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Table 1. Clinical results of sparfloxacin on respiratory infections
Cae - e Diagnosis - d“'l‘r:ntr:cnt — bIsfolo,ml orgummlM . Ef{:ctw' e ;::o “:‘I:
; Sex o ily dose |duration efore . acterio- | effect !
" underlying dissase (mgxtimes)| (days) | (g) after count (ug/mb) clinical logical findings
S pneumoniae(M)| # 0.78
RTI ;
UlRk|S | ——— | moxz | w0 | op |Boarids | + fair [persisted | - | -
bronchiectasis 8 preumonice(M)| # | 0.78
58 RTI GNFGNR * )
2 |K.0. 100%2 14 2.8 good |persisted | - -
F DPB GNF-GNR »
RTI H. influenzae #
3 IMT. :.‘ —_— | 150%2 14 4.2 il excellentieradicated -
bronchiectasis normal flora
P. aeruginosa(M) | # 6.25
57| R . b
4 [NF. S Be—— 150x 2 21 6.3 [P ceruginosa(M) | # 1.56 | good |persisted | - -
DPB P. aeruginosa # 6.2
P. aeruginosa + | 12.5
8t RTI normal flora
5 MLy | ———— | tox2 | u | 42 good funknown | - [ -
bronchiectasis normal flora
H. influenzae ] L
RTI !
§°|KH. :" ———— | woxt | u | g |Pocrugee |+ ownjunknown | - ot done
DPB not done
B. catarrhalis #
RTI
PMH.?-——f—f woxt | 4 | og |Sowes * good |eradicated - feosinophla
bronchiectasis normal flora
H. influenzae + | <0.025
RTI T
BNy | ————— | soxt | u | 4 [Ponews jafew 313 | enyieradicated -
bronchiectasis P.ceruginosa | few
56 RTI B. catarrhalis #
9T | p | | Wx1 | 2 6.3 good feradi -
bronchiectasis normal flora r

RTI : respiratory tract infection DPB : diffuse panbronchiolitis GNF-GNR : glucose~nonfermenting Gram-negative rod
*These cases were treated in the dose—finding study of sparfloxacin
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Case A : female, 61 yrs., pulmonary atypical mycobacteriosis

6-
® sputum
54 o serum

Concentration (pg/ml)

240 40 4

Casc B : malo, 78 yrs., diffuse panbronchiolitis

® sputum
© serum

0° 11 T J
1st day 3rd day 9th day 0 2 4 6 8 12 24 (h)
Time after administration (ug/ml) Time aller administration (ug/ml)
Tie®) [0 1 2 3 4 6 8 12 % 0 « 0 4 Tmsh) |O | 2 3 4 6 8 12 %
Seum |ND 115 192 296 256 23 198 128 063080 321 096 280 Serum [ND 026 054 071 47 174 145 103 052
Spum [ND 156 291 509 411 327 336 0.9 039075 492118 443 Spuum {ND 031 1.15 148 164 355 266 136 0.89
ND : not detecied

ND : pot detecied

Fig. 1. Serum and sputum levels of sparfloxacin
after a consecutive administration of 300 mg
once a day
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FEEIRES 8 Pk, EW 24, ARSHL ©PEYI
PITEYDEIL 8K TH - 1o DEETNDOEERD R
Haemophilus influenzae 2 #113%%)., Branhamella
catarrhalis 2 B1i35%). Pseudomonas aeruginosa,
TrOBEREY S AREBES 1 HIEED,
Streptococcus pneumoniae 1 FliE P REYHTH - 1o
HEEMMR I H. influenzae & B. catarrhalis & 2
AldWFh bilE, P. aeruginosa, 7 Ko 3ERps s
7LBHEE S pneumonice & 1 BRIz EE L 72
(Table 1),
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DE-73MEEBETEBACE SN, EF A T’k
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XOANEHMITICL > TEBSNA/S5 4 — 4 & simu-
lated curve % Fig. 3, 410Rdo B MEF|RIEM

Fig. 2. Serum and sputum levels of sparfloxacin
after a single administration of 300 mg

T...l3%EH B THTEMEPPEE L TW A, £h
FhOFITHREBBEOHEIZRL —H L TV, BEH
REMEC,,, 137 3.42 pg/ml, MEDZFNIIITY
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vg/ml THY, BEFREITNENTEY0.97 ug/
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Fig. 3. Simulated curves and pharmacokinetic
parameters of sparfloxacin after a single
administration of 300 mg

Pharmacokinetic analysis of sparfloxacin
using the one—compartment open model
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Fig. 4. Simulated curves and pharmacokinetic

parameters of sparfloxacin after a single
administration of 300 mg

Pharmacokinetic analysis of sparfloxacin
using the one—compartment open model
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CLINICAL EFFICACY OF SPARFLOXACIN IN THE RESPIRATORY
TRACT INFECTIONS AND ITS PHARMACOKINETICS IN SPUTUM

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

Hiroko Sugi
Department of Clinical Laboratory, Toranomon Hospital

Hiroichi Tanimoto
The Fourth Department of Internal Medicine, The Jikei University, School of Medicine

We evaluated the clinical efficacy and safety of sparfloxacin in a total of nine patients with
respiratory tract infections ; 6 with bronchiectasis and 3 with diffuse panbronchiolitis.
Sparfloxacin was administered orally at a daily dose of 200 or 300 mg, once or two divided
doses. The time course of the serum and sputum concentrations was evaluated after administering
a single dose of 300 mg to two patients with copious mucopurulent sputum, and pharmacokinetic
analysis was also performed.

The clinical response to the drug was rated as excellent in two cases, good in 5 and fair in one
of the 8 evaluable cases, the efficacy rate being 88%. The clinical efficacy on the clinically
isolated organisms was excellent in two cases with Haemophilus influenzae, good in two cases
with Branhamella catarrhalis, good in one case each with Pseudomonas aeruginosa and glucose—
nonfermenting Gram-negative rod, and fair in one case with Streptococcus pneumoniae. No
adverse reaction was observed except for one case with slight eosinophilia.

The peak concentrations in both the serum and sputum were observed at the same time in the
two cases after a single administration of 300 mg. The C,,, of the sputum was 5.09 xg/ml and
3.55 pg/ml which compares to the serum concentration as 172 and 204%, respectively. On the
third and ninth day of administering 300 mg of sparfloxacin in one patient, the average
concentrations before and 4 hrs after administration were 0.97 £ g/ml and 4.68 £ g/ml in the
sputum, and 0.88 zg/ml and 3.01 xg/ml in the serum, respectively.

Good penetration of sparfloxacin into the sputum suggested the high therapeutic efficacy in
respiratory infections.



