. 7% against 19 strains. One strain, Pseudomonas
aeruginosa, persisted.

No side effects or abnormal laboratory findings were observed in any of the patients.

The above results suggest that SPFX is a valuable and safe antimicrobial agent for once daily
administration against respiratory tract infections.



