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Table 1. Serum and tissue concentration of sparfloxacin after oral administration (200 mg)
Serum (ug/ml) Tissue (ug/i)
Case Ti - - : —p T
no M€ | peripheral| uterine . . . cervix | portio
: . oviduct | ovary |endometrium| myometrium : L
vein artery uteri |vaginalis
1 4h 5min 1.10 1.18 . 93 .92 0. 86 0.83 0. 86 0.70
2 4h 38min 1.17 1.25 1.28 1.22 1.39 1.24 1. 40 1.24
3 5h 2min 1. 34 1.46 1.47 1.32 1.26 1.27
4 5h 3min 0.60 0.69 0.46 0.43 0. 386 0.5!
5 5h 34min 0.88 0. 89 1.20 0.93 1. 06 0.84
6 5h 35min 0.95 1.07 0.98 0.90 0. 86 0.99
7 6h 14min 0.65 0.78 0.55 0.76 0.58 0. 55 0. 47 0.60
8 6h 32min 0.66 0. 81 0.79 0.75 0. 86 0.96
9 Th 8min 0. 84 0.88 0.79 0.72 0.93 0.63 0.48 0.87
10 Th 10min 1.08 1.06 0.82 0.94 1.30 1.27 1.10 1.08
11 7h 50min 1.10 1.03 1.18 0.89 0.92 0.74
12 | 17h 10min 0.38 0. 37 0. 37 0.35 0.37 0.32
13 | 17Th 16min 0.62 0.60 0. 64 0.78 0.59 0.59 0. 62 0. 62
14 | 19h 0.54 0.59 0.53 0.52 0. 60 0.51
15 [ 19h 2min 0.34 0.46 0.34 .48 0.35 0.32 0.31 0.35
16 | 23h 30min 0.61 0.64 0.43 1.57 0. 51 0.51 0. 64 0.61
17 | 23h 45min 0.45 0. 46 0.42 0.35 0.48 0.43
18 | 23h 55min 0.35 0. 37 0.43 0.33 0.24 0.26
(pg/ml)
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Fig. 1. Serum concentration of sparfloxacin after oral administration (200 mg)
0.0lzg/ml or g TH %, 1.10ug/ml, 4B§M138 53T 1. 1Tug/ml. 582 %
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Fig. 2. Tissue concentration of sparfloxacin after oral administration (200 mg)
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Table 2. Clinical effects of sparfloxacin
as_el Age Diagnosis Isolated Daily dose | Duration | Total dose | Bacteriological | Clinical Side
no. | (yrs) gn organisms (mgXtimes) | (days) (g) effect effect effect
1| 16 | endometritis CNS 100x2 7 1.4 eradicated good —
2| 21 | endometritis B. adolescentis 100x2 7 1.4 eradicated good -
3| 41 | endometritis E. coli 100x2 8 1.6 eradicated good —
4] 17 | endometritis E. coli 100%2 8 1.6 replaced good —
5| 2 | endometritis S. morbillorum 100x2 7 1.4 unknown good —
C. perfringens
6| 40 | endometritis P. putida 100x2 7 1.4 unknown good —
7| 21 | endometritis E. coli 100x2 1 1.4 unknown good —_
E. faecalis
8| 23 | endometritis E. coli 100x2 3 0.6 decreased poor —
E. faecalis
9| 23 | salpingitis — 1002 7 1.4 unknown good —
10 36 | salpingitis —_— 100x2 7 1.4 unknown good —
11| 42 | Bartholin’s abscess | P. indolicus 100x2 1 1.4 eradicated good —
E. corrodens
12{ 47 | bartholinitis V. parvula 100x2 1 1.4 eradicated good —

CNS : coagulase-negative staphylococci
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Table 3. Summary of clinical effects
Type of . . No. of ) Efficacy rate
infection Diagnosis cases Excellent | Good | Poor (%)
@ntragterme endometritis 8 7 1 7/8
infection
Adnexitis salpingitis 2 2 2/2
External Bartholin’s abscess 1 1 1/1
genital bartholinitis 1 1 1/1
infection
Total 12 11 1 11712 (91.7)
Table 4. Clinical effects of sparfloxacin classified by causative isolates
No. of Clinical effect Efficacy
Isolates ) rate
cases excellent good poor %)
Monomicrobial CNS o 1 1
infection E. coli 2 2
P. putida 1 1
B. adolescentis 1 1
V. parvula 1 1
sub-total 6 6 6/6
Polymicrobial E. coli 2 1 1
infection E. faecalis
S. morbillorum 1 1
C. perfringens
P. indolicus 1 1
E. corrodens
sub—total 4 3 1 3/4
Unknown 2 2 2/2
Total 2 12 11 1 11/12(91.7)
negative staphylococci, Pseudomonas putida, 72 B &R <10 FlA S 10 BEFE 14 RS BERTRETH -

Veillonella parvula, Bifidobacterium adolescentis
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2HIIRTHEEE S LICL B bDTH > BERYE
3. E. coli & Enterococcus faecalis O ¥ &%k 2
Pl 1 BlERRE2FIBHTHD, BHRIITS%TH -1,

ERERER SRR 2HITHY, oL
THLPIFEPTH -1,

6. MBEFEIR

Table 5 ICAKIOMBFENINRER L1, HEHEEH

720 IMEONRIFIMETIZ S 5 LR 2 B
3tk VT LIEMENS 2B K RTUEEL 6 EM6
WTH-1,

ARIOMEBEFHI RIS 14 tkeb, HE BB TR
B, TEASHRT 8B 9% DHRER LI, B, 1 FICH
WT E. coli M5 E. faecalis ~\ODERXRMNE ST,

T. BHERR S VIEFRREBRYE

BfERIC L TRFICHE L THRELTY, 4%
RERTRICIR—MR BHREEL L OFRERELER
L, BBAREBEERFEORBEOEELHFE TR L,

Table 6 IZ KK SHiEDERRBEGOLE#H AR



VOL.39 S 4 B8 AR 51F % sparfloxacin D&t 231

Table 5. Bacteriological

response to sparfloxncin

Eradication

No. of S S
Isolates strains Eradicated | Porsisted | Unknown rate( %)
Gram-—positive CNS 1 1
bacteia E. faecalis 2 1 1
sub—total 3 1 1 | 1/2
Gram—negative E. coli 4 3 1
bacteia P. putida 1 1
sub-total 5 3 2 3/3
Anaerobes B. adolescentis l 1
S. morbillorum 1 1
C. perfringens 1 1
P. indolicus 1 1
E. corrodens 1 1
V. parvula 1 1
sub—total 6 4 2 4/4
Total 14 8 1 5 8/9
Table 6. Laboratory findings before and after treatment with sparfloxacin
RBC WBC Platelet Hb Ht S-GOT S-GPT Al-P BUN Creatinine
Case| (104/mm?) | (/mm*) | (10Ymm®) | (g/dD) (%) (KU) (KU) (KAU) (mg/dl) (mg/dl)
no.
Blals[alsa[s]a]s]afs]als][a]s][a]s|a[n]a
1| 41 428 | 9100 6300 | 40.1 38.1]13.3 13.1(40.0 39.0| — 14 - 9| - 11| - 14 - 07
2 | 430 448 | 8000 6400 | 29.4 235|128 13.4|38.9 40.0| — 15 | — 9 (— 1l - 18 - 0.9
3 | 453 421 | 8300 4900 | 25.2 32.9 | 13.8 13.0 420 40.5| — 16 - 8 - 49| - 11 - 0.6
4| 391 379 17500 6300 25.1 33.3 [ 117 110|349 340 12 11 6 8 152 49 13 10 109 08
5 | 471 466 | 8300 5600 | 40.5 38.1|14.1 139 (425 405 — 18 {— 1| — 81— 18| - 09
6 | 432 441 | 8800 6600 | 30.2 371|126 128|382 40.1| — 21 - 16 - 64| - 21 - 0.6
T | 428 441 | 8000 7600 38.1 40.5)12.8 129|381 30| — 18 - 10 - 1| = - - -
8} 405 416 | 7500 10900 ‘:7,4.1 299 1.9 12132 3%60| — 21 - 10 - 62| — 18 - 05
9 [ 436 404 | 9700 7700 | 37.0 28.0| 132 123(83.0 69| ~— 16| — |- 51| — 18— 1009
10 | 435 433 | 8400 6500 30.2 — |12.7 120391 31.0| 2l 16 10 9 180 T1 16 18 109 L0
11| 423 431 | 8400 5200 | 33.9 40.1]12.9 13.0|39.4 40.0| — 16 - 5 - 48| - 16 - 0.7
12 | 444 430 | 6600 5300|245 289|129 125|381 36.8| — 10 - 9 - 11 — 14 - 0.7

B : before A : after
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BASIC AND CLINICAL STUDIES ON SPARFLOXACIN (SPFX)
IN OBSTETRICS AND GYNECOLOGY

Takao Yamamoto, Jinsuke Yasuda, Masaaki Kanao and Iliroji Okada
Department of Obstetrics and Gynecology
Kyoto Prefectural University of Medicine
Kawaramachi—Hirokoji, Kamigyo-ku, Kyoto 602, Japan

We carried out basic and clinical studies on sparfloxacin, a newly synthesized quinolone, and
obtained the following results.

1) Concentrations of sparfloxacin were examined in serum and internal genital organs after an
oral administration of 200 mg. The peripheral serum peak level was 1.34 yg/ml at 5h 2 min and
decreased to 0.35 £ g/ml at 23h 55min after administration. Peak concentrations in tissue were
1.26-1.4Tug/g at Sh 2min and decreased to 0.24-0.43 ¢ g/g at 23h 55min after administration.

2) In a clinical study, sparfloxacin was administered orally at a daily dose of 200 mg (twice a
day) for 3 — 8 days to 12 patients with infections in the obstetrics and gynecology, such as endo-
metritis ( 8 cases), salpingitis ( 2 cases), abscess (1 case) and acute infection ( | case) of Bartholin's
gland.

(1) The clinical results showed as good in 11 cases and poor in 1 case in efficacy. The efficacy
rate was 91.7%

(2) Bacteriologically, 14 organisms were isolated in 10 cases and the eradication rate was 88.9%
(eradicated 8, persisted 1 and unknown 5 in cases).

(3) No side effects and abnormal laboratory findings were observed in any of the cases treated
with sparfloxacin.



