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CHEMOTHERAPY

Table 1. Serum and tissue concentration of sparfloxacin after oral administration of 300 mg

AUG. 1991

N Age Bodﬁ Time after Serumﬂ( u_g/ml) . ’I‘jsst}e (ng/e)
o weight| administration . ori . : i : )
(y) | (ke) (h': min) ams(:alilg‘ml ‘;Ltrtelr{]ye vap;ix;l":i(l)is CS{e\:ix gl"e,g'ium fr?e(zr")ium ovary | oviduct

1| 41 |53.4 1:13 0.040 | 0.045 ND ND 0. 052

2| 41 [54.0 1:25 0.508 | 0.467 | 0.347 0.482 | 0.835

3] 46 |[55.4 1:39 0.172 | 0.210 | 0.203 0.191

4| 52 |[51.5 1:45 0.708 | 0.732 | 0.689 | 0.8650 1.05 0.856 | 0.671 | 0.776
5| 54 |58.0 2:02 1.28 1.41 0. 859 0.731 0.686 | 0.923
6] 51 |55.0 2:08 0.775 | 0.989 | 0.721 0. 850

71 38 |47.6 2:25 0.500 | 0.641 0. 445 0.427 | 0.545

81 41 |50.0 2:31 0.290 | 0.284 0.293 | 0.290 | 0.778 | 0.580 | 0.600 | 0.546
9| 44 |52.0 2:45 0.267 | 0.254 0.239 | 0.234 | 0.284 | 0.762 | 0.338 | 0.378
10/ 50 |45.0 2:48 1. 66 1.83 1.81 2.11 2.31 2.21 2.75 2.02
11} 50 | 53.5 3:13 0.765 | 0.688 | 0.425 0.558 0.533 | 0.417
12| 56 |72.0 3:31 0. 261 0.237 | 0.181 0.104 0.192 | 0.184
13| 49 | 55.0 3:36 1. 16 1. 30 1. 68 1.54 1,51 1.70 1. 68 1.87
14] 40 |50.0 3:37 1.35 1.50 1.44 1.33 1.01 | 5.87 2.93 2.33
15| 48 | 45.0 3:57 0.427 | 0.347 | 0.434 | 0.362 | 0.522 | 0.890 1.39 0.642
16| 48 | 68.8 4:25 1.82 1.84 1.29 | 143 1.81 1.18
17| 46 | 52.0 4:40 1.83 1.83 2.06 2.62 1.72 3.42 4.45 3.06
18| 44 | 62.8 4:50 0. 991 0.978 | 0.821 0.958 | 1.23 0.811 | 0.875
19| 47 | 55.0 4:52 1. 69 1.73 1. 68 1.74 1.76 2.85 3.40 2.19
20| 52 |50.6 5:26 1. 80 1.80 1.42 1. 42 1.75 1.67
21| 51 [47.6 6:32 0.987 | 0.923 | 0.824 0.899 | 0.809 | 0.893 | 0.844
22| 50 |54.6 7:20 1.12 1.27 1.17 1.21 1.56 1.05
23] 41 [50.0 7:32 0.191 0.171 0.212 0.214

24| 50 |61.2 8:19 1.14 1.29 1.129 1.17 1.01 1.34 1.11
25| 45 | 48.6 8:25 0.807 | 0.899 | 0.830 1.03 0.912 | 0.724
26| 47 | 54.8 8:30 1.26 1.12 1.19 1.31 1.07 1.17 1.15
27| 40 |53.0 8:45 1.21 1.31 1.28 1.69 1.53 1.63 1.43
28| 47 | 56.8 9:35 1.27 1.98 0. 884 0.726 0.965 | 0.750
29| 48 |60.0 10 : 52 1. 11 1.08 0. 989 1.21 1.25 1.09
30| 53 |64.0 12 : 49 1.52 1.52 1.05 1.01 1.64 1.07
31| 50 | 42.5 13: 40 1.16 1.28 1.08 0. 846 1.86 1.23
32| 47 | 67.0 14 : 08 0.976 | 0.912 | 0.762 0.726 0.972 | 0.630
33| 46 | 52.0 18: 43 0.563 | 0.606 | 0.605 0. 628 0.662 | 0.823

ND : not detected
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Table 2. Clinical results of sparfloxacin treatment

Bod Administration L . .
Case| Age| : : ) Bacteriological| Clinical | Side
no. ();g) wexgl?\,t Diagnosis daily dose |duration Isolates effect effect |effects
(ke) (mgXtime)| (day)

Escherichia coli
1| 43 45 endometritis 300x 1 6 —_— replaced | good -
Clostridium baratit

normal flora
2 | 30 46 endometritis 300x 1 8 unknown | good -

" normal flora

Streptococcus

3 | 30| 43 | endometritis 300 1 14 agalactiae | o odicated | good | -
. not done

4 | 26 52 endometritis 300x 1 7 ————— | unknown | good -
not done
not done

5 | 55 55 endometritis 300X 1 7 —— | unknown | good =
not done

coagulase-negalive
6 | 39| 55 |endometritis | 300x1 | 7 staphylococci | o adicated | good | -

coagulase-negative
7 1 24 42 endometritis 300% 1 7 staphylococci

+ salpingitis unknown | poor -

not done
%rept%ocpus
endometritis | 300x 1 | 4 ysgalactiae _
8 | 47 50 + salpingitis 300X 2 1 EL——— unchanged | poor
reptococcus
dysgalactiae

normal flora

9 | 31 53 endometritis 150X 2 7

+ salpingitis unknown | good -

Peptostreptococcus
asaccharolyticus

Neisseria gonorrhoeae

endometritis _
10 | 40 44 + gonococcal adnexitis 300 1 4 ~———————— | unknown | good

not done
Staphylococcus aureus
11 | 52 50 Bartholin's abscess | 300X 1 4 ————— | eradicated | good -
Gemelle
12 | 42 55 Bartholin's abscess | 300X 1 11 morbillorum eradicated | good -

. Peptostreptococcus sp.
13 | 31 60 Bartholin's abscess | 300X 1 8 ~—————— | eradicated | good -

Streptococcus
14 | 40 50 Bartholin's abscess | 300X 1 11 constellatus eradicated | good -

) Escherichia coli
15 | 50 46 Bartholin's abscess | 300X 1 7 ————— | eradicated | good -

Staphylococcus aureus*
16 | 67 46 vulvar abscess | 300X 1 13 —— | eradicated | good -

* methicilin—resistant Staphylococcus aureus
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Table 3. Overall clinical effect of sparfloxacin
. . B No. of Clinical effect Efficacy
Diagnosis :
cases |excellent good poor | rate(%)
Endometritis 6 8
Endometritis+salpingltis 3 1 2
Endometritis+gonococcal adnexitis 1 1
Bartholin’s abscess 5 5
Vulvar abscess 1 1
Total 16 14 2 87.5
Table 4. Clinical effect of sparfloxacin classified by causative organisms
. No. of Clinical effect Efficacy
Organism
cases |excellent good poor | rate(%)
Staphylococcus aureus 2 2
Coagulase—negative staphylococci 2 1 1
Streptococcus agalactiae 1 1
Streptococcus dysgalactiae 1 1
Streptococcus constellatus 1 1
Gemella morbillorum 1 1
Peptostreptococcus sp. 1 1
Escherichia coli 2 2
Neisseria gonorrhoeae 1 1
Total 12 10 2 83.3
Table 5. Bacteriological response of sparfloxacin
. No. of Bacteriological response Eradization
Organism - .
cases |eradicated replaced unchanged unknown rate(%)
Staphylococcus aureus 2 2
Coagulase—negative staphylococci 2 1 1
Streptococcus agalactiae 1 1
Streptococcus dysgalactiae 1 1
Streptococcus constellatus 1 1
Gemella morbillorum 1 1
Peptostreptococcus sp. 1 1
Escherichia coli 2 1 1
Neisseria gonorrhoeae 1 1
Total 12 8 1 1 2 90.0 (9/10)

TREENE-Tc, BUHBHBDPREIESH 5 R
i 2 pg/g E18D, WFhORRMSE b K #RIK M4
FREZ PP LE > TV, FH5 4EMBICEV
THH 1 pg/g DBEAED ., O, ERARH
BERENSHBMINZMED S B Pseudomonas
aeruginosa B B EAETXTOED MIC,, % L
Bl2bDThH 7% BRERI TOMBEFIRRICH
WTERRBED MIC 24 TAH5E, HEHSVIRERR

* (eradicated+replaced) / (no. of cases—unknown)

AL LB MIC (39 *T=0.013~1.56 ORicdH v,
AETH -7 1 ¥k (No. 8 S. dysgalactiae) 36.25 T
Hotio IO EREROIRND OB SN HESMEMS
~DOXKIHITOREE L —HLTW
SEORETTIE, SPFX 3 BMESFMLBITHNRL,
ZOREHDHBRHEKREFRL TV ENS 1B LE
BETHABHRNBONELEL SN S, SERFL
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Table 6. Laboratory findings before and after treatment of sparfloxacin

Case RBC Hb Ht WBC Eosino | Platelet | S-GOT | S-GPT | Al-P | BUN |S-creatininc CRP

no. ( x109)| (grdl) | (%) (/mm¥) (%) | x10%) | (IU) (IU) |(IU,KAUY (mg/dl) | (mg/dl)

, Bl 453 | 13.9 |4L.4) 10,600 | | 80.2 | 15 | ! 0 [ 214 | 144] 06 | 093
Al 413 125 [ 36.7| 8,300 20 8 136 3.5 0.5

o Bl 4T | 131 1386] 850 | 1.2 | 247 | 18 | ! § | 168 | Tl | 075
Al 442 13.5 | 40.4| 8,200 1.8 31.5 14 10 8.2 <0.15

g | Bl 461 | 134 [80.5] 7000 | )2l ) | 4 IS 212
A| 456 13.3 | 39.5| 4,800 5.5 27.8

g B %89 | 111 ]339) 5400 | 3 | 233 | 10 | 8 | | 87] 06 | 02
Al 395 12.0 | 34.5| 6,400 | 25.0 21 15 | 11.0 0.9 0.0

s |D|.52%5 | 148 144.9) 10800 } 3 | 269 | 19 sl ] 20| 09 | 02
Al 504 13.8 | 42.7| 5,700 3 22.3 31 24 17.0 1.0 0.2

g [Df.415 | 125 382/ 4600 |2 | | 7.1 1. 8 | .. 3. .80 1481 08 | (2)
Al 423 12.6 | 38.8 4,200 8 16.5 8 3 5.61 11. 4 1.1 (-)

; |B| 43 | 136 |40.2) 4200 | | 178 | 1l | 7188 | 851 07 | 0.16
Al 432 13.4 | 39.7 6, 300 18.9 0.16

g |B|.503 | 13.4 |403] 7.500 | 1.4 | 2.1 | 19 | 22 | 192 | 9.8] 07 | 0.17
A ‘

o [Bl.439 | 132 139.3) 4400 | 27 | 158 | 14 | 8 | 114 | 9] 04 | 552
A

o LB[404 | 133 J41.1] 17.600 | O | 23.1 | L LI R 10.1) 06 | 63
A
B| 432 12.7 | 38.5 5, 600 31.4 0.38

11 b=-p--tt e R LTt T AR ok iR PR SN PR R
A

o |B].438 | 136 | 39.4] 9000 | 2 ] 350 | 15 | GO R 71105 | 08
Al 406 12.8 | 37.2 8,800 4 28.0 12 7 6.4 0.5

3 [B[.483 | 14.9 |46.2] 9700 | 0 | 28.4 | 19 | 1l | | 9.71 07 | 00
Al 413 15.0 | 44.9 7,500 1 28.2 20 15 10.0 0.9 0.0

g [Bl.451 | 14.2 |41.6] 6,900 | 0 | 255 | 16 | | 12 1 86] 08 | 00
Al 429 13.4 | 40.2 5,000 1 23.9 16 12 8.0 0.9 0.0

15 |B|.485 | 151 | 43.8) 10,400 | 0 | 28.4 | 13 | | 6 | 7.4 86 05 | ()
A| 482 14.8 | 43.7 6, 800 0 30.2 10 6 6.7 11.0 0.6 (-)

16 |B|.441 | 136 | 40.6) 10,900 | 0.3 ] 15.0 ; 15 ] : 11 | 236 ) 183] 09 | 525
Al 417 12.6 | 37.5 5,500 1.6 18.2
B : before treatment
A after treatment
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SPARFLOXACIN IN THE OBSTETRICAL
AND GYNECOLOGICAL FIELD

Kunihiko Ito, Hiroshige Mikamo and Teruhiko Tamaya
Department of Obstetrics and Gynecology, School of Medicine, Gifu University.
40 Tsukasa—machi, Gifu 500, Japan

Yoshitaka Yamada
Department of Obstetrics and Gynecology, Gifu Prefectural Gifu Hospital

Motoki Hayasaki
Department of Obstetrics and Gynecology, Gifu Municipal Hospital

Toshiharu Ota
Department of Obstetrics and Gynecology, Chuno Hospital

Sparfloxacin (SPFX). a new oral quinolone antimicrobial, was evaluted for its genital tissue
penetration, and clinical efficacy and safety for patients in the obstetrical and gynecological field.

1. Pharmacokinetic evaluation :

SPFX was administered in a single oral dose of 300 mg to the 33 cases, and the serum
concentrations in the antecubital vein and uterine artery at approximately 1—19 h after dosing
were measured. The serum concentrations in both the vein and artery reached the maximum
(C...) of about 1.5zg/ml at 4 h after administration. The concentrations in various genital
tissues reached the maximum of about 2ug/g at 5 h after administration.

2. Clinical evaluation :

SPFX was administered in dose of 300 mg daily for 4 to 14 days to 16 patients (6 with
endometritis, 3 with combined endometritis and salpingitis, 1 each with combined endometritis
and gonococcal adnexitis, 5 with Bartholin’s abscess and ! with vulvar abscess). The clinical
response was good in 14 and poor in 2, the efficacy rate being 87.5%. Bacteriologically, 9 of the
10 strains were eradicated, the eradication rate being 90.0% . The clinical side effects and
abnormalities in laboratory values were not observed in any of the cases treated with SPFX.

Thus, SPFX is considered to be a useful antimicrobial in obstetrical and gynecological
infections.



