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U Chlamydia trachomatis 34 Bkic X3 5 sparfloxacin

(SPFX) @ MIC #HBE L o MERMLLTN
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Table 1. MICs of sparfloxacin and other antibiotics against Neisseria gonorrhoeae (47 strains)

MIC (4g/ml)
s A e Yy YY) ey P P P PP [P e e e ) Ll
Spufioracin] 5 | M [ 15 [ 11 [ 2 1] 0.0031 | 0, 0063
Oloxacin tef1]is[w]s|1 1 0.0125 [ 0.05
Ofiime | 5 | 4|1 |1 8]s 1 0.0031 | 0.0125

1 %@ Yeast Autslysate Supplement (Oxoid) %
MAKFAT -2 —F v HEEREM (v X4) T
N. gonorrhoeae ¥ % 48 B§Milis M %, Minitek Neis-
seria broth (BBL, USA) X suspension L, h
% B (McFarland 1) & LT 100 EHRETV, &
A@#% (10°CFU/ml) & L7, CORBEEASHRE
Efic | HSEEMEL, STCT2UBMo—Y /%%
i\, MIC %2#IE Lo

2) C. trachomatis

BAR(LERMEY L7 5 I OTRSHAEE IR T
MIC 2B L 72

2. BRI

1) g L5 HE%

19885 Ad 5 1989 £E 11 B % Tic, WA KFEES
HHRAB L L U2 D /78BS 10 ek Db R &BFHTT
PH SO RREE LIS P &R E LI, TOARIIEY
SRR S 2 B, MM IRBERRYE 10 B, BRI
RX 6B, MEERIIZIR 18 4, MEMERER 24 5, 7
7397 (C. trachomatis) ¥RM% 2186 L CFE
BEHES 5 I UTHRERN UPTH- o

B5Hhki, SuptiBEBtZ% (acute uncomplicated
cystitis, AUC) i2i3 1 [H 50~100 mg %, HMEHEIRES
BRIE - (complicated urinary tract infection, C—
UTD) icid 1 /B 100~300 mg % & bic 1 A 1 EEO#
Slt, $BBAIIME (acute prostatitis, AP)
iz 1 [ 100~200 mg %, @EEATILMR % (chronic
prostatitis, CP) iZi31[H]100~300mg #& bic1 H
I~2EEORSE L, & SicRERICH L TI3dkE%
K% (gonococcal urethritis, GU), 75 3 U7#
K% (chlamydial urethritis, CU), % ®H#ho ¥
ROVFNL 1E150mg %1 H 1 BE L, B5H
M AUCT3~7H, C-UTIT5~14H, AP T
T~2TH, CPT14~43H, GUT4~16H, CUT
3~28 A, EDOMDIRERT4~2HTH -7

2) BRHR, RLMOFME

WRHRI2 UTI XY FEREYE (B3 RELCH 3K

B, UTUTIEMETZ)V cMUTHELR, T
KwHe, RAE LT AUCTR3AE, C-UTI T
5H,APTi37TH, CPTit148, GUTI3H, C
UTRTESLIV 148, EDtOREXTRESTE
TR BRICRYERMBEL oo B2HITOWVTI,
Bt MHRIER & X U5 S BARARI & ¥ T D RS M —K
RE, EEREBOLTMICLVF@E LI, b, Rl
RTIHROBRIERF L,

o. # 2

1. N. gonorrhoeae ¥ & U' C. trachomatis ixt4
5 MIC

1) N. gonorrhoeae i3 5MIC (Table 1)

SPFX o MIC {3=0.0008 ug/ml # & 0.10 zg/ml
KB L, 2D MIC;,id 0.0031 xg/ml, MIC,y,id
0.0063 1 g/ml ©& 7o —%#, OFLX @ MIC,, it
0.0125 £ g/ml, MIC,,130.05 zg/ml, CFIX Tiz%
h¥h0.0031 £g/ml & 0.0125 £g/ml THH, SPFX
IFOFLX £ 4~8f%, CFIX LD 1~2{5@hTW
720

2) C. trachomatis I3 2 MIC (Table 2)

SPFX @ MIC % 0.031 zg/ml » 5 0.063 zg/ml
KA L, MIC,,H LU MIC,,& Hic 0,083 ¢ g/ml
THh -7 OFLX @ MIC;,i2 0.5 ug/ml, MIC,,id
1 £g/ml, MINO Tiz\Ww¥nd 0.031 £g/ml TH
b, SPFX (2 MINO X0 ®%%5% bDd, OFLX &
D 8~16 ERMVWIEN%ERL T

2. ERYE

1) 2 HEEEERbE R

AUC2 flo—% % Table 3iZRd, 1HMDA UTI
ERIZAEHL, TORAERDRIBEHTH 10

2) BiHMEREREASE

C-UTI 10 fifh UTI ¥ EHFIL 6 HI T, WKHS
EW% 1B, HREBKRESFITH-7, 2055, I
RMERLE /A 3KELEN I, HBRRI R
b, BLERRBERRLAERNI 4R TH -7z, ROE
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Table 2. MICs of sparfloxacin and other antibiotics against Chlamydia trachomatis (34 strains)

MIC (ug/ml)
Drugs MIC,, MIC,,
0.016 | 0.031 | 0.083 | 0.125 | 0.25 0.5
Sparfloxacin 8 26 0. 083 0.083
Ofloxacin 25 0.5 1
Minocycline 13 20 1 0. 031 0. 031
Table 3. Clinical summary of uncomplicated UTI cases treated with sparfloxacin
Treatment Bacteriuria Evaluation
(i:se Age | Sex | Diagnosis | goge |duration | Symploms | Pyuria ) ol owe | oum D :;:;
mgX/day| (day) spectes coun
# # E. coli 10" |0.01252 :
1 (24| F AUC 50x1 7 moderate* | excellent | (-)
- - |S. agalactige| 10° 0.1
# # (=)
2 |8 |F AUC 100x1 3 = excellent | (-)
* evaluated on Day-3
AUC : acute uncomplicated cystilis
Table 4. Overall clinical efficacy of sparfloxacin in complicated UTI R
TG &‘. [y
Pyuria Effect on
Bacteriuria Cleared Decreased Unchanged bacteriuria
Eliminated 2 1 3
Decreased
Replaced 1 1
Unchanged 2 2
Effect on pyuria 2 1 3 patler:. total
Excellent 2
overall efficacy rate
X (66.7%)
| Poor (or failure) 2

K RiE, EH2h AH2H BH2HiTth- 1

(Table 4 )o

UTI B K 2HEEINICHBE 2814,

#,

6EIFITHD, REBRYRI, HIHERGL3H

2 B, MRS 3 Firk 2 FINERULTH 1o 1

BHF—7 VERERE N -5 (Table 5)o

482

ZhS C-UTI6 Mlic b1 2 MBS D RES B L,
BERIOBET IRE 125T, O HENERRTET
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Table 5. Overall clinical efficacy of sparfloxacin classified by type of infection
Overall
Group No. of patients | Excellent| Moderate| Poor efficacy
rate
group 1 (indwelling catheter)
group 2 (post-prostatectomy) 1 0/1
.an{imbml group 3 (upper UTI)
infection
group4 (lower UTI) | 1 2/2
sub-total | 1 1 2/3
group 5 (indwelling catheter)
i?:zi:?bm group 6 (no indwelling catheter) 1 1 1 2/3
1
sub-total | 1 1 2/3
Total 2 2 2 4/6

Table 6. Relation between MIC and bacteriological response to sparfloxacin treatment in complicated UTI

MIC (uzg/ml) Inoculum size 10® bacteria/ml Not
Isolate Total
=0.39] 0.78 | 1.56 | 3.13 | 6.25 | 12.5 25 50 100 | >100 | done
S. epidermidis 0/1 0/1
S. haemolyticus 1/1 1/1
E. faecalis 1/1 1/1
E. faecium 0/1 0/1
E. coli 3/3 3/3
C. freundii 1/1 1/1
K. pneumoniae 1/1 0/1 1/2
S. marcescens 1/1 1/1
A. faecalis 1/1 1/1
Total 6/6 1/3 1 o1 | 111 o

No. of strains eradicated/no. of strains isolated

50 Staphylococcus epidermidis, Enterococcus
faecium % £ U Klebsiella pneumoniae & 1 BH\E 4%
Lko MIC LBIMKEDBIKES B &, 12 Bt 100
pg/mlEITFICA# L, 8D 6 8k MIC 4%0.39 ug/
mEUTTH -8, F#LTWE 3 Ho MIC i1,
S. epidermidis & K. pneumoniae #* 3. 13 u g/ml,

E. faecium #¢50 y g/ml Td - 7= (Table 6)o &5
RHRWI2 6 Mk 2 6 (S epidermidis 1 #k &

Pseudomonas aeruginosa 1 #%) iI@EHohit,

3) BUFILRE

AP 6 fith UTI BHEABHAII3ATH D, REEK
PRI, EW2H, EYH1HTH-7-, BREZIAE
b Escherichia coli TMIC 3£ €4 12.5, 0. 05,
0.025 pg/ml THY, 2HBRE SN TV BH UTI
EBABLBVWIPOEEERHEIEFDD 26, HYI
PITH -7,
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Table 7. Relation between MIC and bacteriological response to sparfloxacin treatment in chronic prostatitis

MIC (rg/ml) 'Inoculum size 10° bacteria/ml Not
Isolate Total
=0.39/ 0.78 | 1.56 | 8,13 | 8.25 | 12.5 25 50 100 | >100 | done
S. aureus 1/1 111
S. epidermidis 0/1 0/1 -
S. agalactiae 2/2 1/1 3/3
E. coli 0/1 0/1
E. aerogenes 0/1 0/1
Total 1/3 2/2 1/2 4/
No. of strains cradicated/no. of strains isolated
Table 8. Overall clinical efficacy of sparfloxacin in gonococcal urethritis (at 3rd day)
WBC in smear
or VB, Cleared Unchanged N, Effect (;:)e
N. gonorrhoeae - gonorrhoeae
Eliminated 10 7 17 (100%)
Unchanged
10 7 patient total
Effect on WBC (58.8%) (41.2%) 17
10
Excellent (58.8%)
overall efficacy rate
r:‘ Moderate 7 17/17
(100%)
: Poor (or failure) 0
4) BHERTILIRK 5) HEHERER

CP1I8HIF UTI BEAEFIII4HTHD, RAKEK
HRIL, FEWLIH, BYH2H, EBHLIHTH-1

BEXBRISEETHRXOMIN €055 S
epidermidis, E. coli, Enterobacter aerogenes & 1
BEREINT, RERRIOT.1%¥Th-7, MIC LHE
DHEREDMAFZREASZ L, 2% L b MIC & 3.13
peg/ml LTFIRAHL TV, ERLTOR IHKD
MIC 2 S. epidermidis 3.13 uzg/ml, E. coli 0.025
wg/ml, E. aerogenes 0.1 pg/ml EWVWHIERTH -
7o (Table 7)o B UTI BRICAR LD >k 145
DEREHETIED 1, BH8H, PLEWLH),
% 1 Gl CHEBERIZ64.3%TH 1,

GU2 o 3HBD UTI EEABR 1THTH Y,
RAEKRDRE, EHI10H, BHTHTHEYDRE 100
% T&% 7 (Table 8), ¥ UTI HEKLAKLE
Dol THOEREHMECRENSF, EH1H PP
BULIATH- 1,

FNIDHIBY T I UTRARRANEASY, TN
SOEFUIOVTIRY T 3 I TDMERIZOVTHRIL
ko TOSER, THH (841, 14 HE (34) b2
PTr5IUTRMELT VA, TR ITERRIR
FOHMmER bHEL T,

8) 77 I UTHRER

CU2l o7 HE® UTI BEAKMIZ 1THATSH
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Table 9. Overall clinical efficacy of sparfloxacin in chlamydial urethritis (at 7th day)
WBC in smear
» or VB, Cleared Unchanged c fr:‘g:;::;r;tis
C. trachomatis ’
Eliminated 10 7 17 (100%)
Unchanged
10 7 patient total
Exfect on WBC (58.8%) (a1.2%) 17
10
Excellent (58. 8% )
overall efficacy rate
[:] Moderate 7 17/17
(100%)
E Poor (or failure) 0

Table 10. Overall clinical efficacy of sparfloxacin in chlamydial urethritis (at 14th day)

WBC in smear
or VB, Cleared Unchanged c Effe;t on
C. trachomatis . trachomatis
Eliminated | 8 4 12 (100%)
Unchanged
L 8 4 patient total
Effect on WBC (66.7%) (33.3%) 12
Excellent 8
x (66.7%)
overall efficacy rate
|: Moderate 4 12/12
(100%)
: Poor (or failure) 0

D, BABKRDRIE, EY 104, B THATEYRI
100 TH -7 (Table 9)o 75+ UTI E¥IAKLE
Dol dPIOTREHEIBEHIF, FAHIHATH-
e

HBEED UTI #BAEAIR 12FTHD, REEK
BRIE, FH8H, Y 4FTHEDIRIZ 0% TH- 1
(Table 10),

7539 7THRELOER
IIIVTHRBENAEMNIOVWTHRER,
WBC, BRHOEENSERICOVWTRIT L. 75
IUTHRES 21 flo S5 bREATH® T BERTHRICKR
HENTOIERANIAH D, WFRLLERI S, -1

OB 1PERRIE L), £/, REKTHR 14 BRlKIC
RIINTOEEMNI8AHD, WIFhdBERREASHN
-t (5B THEREL L),

Rz, HELORABRRY S HOXREKRTE T HER
BRI O 2HROTR BRI, 10, HEK
T 4 HEiRCRT SN 2FATHLERRSA LT
(OBH1IHFAERERLL), LFAKRSVWTREELRTKR 21
HEbLBRER O, -7 (BREMLL) (Tablell),

8) JEMEEMIEY T I UTHRER

BERBHICHKEB L7 5 I OTHARBENE
7= U PO FHEEHEICLIERDRIIEY 156, HY
154, 8% 4 BITHRE 88. 2% Th > 1o,
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Table 11. Recurrence

No. of R after after ziifdter
y ecurrence| 7days 14 days ays
patients (6~0) | (11~16)
no g*! g1
recurrence
Chlamydial
urethritis 21 recurrence 0 0
not
tested 12 13
no 2 2* 1
recurrence
Gonococeal
urethritis 8 recurrence, 0 0 0
(+Chlamydia)
not
tested 6 8 7

*]
2

*3

2. B&H

TMERFT LB 115 Fid, FEIcksLBbh3
Bf#EMEEROA NI bDR 2H (1.7%) TRS
1flE EEBARE - Hbrh 1 FITH 1o,

ERRAEMEERT LB/ 0fldh, FEick3LBbh
IREMOREEHOED SNIEMZ1H (11.1%)
T, GPT & BUN oBE LRMAShic, ChoDB
hEPBER S L VERREBRTERH IEELH>—B
BT EBRIBCHELLLbDIEIT

m % =

FLOWEOAEY FUALE U BRABTKERNTH 5
SPFX WBBEDOE Y KU ALK/ BEREFH OP TR
BEAXEbMOWBBICE L, WRBHARICEVTHE
NIBENPRINEEHTH 5. Bic, FFRXTS A
B LU0 7 LAREEICH LT, RRORRER
S OHESPHEBRINTVWBDAN S, N. gonorrhoeae
® C. trachomatis <X L CHHBVIRBENEE T 5 maH
B THb, £/, BRERAILITBEH 300 mg &0
BERSHEOEH IENT 2 -5 —13C,,, 0.9 g/
ml, T,,.4.0h, T,,,17.9h® & RIUIPPBVAH,
Bl REOFHHABEHSREL, 1 B 1 BiSHERE
EERDBEEELAOCNTVS, 3 SICAKIBET
HERBIFT, FIZROMREITIC OV TS Takeuchi
50 ofEIcLhid, 200 mg BEIRSICBEWTE -2
By 6 BRI I AEREME 1.35 ne/g, ML 1.37 &

bacteriological examination not performed in 1 case
bacteriological examination not performed in 7 cases
bacteriological examination not performed

VWHBWENBShTWS,

D& CEAKIIRBEBRE, @EUNIRRBLUC
BHERERICHT IBHESFINELDS, 58
4 13X N. gonorrhoeae £ U C. trachomatis
KT ARENERNT S L L b, BEORBHSEE
PAE IS B EEEREITRES % 1T - 1o

ZDfER., XKD N. gonorrhoeae % LU C. tra-
chomatis i< 2 IENIEHTHL, Z0 MIC,,
XENFN 0.0083 4g/ml, 0.063 g/ml THb, N.
gonorrhoeae %t L Ti2 OFLX &£ b 8%, CFIX &
D 2 fE#» -, C. trachomatis I 2HENE
MINO 22 iZPCiig L, OFLX &b b 16 {E3h > 1,

WRERBBREECSVWTIE, 1 H1E, 100~30
mg5 BESIck D UTI &% L, HH$66.7%, K
B 5%LL2ETORHERY KHEUL LBRARES
i, MIC L REREDMFEESH S & 0.39 pg/ml 2
TO6HIZTXTREINTVWSH3.13 zg/ml TR
ISP 2 HAEHLTHD, AFORPEENLE
BEV (24 B TICRE(LGE LTB.03%)V L
REBLTVWAAREHELEI SN B,

AMAITREDS b UTI BEEAK LA IADTH
HOBEHEZ 10X TH-7/. 2055 1 H 1 EHRSH
B1FITHY, BRYBRAEYTH 7o, 7o, BYHAT
YRR T UTI B AR L 4 HOBEHRZ 155 TH
D, #0551 B 1 ERSHIIRIAT EY ARG
CEDE 1P TH 120 i SEEMFTILRRIOVT
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i3, REERDDEL, SOREMEHPLTRNTS
PENHELEBDNEY, SEODHADORNN G,
181 A TEOREYEIMB/TE S LBbhi,

UTI £ AHT A MERER 1TRAB LV T 3
STHREX 1TH, 261 8 1E 150 mg ft5ic&
DEYE100%, FAMEEY 5 I IT LEDBRABRRIE
BV THEYRIZ100%THD, AH M &
U7 VTHRERICHL 1 B | BRETEASHR
g TEsLBbhi,

BIfERICBILTIX, TORBARNLTHE, HEL Y
ALY BT A2BOBM (4.8%) Lh{EL, %
OABICERIRL DDORB SN - 7z, ERMEMAR
rHR 1 PA SN, —BAUTHD, BHOMMIZK
whnEEZONI,

HED#ERN S, sparfloxacin i3 UTI % urethritis
L1 81 ERETTSNIERERL, KES - 435
BRERCM L CHAOBW A SO+ /) o v EEH
RERURKILEZ OGNS,

D

2)

3

4)

X LS
25 I VT RABEEAEEZMNERS (B
K:MAMRE) : 75 V7T RABEHAE
= 4 7 o Chemotherapy 37 : 1303~ 1313,
1989
UTIHARS (K& : ABIEK) : UTI RUMEE
M (% 3 iR). Chemotherapy 34 : 408~441,
1086
WBEEFRLEREELTEARXIHMRE. TR
vvRYT L (2), Sparfloxacin (AT —4140),
i &, 1090
Takeuchi T, Doi T, Hayashi H, Ito Y,
Kanematsu M and Kawada Y : Penetration
of sparfloxacin into prostatic tissue. 3 rd Int
Symp New Quinolones, Vancouver, July 12~
14, 1990
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Sparfloxacin (SPFX), a new pyridonecarboxylic acid derivative antimicrobial, was measured for
the activity against both clinically isolated chlamydial and gonococcal strains, and also evaluated
for the clinical efficacy in patients infected with the microbials.

The MIC,, value measured for Neisseria gonorrhoeae was 0.0083 xg/ml and 0.063 ug/ml for
Chlamydia trachomatis, the values being 8 and 16 times more potent than those of ofloxacin,
respectively.

The patients consisted of two with acute uncomplicated cystitis, 10 with complicated urinary
tract infection, 6 with acute prostatitis, 18 with chronic prostatitis, 24 with gonococcal urethritis,
21 with chlamydial urethritis and 34 with other urethritis.

The overall effectiveness rate (excellent plus moderate) in the evaluable 48 cases according to
the criteria of the Japanese UTI Committee was as follows : 100% in 1 case with acute uncom-
plicated cystitis (moderate, 1), 66.7% in 6 with complicated urinary tract infection (excellent, 2;
moderate, 2 ; poor, 2), 100% in 3 cases with acute prostatitis (excellent, 2 ; moderate, 1), 75%
in 4 patients with chronic prostatitis (excellent, 1 ; moderate, 2 ; poor, 1), 100% in 17 patients
with gonococcal urethritis (excellent, 10 ; moderate, 7), and 100% in 17 patients with chlamydial
urethritis (excellent, 10 ; moderate, 7).

The adverse effects were observed in one case with eruption and in one case with abdominal
discomfort and heavy stomach feeling. Slight increases in GPT and BUN values were found in
another one case.

These results indicate that SPFX is highly useful in the treatment of urinary tract and genital
infections.



