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Table 1. Clinical results of grepafloxacin in respiratory infections
Age Dingnosis Dosage Isolated organism Effect Abnormal
(ii)s‘e (1) Underlyignng disease | (Mg X times before count | MIC WBC | CRP | ESR | Sputum linical | bacterio- tdﬁ\;ecrtsse laboratory
Sex xdays) | & after (ug/m) logical findings
bronchial
g | o \F 6300 | 2.6 | 8 | #
1 e 100x2x7 |14 e 1 ! ! ! good |unevaluable | — -
M infection NF
_— 6300 | 0.0 | — +
bronchial
asthma
bronchiectasis headache
5 | 64 + 100xIx1 |, P. aeruginosa M) |+ |50 10‘100 0i3 318 Y unevalu- aluable | 1umbago |
F infection 100x1x1 | | P. aerugnosa M) | + 50 9100 | 3.8 | 60 M able | UEVAUADE | hect
bronchiectasis ’ discomfort
bronchiectasis
3 43 + 150x1x14 6.15 P. aeruginosa | 12100 7i2 510 T sted
M infection 150x2x13 |~ P. aeruginosa | + | 0.20 134001 52 | 73 poor | persiste - -
bronchiectasis ) *
- bronchiectasm \P 7000 | 0.1 | 62 "
4 F infection 200x1x14 (2.8 — e ! ! ! ! good |unevaluable | — -
W 4800 | 0.1 | 42 —
" bronchiectasm \F 200 | 33 | 57 N
5 M infection 300x1x14 {4.2 NF _ ! } ! ! fair | unevaluable - -
— 7300 | 1.2 | 45 +
bronchiectasis
%5 + H. influenzae® | w | 0.024 | 7400 | 1.1 | 25 #
6 F infection 300x1x9 (2.7 |P. aeruginosa M) | « | 0.78 ! Vol ! poor | decreased - -
Kartagener's P.aeruginosa M) | + | 0.78 | 6600 | 0.1 | 20 |
syndrome
. 13000 | 0.4 | 30 +
7 3;‘; ———DEB 200x1x12 (2.4 H. m{\lltéenzae | Do ! ! ! ! good | eradicated — -
10400 0.0 | 23 s

DPB: diffuse panbronchiolitis ~ * Transtracheal aspiration
NF: normal flora  (M): mucoid type
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Fig. 1. Chest X-ray on admission revealed situs inversus totalis
and bilatelal bronchiectasis.
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Fig. 3. Serum and sputum levels of grepafloxacin after
a consecutive administration of 300 mg once daily.
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Fig. 2. Computed tomogram shows cystic bronchiectasis in left

lower lobe.
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Fig. 4. Simulated curves and pharmacokinetic prameters
of grepafloxacin after a single 300 mg dose.
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Clinical efficacy of grepafloxacin in respiratory infections
and its pharmacokinetics in sputum

Tatsuo Nakatani, Eiyasu Tsuboi, Kouji Narui, Yoshitaka Nakamori and Koichiro Nakata
Division of Respiratory Diseases, Toranomon Hospital
2-2-2 Toranomon, Minato-ku, Tokyo 105, Japan

Hiroko Inagawa
Department of Clinical Laboratory, Toranomon Hospital

We evaluated the clinical efficacy and safety of grepafloxacin (GPFX) in a phase 2 study in a total of
seven patients with respiratory infections. GPFX was administered orally at a dose of 150 to 300 mg
daily. The time course of the serum and sputum concentrations was evaluated after administering a 300
mg dose to one patient, and pharmacokinetic analysis was also performed. The subjects included one case
each of bronchial asthma and diffuse panbronchiolitis, and five cases of bronchiectasis. Clinical response
was good in three cases, fair in one and poor in two. Two strains of Haemophilus influenzae were
eradicated, while three strains of Pseudomonas aeruginosa persisted in spite of their susceptibility to
GPFX. One patient had headache and lumbago as well as chest discomfort four hours after taking GPFX.
No abnormal laboratory findings were observed.

The peak concentration of GPFX in sputum (four hours after administration) was 2.31pg/ml, almost
two-fold that in serum, suggesting its efficacy in respiratory infections.



