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CHEMOTHERAPY

FRE& MRUAE 1209 B sparfloxacin DR - BEFRHIR T

(RIRELAY - MR - NEA R
FLIRERAY R BHEHE"

HERIK - (EWIETE - BBKE
WAL I KR A IR B IR 3574

FLOEY FoaLH o BAABK sparfloxacin (SPFX) oW TE#E, HEKHRE%
ﬁﬂ 7o

EURNRN & L THZREDORBBEIEN >0 IMEM 11 Bl 550 #kicxt¥ 5 SPFX OMIC &
% ofloxacin (OFLX), ciprofloxacin (CPFX), enoxacin (ENX) ¢ooMTHEK LT 75
LB BkE T & 5 Staphylococcus aureus, Staphylococcus epidermidis, Enterococcus
faecalis, Enterococcus faecium iZxt9 5 SPFX @ MIC,, fMli3£7T 12.5 ug/ml LIFT, o
LRI E N TENIHENETR Lo —F, 75 LBHBBICNT 5 MIC,, M3, Pseudomonas
aeruginosa ® 50 ug/ml, Serratia marcescens M 6.25 pg/ml ZBRWVWTIZ2T 1.56 zg/ml
UTFTH 1o tidH & D HBKTIZ Escherichia coli, Serratia marcescens %% L Tl CPFX
LE% 20ty 5 LIREREICH L Tid CPFX X9 9945 D0 OFLX, ENX £ h @ h
=@ %ER LI

BEEREIRRETH A St SR EERE B 28 19 3 K O MEMERERE R 11 BT 30 IZ MR E L TIT- 10
SRRSO S B, 1T HINUTI RYFEEE L ORI SH, ERHRE3AM, TAH
BE L LBEYE 100X Th - oo MBEEMZRIT 18 Bh2HNHEL, HKE 100% Th-7o &
fo, WHEMEBERXEDOS B, THANUTI EHFEERICLORFTIN, BRHBISBETEYS
#l, BRI TEYDR. X TH-7o &5IC 10 BMEROEKYRARININA IHTE ¥
2, BY, BUHNE1HITH 7. HEERNHRE 14 5P 12 HBNHEEL, HEAES. T TH-
7o

SIfEEIR 0 FIP 1 FICHEVEBDIN, REAPILICK > TERIHEK L, T/, EBERRE

AUG. 1991

HRBEOLMEI LT F v OBELRE 1 PIc@BDHIDHTH -1,
Key words : Sparfloxacin, {71, ZtEHeitEBbts, WMEBMKR

Sparfloxacin (SPFX) (3 KBARERLASHAR
IKTHREANZFLVWEOREY Ko E U BERRE
EThb, ARRIBEOLY KU ALKV BRAEEIC
L, 75 LBHEE, 75 LARESE, IR 2
FIVTRECHULLVIREARY bLEBWVREAZ
BLTWwaY,

SO 4 3AZEICHT 5 BB - ERORFTETOKR
L%BlDT, TOHEREUTIRET 5,

I. ¥RGEoUICHE
1. ERARE
PRESREULERE B DR & 0 53 L 7o M ERFE BRI x

TER/NREHEHIERE (MIC) OAIEET -7 MK
& LEME S Ttk E3, Staphylococcus aureus
50 #k, Staphylococcus epidermidis 50 ¥, Enterococ-
cus faecalis 50 ¥, Enterococcus faecium 50 #,
Escherichia coli 50 #, Klebsiella pneumoniae 50
¥, Proteus mirabilis 50 #k, Indole (+) Proteus
spp. 50 ¥, Enterobacter spp. 50 #, Serratia
marcescens 50 %, Pseudomonas aeruginosa 50 %
THbo

MIC QHISEZ ¥ 1 +F v 7 # MIC-2000 system i
&0, EMER 10°CFU/ml K CH-k?. $LAR
2 ofloxacin (OFLX), ciprofloxacin (CPFX),

*T060 ALIRTTHREXAH—5RAI6T B
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Table 1. MIC distribution of sparfloxacin and other quinolones against Staphylococcus aureus

Drug N°',°f 0.025 0.05 0.1 0.2 0.3 0.78 1.56 8.13 6.25 12,5 25 50 100 >100
strains (yg/ml)
Sparfloxacin 50 24 11 2 5 1 1 0 1 3 1 1 0 0 0
Ofloxacin 50 0 1 0 ] 20 13 1 1 2 1 3 | 1 0
Ciprofloxacin 50 0 3 5 18 8 2 0 0 6 5 1 2 0 5
Enoxacin 50 0 1 0 0 9 13 9 7 2 | 2 2 0 4

Table 2. MIC distribution of sparfloxacin and other quinolones against Staphylococcus epidermidis

No. of

Drug . 0,025 0.05 0.1 0.2 0.39 0.78 1.56 3.13 6.25 12.5 25 50 100 >100
strains (pg/ml)
Sparfloxacin 50 4 15 13 1 0 4 8 4 0 0 0 0 0 1
(Ofloxacin 50 0 0 1 6 13 7 3 6 7 3 2 1 0 1
Ciprofloxacin 50 0 9 12 6 1 2 3 10 2 1 3 0 0 1
Enoxacin 49 0 1 0 5 5 13 2 1 6 2 6 5 2 1
enoxacin (ENX) @ MIC Z#FE L, HBRITET-%, 0. # 2

2. EERKIRE

1) ng

1988 ET A& D 1989 FE 7 A  THBREHKFEHRRK
RBRER S L UCHIID)IRARBTBR BN REZL
Lk FauBaidmbts 19 5 (E : 19~79 &),
BRUEBDR 116 (BFoH, &F26, £ : 30~
83 %) Di 0 FAEMRE L1,

2) XAl s e

SUHBHEEERATIR1IES0mg 21 B 1 EHARK
3EMES5 2/, THMES 1M, 1E100mg %1 H
IEHA% 3 BMEE 24, 5AMES 14, 7 MR
524, 1ES0mg %1 H2EWY B% 7T HRES 1 51
Th3,

BB X TIZ 1 E20mg %1 B 1 BIgA&% 10
BE%S 34, 1E300mg %18 1 E&HR% 2 ARHR
516, 5HMBSTHTH S,

BRYROYIE i3 B BB % Tl B 5685 3 B
BETHBK, WEHBRkEcRESMESBEE 10
BER UTI ¥HFERELE (B3RP KBELTHT 7o
SRSEOEKNRNTHMS N BB O MIC #AIE
i, BACEMEELEmMEE Itk -1,

BERICBIL Tid, BS54 TRICHMENBIEROE
WEMEL, 3o ARBENROMM, HE/LPHH R
ERH L1,

1. BERORIER (REH)
1) S. aureus (Table 1)

S. aureus IZXt4 % MIC {3 43 Bk (86%) #¢0.39
peg/mlUTIRAKL, £DE—7{#HI20.025 Lg/mlT
by, ftho 3FANCH L TR IEBNIRENEE LW

2) S. epidermidis (Table 2)

S. epidermidis {<%3 % MIC & i 16 # -(32%) At
0.78~3.13 pg/ml iz L7=A%, 33 #k (66%) 120.2
ug/ml LTFTikiEic i Lico CPFX biEIL 12
DEERLIA, SPFX A1 B @n-iRB@A%E L1

3) E. faecalis (Table 3)

E. faecalis %195 MIC il (2 36 ¥k (72%) »€0.39
eeg/ml UFiea#HmL, E—27{#i20.2 ug/ml &thd
SEANCHL LEWVEICARL, BhicRENEE L,

4) E. faecium (Table 4)

E. faecium ictd % MIC {#id 37 8 (74%) #%0.78
peg/mlPUTFicAHL, E—7{#Hi30.39 ug/ml T, ft
DIEHLDEVEIRE-TED, BhiiBAh%2EL
7o

5) E. coli (Table 5)

E. coli icXd 5 MIC HiZ 25 ng/ml iZ 1 k2 S
h3b00, BDIZT~NTO.2 £g/ml LL'FTCPFX,
OFLX ¢ BERIF OB HEN%EB L1

6 ) K. pneumoniae (Table 6)

K. pneumoniae i=%t9 3 MIC {# (3, 48 #kA% 0. 39

vg/ml UTT ZDOE—-7#Ei30.025 g/ml &
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Table 3. MIC distribution of sparfloxacin and other quinolones against Enterococcus faecalis

Drug No..of 0.2 0.39 078 1.5 313 6.25 125 25 50 100 .>100
strains (yz/ml
Sparfloxacin 50 22 14 8 0 0 0 2 4 0 0 0
Ofloxacin 49 0 0 5 23 13 2 1 0 4 1 0
Ciprofloxacin 50 5 10 24 4 0 1 0 3 3 0 0
Enoxacin 50 0 0 1 0 21 18 4 3 5 0 0

Table 4. MIC distribution of sparfloxacin and other quinolones against Enterococcus faecium

No. of

Drug . 0.1 0.2 023 078 1.5 313 6.25 125 25 50 100 >100
strains
(ug/ml)
Sparfloxacin 50 3 7 22 5 1 5 2 1 1 3 0 0
Ofloxacin 50 0 0 0 2 8 26 6 1 2 4 1 2
Ciprofloxacin 50 0 2 3 3 18 11 2 1 8 4 0 0
Enoxacin 50 0 0 0 1 1 4 22 8 4 10 0 0

Table 5. MIC distribution of sparfloxacin and other quinolones against Escherichia coli

Drug No..of 0.025 0.05 0.1 0.2 0.39 0.78 1.56 3.13 6.25 125 25 50 100 >100
strains (gg/ml)
Sparfloxacin 50 47 1 0 1 0 0 0 0 0 0 1 0 0 0
Ofloxacin 50 41 5 1 2 0 0 0 0 0 0 0 1 0 0
Ciprofloxacin 50 47 2 0 0 0 0 0 0 0 1 0 0 0 0
Enoxacin 50 3 29 13 1 3 0 0 0 0 0 1 0 0 6

CPFX LRIREEOBNIREAEZAH L1,

7) P. mirabilis (Table 7)

P. mirabilis ixt3 % MIC i3, 1.56 pg/mlic 1
v onh, fMidd~XTO0.39 Lg/mlLUTFTHO
ZOE—7{#130.1 £g/ml & OFLX L 3R%ETH -
foht, CPFX &b 2 BEERBINNYE - T,

8) Indole (+) Proteus spp. (Table 8)

Indole (+) Proteus spp. x4 5 MIC f# i3,
3.13, 6.25 ug/ml i | HKFH>BH SN, KD 48
BiIZTXTO0.78 pg/mlLLTTEDOE—7{#HIZ0.1
rg/ml THhoto BOMANINE VD IE CPFX T4l
¥AH20.025 pg/ml TdH 1o

9) Enterobacter spp. (Table9)

Enterobacter spp. (Xt 3 % MIC fi i, 0.025~
12.5 ug/ml LG /L, E—7fE120.78 pg/ml
& OFLX, ENX & i3(XE%, CPFX (3 48 #k4% 1.56
pg/ml UFTE—7f#20.2 ug/ml &> 3 FHl &
DHRENENT WV .

10) S. marcescens (Table 10)

S. marcescens IZ%9 5 MIC #i3, E'— 7@ 1.5
pg/ml & CPFX &31ZR% T, OFLX, ENX &h &
hi-i@h%E L1,

11) P. aeruginosa (Table 11)

P. aeruginosa =%t % MIC i3, 0.025 ug/ml
1"5>100 pg/ml FTHL AHTHHRE—7#Ii30.39
rg/ml T CPFX i2i3% 5 Do OFLX, ENX &9
bEL, RENENATVE,

12) MIC,,. MIC,, CH{EHDH# (Table 12)

S. aureus, S. epidermidis, E. faecalis, E. faecium
249 3 MIC,,, MIC,, i3 & bicftiod 3 ¥ & 0 EY
ETHD, 75 LBERBBICHT 5 ENERHRY
s, — 4 r7LREBSEBRLEVTHR
P. aeruginosa =%t LT D MIC, %% 50 ug/ml TH~
FLi#hid MICs,, MIC, & b 6.25 ug/mlRIFE, ¥
ROBRAHEAET LI, tho 3 FEHEOLBTH
OFLX, ENX & h#h, %7 CPFX &3 P. mirabilis,
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' Table 6. MIC distribution of sparfloxacin and other quinolones against Klebsiella pneumnoniae

Drug No.of 0095 0.05 0.1 0.2 0.30 0.78 1.56 3.13 6.25 125 25 50 100 >100
. strains (u/ml)
Sarfloacin 50 22 8 6 8 8 0 2 0 0 0 0 0 0 0
Ofloxacin s0 12 18 8 4 1 4 0 1 1t 0o o0 1 0 0
Ciprofloxacin 50 28 4 7 8 1 0 0 2 0 0 0 0 0 0
Enoxacin 50 o 9 19 8 4 5 4 1 0 0 0 0 0 0

Table 7. MIC distribution of sparfloxacin and other quinolones against Proteus mirabilis

L&.NO.Of

Drug . 0.025 0.05 0.1 0.2 0.39 0.78 1.56 3.13 6.25 12.5 25 50 100 >100
strains (ug/ml)
Sparfloxacin 50 8 3 28 6 4 0 1 0 0 0 0 0 0 0
Ofloxacin 49 7 9 18 14 2 0 0 1 0 0 0 0 0 0
Ciprofloxacin 50 47 1 1 0 0 0 1 0 0 0 0 0 0 0
Enoxacin 50 2 0 15 24 8 0 0 0 0 1 0 0 0. O

Table 8. MIC distribution of sparfloxacin and other quinolones against Indole (+) Proteus spp.

s

No. of

Drug . 0.025 0.05 0.1 0.2 0.39 0.78 1.56 3.13 6.25 12,5 25 50 100 >100
strains (g g/ml)
Sparfloxacin 50 8 10 18 6 4 2 0 1 1 0 0 0 0 0
Ofloxacin 50 14 14 8 ] 0 0 3 2 0 0 1 2 0 0
Ciprofloxacin 50 41 2 1 0 2 1 0 1 0 0 1 1 0 0
Enoxacin 50 1 17 25 9 0 1 1 2 0 1 0 1 0 2

Table 9. MIC distribution of sparfloxacin and other quinolones against Enterobacter spp.

Drug No..of 0.025 0.05 0.1 0.2 0.39 0.78 1.56 3.13 6.25 12.5 25 50 100 >100
strains
(pg/ml)
Sparfloxacin 50 6 3 1 6 6 21 2 1 1 3 0 0 0 0
Ofloxacin 50 4 8 1 2 2 19 8 2 2 0 0 2 0 0
Ciprofloxacin 50 8 5 4 16 10 3 2 0 0 1 0 1 0 0
Enoxacin 50 0 2 7 3 3 23 ) 1 3 1 1 1 0 0

Table 10. MIC distribution of sparfloxacin and other quinolones against Serratia marcescens

Drug % 0025 0.05 0.1 0.2 039 0.78 1.5 3.13 6.25 125 25 50 100 >100

strains (pg/ml)
Sparfloxacin 50 o o 3 7 8 5 183 5 7 1 1 0 0 0
Ofloxacin 50 o o 1 3 2 3 7 10 6 9 1 2 0 0
Ciprofloxacin 50 2 2 3 3 5 4 9 13 7 2 0 0 0 0
Enoxacin 50 0 2 2 2 2 0 2 1 13 9 13 4 0 0
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Table 11. MIC distribution of sparfloxacin and other quinolones against Pseudomonas aerugincia

No. of

Drug strains 0.025 0,05 0.1 02 039 0.78 1,56 3.13 6.25 125 25 50 100 >10p
{ug/ml)
Sparfloxacin 50 1 1 0 3 10 4 7 4 5 5 1 7 1 1
Ofloxacin 49 0 0 1 0 4 11 3 7 3 3 3 7 7 0
Ciprofloxacin 50 5 7 4 5 4 1 5 5 4 2 8 2 0 0
Enoxacin 50 0 0 1 0 12 4 8 5 3 2 5 1 2 9

Table 12. MIC,, and MIC,, of sparfloxacin, ofloxacin, ciprofloxacin and enoxacin (ﬂg/nﬂ)

Drug . . . . .
Isolates Sparfloxacin Ofloxacin Ciprofloxacin Enoxacm
MIC,, 0.05 0.39 0.39 1.56
S. aureus
MIC,, 3.13 12.5 50 50
MIC,, 0.1 0.78 0.2 1.56
S. epidermidis
MIC,, 1.56 12.5 8.25 50
MIC,, 0.39 1. 56 0.78 6.25
E. faecalis :
MIC,, 12.5 50 25 25
MIC,, 0.39 3.13 1.56 8.25
E. faecium
MIC,, 6.25 50 25 50
MIC,;, 0.025 0.025 0.025 0.05°
E. coli
MIC,, 0.025 0.05 0.025 0.1
MIC;, 0.05 0. 05 0.025 0.1
K. pneumoniae
MIC,, 0.2 0.78 0.2 0.78
MIC;, 0.1 0.1 0.025 0.2
P. mirabilis
MIC,, 0.2 0.2 0. 025 0.39
Indole—positive MIC,, 0.1 0.05 0.025 0.1
Proteus spp. MIC,, 0.39 1.56 0.39 3.13
MIC;, 0.78 0.78 0.2 0.78
Enterobacter spp.
MIC,, 1.56 3.13 0.78 6.25
MIC;, 1.56 3.13 1.56 12.5.
S. marcescens - -
MIC,, 6.25 25 6. 25 25 B
MIC;, 1.56 3.13 0.39 313
P. aeruginosa —
MIC,, 50 100 25 100<
Enterobacter spp., P. aeruginosa T4 ->TW5bD 2. BRI
D, D5 LBRMREICN L TREZOHRENEE L 1) SHEBpipEBbE 2

2o RER DM L EHRRHEAE Table 13 1<K LT
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Table 13— 1. Clinical summary of uncomplicated UTI cases treated with sparfloxacin
] Treatment iuria* ion**
. | —symp | Bacteriuria Evaluation Side
(y) | Diagnosis | dose ' duration ;o rmee Pyuria ) effects Ramaris
0. | g (mgx/day)| " | (day) species | count [ MIC uTl Dr.
+ * |Eaerogenes | 10° | 0.05 | o ooliont | excellent
8 " - _ -
I | p | scutecystitis | 0mgX1| po. | T F———— — = excellent | excellent | — | —
- - — - excellent | excellent
E. coli £0.0125
+ + !
E foecium 10 0.2 excellent | excellent
7 - - _ — -
2 F acute cystitis | S0mgX1} po. | T excellent | excellent | — | —
- — excellent | excellent
* + | E. coli 10" | SO.0125) o cellent | excellent
8 N N —
3| p | acutecystitis | OmgX1i po. | T _ — _ excellent | excellent | — | —
-~ - — - excellent | excellent
+ * | E coli 10° | £0.0125 excellent | excellent
2 E ' - S. epidermidis| <10° | 0.1
L g acutefyshhs WmgX1f po. | 7 _ _ _ excellent | excellent | — | ~
— - excellent | excellent
* ¥ | S epidermidis| 10° | 0.05 | o oonent | excellent
a . - — -
5 F acute cystitis |- 50mgX1| p.o. 7 _ — _ excellent | excellent [ — |
- — - excellent | excellent
+ + |E coli 10" | S0.0055| oycellent | excellont
Sl . o - —
§ | p | acutecystitis [S0mgx1| po. | 7T |——— _ excellent | excellent | — |
- - — excellent | excellent
* # | E coli 107 | S0.0125| o cellent | excellent
3 . _
7 F | acuecystitis S0mgX1| po. | 7 — N excellent | excellent | — |
— excellent | excellent
+ # | E col 10° | S0.0125) ocellent | excellent
5 . B —
8 ¥ acutef:yshhs S0mgX1| po. | 7 — = — excellent | excellent | — | —
- - —_ excellent | excellent
"before  ** day3
day} day 7
day7 day 4

day 14
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Table 13— 2. Clinical summary of uncomplicated UTI cases treated with sparfloxacin . .
Treatment iuria’ ion**
Case Agg . ‘ . symp. ., Bacteriuria Evaluation Side
o, (y)| Diagnosis | doge o |durstion o ge Pyuria effocts | 8Ts
Sex (mgx/day)] " | (day) specios | count | MIC | UTI Dr.
# + | E coli 10° | 00125 orcollant | excellent
59 . - " _ -
§ | § | acutecystitis |S0mgxl| po. | T r———— — _ excellent | excellent | — | —
- - —_ - excellent | excellent
+ + |E. coli 10° | S0.0125) 1 orate | excellent
59 . - - E. /aeoalu 10 0,78
10 F acule cystitis | S0mgx1| po. | T — — excellent | excellent | — | —
- - —_ - excellent | excellent
# # |E coli 0 | 0.05 excellent | excellent
59 " - _
11 F acute cystitis |100mgX1| p.o. 7 - ~ — — excellent | excellent | — | —
- — - excellent | excellent
+ + |E coli 10° | <0.01%5 excellent | excellent
60 i - - _
12| p | acuecystitis | 0mgX2| po. | 7 ~ — ” excellent | excellent | — | —
- — - excellent | excellent
# # | E coli 10" | SOOI oxcellent | excellent not
54 y - - - visited
13 F acute cystitis |100mgX1| p.o. 7 ~ — — excellent | excellent | — on day
1
b # |E coli 10" | SO.05 orceltent | excellent not
63 N - - — - visited
14 p | cute cystitis {100mgX1] po. | § - - — ~ excellent | on day
1]
t * | E col 10" ] SO.025) oy celtent | excellent Dot
5 19 itis | 50mex - - - - | wisited
1 p | acule cystitis | 50mgX1| p.o. 3 - — _ excellent on day
14
+ k| E coli 10° | <0.01%5 excellent | excellent not
55 . - — - visited
16 F acute cystitis | 50mgX1| p.o. 3 - on day
- — - excellent '
* before ** day?
day 3 day7
day7 day 14

day 14
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Table 13— 3. Clinical summary of uncomplicated UTI cases treated with sparfloxacin
Treatment i e
Age ‘ 8 ) Bacteriuria Evaluation Side
C‘“{ ()| Disgnosis | doss | [durationoryer [Proria T [Pmars
™. | Sox (mgx/day) """ | (day) species |count| MIC | UT | Dr
] % |E coli 10° [ S0.0025) - terate good not
+ + — - o
I ? acule cystitis [100mgx1| po. [ 8 _ :::;::
T 14
] + | K pneumoniae | 10* | 0.05
testing
18 ;‘ acute cystitis [100mgX1| p.o. 3 - ~ excellent | — incom-
— - plete
' + — - good exclude
19 zl;l acute cystitis | S0mgx1| po. | T — - : : good — :::l:ia
negative
* before ** dayd
day? day7
day7 day 14
day 4

SPFX ick Wi L7c 19 flch UTI EFMmEEIC X
AEYFMEEIRE IS EFNITES No. 1 ~17D 17T HT, fE
#I No.18, 19 i3S BE7%HITH 5, Table 14 i3 3 B
BERDORAIEHRYETH 5, HERMHALRIZ1% (16/
17), MRIE®{LRIZ 94,19 (16/17), MARBHILE
i294.1% (16/17) THORAEKRYRI2EY 88.2%
(15/17), B 11.8% (2/17) T, RAEHEX 100%
THYBFRERYRNZD o,

Bi1ES50mg 0 % 1 85 1ERE5THEYEMN
91.6% (11/12) ©, Ehi-EBERBHELB OO,

1B E%OR SRR % Table 15 IZ777, 13
Pt T BRI S % COBKGRUENTTRTH - 7o B
REHRE, MREF(AR HERRHECRITRT
1005 T, LAEKHRIZED 100% & FEHICBIFRE
KORNEBSh,

F—EMD 3 HE DR E BT 2L, RAFDHERIR
WY 10% Th 543 HETOEDH 1 FINENL
LTwa,

BERMM UTI B ic L 7T OB EE&ICEY
TH-EFTT BRKRERICRNTEIEETH - 12 12
PlonTHiiote, ZOREBRER 0K TH- 10

I EMBEROMEFIMNE B S BT
% SPFX @ MIC & DB{k% Table 16 ioRd . BRFT

ETH- ITEA»SERELE LTHREIN: 4 EE
18 D MIC 4 ~T0.2,g/ml LT T, BEilk®i
10X ThH -7, HE5E®HEABEL L T E faecalis,
S. epidermidis 1% | ski@»H Shitc,

2) BMMEIRISRAE

BEFDFM%E Table 17 IR T, SPFX ##5 L/
BHERSRE 2 11 $)ch UTI RDIFEEREIC & 5 EDFME
AIRERERIS T HITH - 72, RIERHITII 4B (ZDfho
TERRPERGEE) 236, 68 (HF—TFIEHBEBMRE
BRBER) HA4PTH -7,

(1)5 B S COEYFE

5 B S TORAEEERYE % Table 18 IT/RT 2%,
EWH36, BH3IF, WY LHITH- . RERFITR
ABOIFITIIRN, 6HDARTRIFANEYLILT
»Ho1,

TEFATHBES N 0B 14 it T 2 HE¥09%
£ & MIC & DM{%% Table 19 iZ;Rd, Enterobacter
cloacae D 2 ¥, E. faecium, E. coli, K. pneumoniae,
Acinetobacter lwoffii, P. aeruginosa, S. marcescens
DE1LB]RTIRITXTHELKY, S epidermidis D 3
te 1 8%k (MIC 3.18 yg/ml), E. faecalis ® 3tk 1
# (MIC 0.39 ug/ml) AEAEL, #M%&EE MIC 100
ve/ml LLEDOBEER S | $kE 5 85.7% (12/14)
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Table 14, Overall clinical efficacy of sparfloxacin in acute uncomplicated cystitis (day 3)
(50 mgx 1/day, 100 mg X 1/day, 50 mg X 2/day)
Symptom Resolved Improved Persisted Effect on
Pyuria cleared | decreased | unchanged | cleared | decreased | unchangod | cleared | decreased | unchanged bacteriuria
eliminated 15 1 16(94. 1%)
.. | decreased
Bacteriuria (replaced) 1 10 5.9%)
unchanged
Effect on pain on )
micturition 16 (94.1%) 1 (5.9%) patient
total
Effect on pyuria 16 (94.1%) 1(5.9%) 17
Excellent 15 (88.2%)
overall efficacy rate
M 2
oderate 17/17 (100%)
Poor (including failure) 0

ThH-ole —HSBEBEEFEDOHBRE IR Coryne
bacterium sp. D 1 (kDA T, THIH 1 FHlicBH ok
ERLEDTRTRA—EFTH-1o #->T. HOKRKE
L-EREED, ERCHIDOTRERORERSD S
WERREEZETHEARI TRAR L HITH- 1.

(2) 10 B & S5 TR FME

WIS MRS REICE T 2 10 BREROERD)
BARET A%, 5 BRkS®RE S5 AMOKRS %
TV, HETHETH > 3T LW TRABERDRER
FLicEZh 10BETR¥ Y. B BEPEL1HT
Hotzo M—EFTDS HETORESEFRDRIEL 2
7, EHLPIT, BYHOLHHI0 BRicEHEE-T
Wi,

BIfERBLCERREBERY I AELZS L 30 H
th, 5 28%ICHEVEZZHRAPIELA 1A (3.3
%) DHTH-1co BHAEFIMAPILEE L DR
RER Lo BRRE I FERSF1% 1<K H MMk
(RBC, Hb, Ht, WBC, platelet, HIER5E), AFHtkE
(GOT, GPT, ALP, bilirubin), ® # # (BUN,
creatinine) 2 EM LB 1THDSIB 1 (5.9%) i
creatinine DEE LF (1.2—1.Tmg/dl) &% L1,

m % ®

EEREBRIECHT HIEMELLTEY FUALE
YBAREROERBEES MM L T 34, Rx OREH
THRMERENERLTVWEY, #-T, #EROEY Fr
HLE U BARBEEREEICH L TOIRENEET A0
EEORRNKDONTWVWS, SPFX REFOEYF
ALKV BERBEFHITRLT L bH BV RKE
24375 X=, 75 IU7, #EE FERRAREC
HLUTHHEVREHNERT o TARIREIHENE
3SRV, ML 16 LR, R
BERBEICH LTI 1 B 1 BESTHARERDENM
#Faxhs,

1. EReRs

BEREDORBIMEICH T 5 SPFX OfilN%E
MIC,,f#ii=& » OFLX, CPFX, ENX &OMTHEL
feo ¥ LBHERE T2 MIC, i34 XT 125
rvg/ml YT T, i 3FHick L TRHES, 774
BB EIcH L TR AKEAEET S LHREN
2o 75 LRRHISEICH L TD MIC, i3 P. aeruginosa
50 zg/ml, S. marcescens 6.25 ug/ml THY. ft >
75 LRRHEREICHY 3 MIC, i3 ~T1.56 pg/ml
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Table 15. Overall clinical efficacy of sparfloxacin in acute uncomplicated cystitis (day 7)
(50 mg X 1/day, 100 mg X 1/day, 50 mg X 2/day)
Symptom Resolved Improved Persisted Effect on
Pyuria cleared | decreased | unchanged | cleared | decreased | unchangod | cleared | decreased | unchangod | DACteriuria
eliminated || 13 13(100%)
.. | decreased
Bacteriuria (replaced)
unchanged
Ef'fect on pain on 13 (100%) patient
micturition
total
Effect on pyuria 13 (100%) 13
Excellent 13 (100%)
11 effi t
Moderate 0 overall efficacy rate
13/13 (100% )
Poor (including failure) 0
3day’s overall clinical efficacy of the above 13 cases
Excellent 12 (92.3%)
overall efficacy rate
Moderat 1 (1.7
erate (T.7%) 13/13 (100%)
Poor (including failure) 0
Table 16. Relation between MIC and bacteriological response to sparfloxacin treatment
for 3 days in acute uncomplicated cystitis
MIC (¢ g/ml) Inoculum size 10°cell/ml
Isol Not
solates | S done Total
0.0125{0. 025{ 0.05| 0.1 [ 0.2 {0.39]0.78(1.56|3.13{6.25|12.5{ 25 | 50 | 100 | 100
E. coli 14/14 1/1 15/15
E. aerogenes 1/1 1/1
E. foecium 1/1 1/1
§. epidermidis 1/1 1/1
14/14 3/3 1/1 18/18
Tot.
otal | \om) (100%)

No. of strains eradicated/No. of strains isolated
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Table 17— 1. Clinical summary of complicated UTI cases treated with sparfloxacin
A Treatment Lo, e
Cm(yse) Diagnosis | UTI y ’ ,_pyum. Bacteriuria Evaluation Side -
M underlying disoase ose uration mar
10 sex | orlying disoese) group (mg X /day route (day) species count| MIC | UTI Dr. effectg
K. pneumoniae 0,025
# |E. coli 10° {<0.0125
E. faecium 0.1 |moderate] good
70 CCC ,
1 F | Diadder tamor G-6|200x1| p.o.| 10 +  |negative —
excellent | excellent
= |negative
E. faecalis 0.39
+ |S. epidermidis 10" | 0.05
A. lwoffii £0.0125{moderate good
67 CCC .
—r  IG- + —_
2 M | Siadder tumer G-6(200x1| p.o.| 10 +  |negative
moderate| good
*  |negative
E. faecalis 0.39
# 107
S. epidermidis 3.13 poor poor
E. faecalis 0. 39
67
3| v |—ooe—|G-6(200%1| p.o. | 10 | # |8 epidermidis | 10° | 1.56 —
Corynebaclerium sp. 25
S. epidermidis 25 poor poor
# 10%
Corynebacterium sp. 12.5
+ |S. epidermidis 10* 200
excellent| excellent
4 17le "—’—g%_;[—‘ G-4|300X1|p.o.| 5 —  |negative —
excellent | excellent
— |negative
CCC : chronic complicated cystitis * before **day 5
BPH : benign prostatic hypertrophy day 5 day 10
day 10

UFTTh-1 thd 3EH L DK TIRE. coli, S.
marcescens i3t LTt CPFX LE%. tho /5 LR
HEEICX L T CPFX &b % 3% b0 OFLX,
ENX L0 BN TV, ULDHEENS 75 LB, B

HEOmEICH L TLAWVIREARZ MLEBRVWREN%

BTl inBoont, #-T, GERBBREER
BELTHMLTE A5 LBREREPHREE Y KV
L BRI BRI & 5 RISERIEICH LTHR
LSRANEE 30wl IR R (Rt P AY (<
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Table 17— 2. Clinical summary of complicated UTI cases treated with sparfloxacin
o Agel [y onosis | UTI Treatment Bacteriuria® Evaluation** | g\
%8 (Yr°')m rou dose duration| Pyuria® offects Romarks
no.| cex | BTOUP o x/day) TOUe (day) species |count| MIC | UTI | Dr.
P. aeruginosa 1.56
+ IS, marcescens 10 | L.56
E. cloacae 0.39 |excellent|excellent
5 :: -—gg—g— G-6{300x1| p.o.| 5 = |negative —
excellent | excellent
= [negative
# |E. cloacae 108 | 0.1
excellent | excellent
75 CCC _ , .
6 | M | srethral sirctore G-4|300x1|p.o.| 5 negative
excellent | excellent
— |negative
# |E. faecalis 105 | 0.78
moderate] good
7 fvll ——g—% G-4|300x1{p.o.| 5 +  |negative —
excellent | excellent
— [negative
# |E. coli <10 | 0.78
poor
exclude
50 ccc due to
8 _ P
M NGB 300x1| p.o.| 5 +# |(not evaluated) bacteria
negative
poor
#  [(not evaluated)
NGB : neurogenic bladder * before **day 5
day 5 day 10
day 10

2. ESERATRRET
BEMMMBR LTI B/ T BMBRETE b
CHRE 1009 & BIFERKTH - 120 T HBREIER
Mk 2fh 1 plbBY ST, AERBicHLTIRI
HIB S0 mg #5TH+HLERYENBONI, C

DERIEEOFEY VRUVLY TRESWIERE
BHTH D, 2HEBMEBRRAICH L TRBEFEOEY F
Y HVE Y BRRNER & ERICBNERBERTB SN
2bDEEZLNT,

—7, SHEERERIETIZ5 BRES 7 Fc 6 HiAs
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Table 17— 8. Clinical summary of complicated UTI cases treated with sparfloxacin

Case ?gj Diagnosis | UTI Treatment Bacteriuria® Evaluation** Side
yo. ing disoaso dose duration| Pyuria® Remurs
" | sex undorlying diash group (mgX /day route (day) species |count| MIC | UTI Dr, [olfects
+ |P.aeruginosa | 10° | 0.78
festing
9 i}’i cee 300%1| p.o.| 5 __ |ine
prostatic cancer
priate
excellent
= |negative
*  |[negative
poor
] exclude
30 CcCcC ) e
+ —
0] g NGB 300X1| p.o.| 5 | T |negative el
negative
+# [negative
unknown
exclude
51 CCC e
1 M |7 BPH 300x1|p.o.| 2 | + |(not evaluated) et
negative
* before **day 5
day5 day 10
day 10

BUHLIETHD, WEEBERZIC LTI A LG 200
mg 5 BB ETHARERYEVLBONELELDS
hit,

FEY BEIY LTI, WEERBRBREEICHLTI
H1[E 200 mg5 BM#¥5T63.4%, 1 H1E300mg
5 BM%xE T 0. 3% DRAFHENRTEIhTED, D
BWEESRKTHALBERDEVBohELEENTY
BV, 10 HMBEESRI SHEDEV, R, &
%, BHELIPITH10 COHILEYDD1HIZ5BE
TCREWFTH-7c LML, —H 10 BEETCOEE
B KB MIC@E3EhEN 25 pg/ml, 12.5

rg/ml ORMUETHH, BYH/EIMEITINEL
Ezonl,
BlifEA VDb RAPEERBE SN
(3.3%) ma7T, FEIoRIYLY THEILE
4.83% LEIRICIERTH - 1, ERREMAERS A0
4 (%7 L7 F= 0BELR) T, L LREER
TE3HOTIREL, Tt AIMERI N, .

PEE0AEIZ7 T LBURE, REREEERAL
7T 5 Bght 5 X U MR R B R I 2 T B AR E L
TEY »2ELTHEEEZ 0N,
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Table 18. Overall clinical efficacy after 5—day treatment with sparfloxacin in complicated UT!

L Pyuria Cleared Decreased Unchanged Effec!l; on
Bacteriuria bacteriuria
Eliminated 3| 2 1 8/7
Decreased 0/7
Replaced 0/7
Unchanged 1 1/7
Effect on pyuria 31 2/1 27 p"“e"; total
Excellent 3/7
I::’ Moderate a7 overall efficacy rate
8/7
1/7

:’ Poor (including failure)

Table 19. Relation between MIC and bacteriological response to 5—day treatment
with sparfloxacin in complicated UTI

MIC (¢ g/ml) Inoculum size 10%cell/ml
T Not
Isolates |< > Total
< done
0.0125/0.025({0.05] 0.1 [ 0.2 |0.39(0.78)|1.56(3.13(6.25{12.5( 25 | 50 | 100 | 100
Sepidermidis 1/1 0/1 1/1 2/3
E. faecalis 172 | 1/1 2/3
E. faecium 1/1 1/1
E. coli 1/1 1/1
K. pneumoniae 1/1 1/1
A loffi 1 1/1
E. cloacae 1/1 1/1 2/2
P. seruginosa 1/1 171
8 marcescens 1/1 1/1
: 12/14
Total ‘ 2/2 1 1/1 | 1/1 ] 2/2 2/3 | 1/1 | 2/2 ] 0/1 1/1 &.7%)
54 # BE : MIC2000 ¥ X7 4 & BAR({LEREF LI

D R M mEEd: 838 ERKLERELS
BRAXBRE, HFEY £ LAL(Q), Sparflo-

xacin (AT—4140), B, 1990

2) WAL MaRk SHEE, M@ (-F

itk 2R/ REMIERE (MIC) AIEED
Hg#at, Chemotherapy 29 : 1424, 1981

3) UTIHFESR (RE : KBIERK) : UTI B2 FE

HH#E (¥ 3M)o Chemotherapy 34 : 408~441,
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4) BEREREXS: M/NRWEHLME (MIC) Bichit s = 2—F/ 0 RABKICHT 2R

R EEBHITIC> VT, Chemotherapy 20 : B BUR R ~ & DER R & RHEHBBOERNES

76~179, 1981 IZ2WT—o BMRELE 64 : 1416~1424, 1990

5) rhikfie, LAERN, NRANRA, BARE, LR

BASIC AND CLINICAL STUDIES ON SPARFLOXACIN
AGAINST URINARY TRACT INFECTIONS

Naoki Itoh, Takaoki Hirose and Yoshiaki Kumamoto
Department of Urology, Sapporo Medical College
18 Minami—ichijo—nishi, Chuo—ku, Sapporo 060, Japan

Keiji Takatsuka Takashi Sato and Akihiko Shibuya

Department of Urology, Sunagawa Municipal Sunagawa General Hospital

Sparfloxacin (SPFX), a new pyridone carboxylic acid antimicrobial was evaluated not only for
the MIC values against clinical isolates but also for clinical efficacy in patients with urinary
tract infections (UTI).

The MIC values for 550 strains consisting of 11 species isolated from patients with UTI were
compared against ofloxacin (OFLX), ciprofloxacin (CPFX) and enoxacin (ENX). The MIC,,
values of SPFX for Staphylococcus aureus, Staphylococcus epidermidis, Enterococcus faecalis and
Enterococcus faecium were all below 12. 5 y g/ml, and lower than those of the other 3
quinolones. The MIC,, values of SPFX for Gram-negative bacteria were all below 1.56 uxg/ml
except 50 ¢ g/ml for Pseudomonas aeruginosa and 6.25 yg/ml for Serratia marcescens. The MIC
values of SPFX were comparable to those of CPFX for Escherichia coli and Serratia marcescens,
and slightly higher than those of CPFX, while lower than those of OFLX and ENX, for other
Gram-negative bacteria.

The clinical efficacy of SPFX was evaluated for a total of 30 patients, 19 with acute
uncomplicated cystitis (AUC) and 11 with chronic complicated cystitis (CCC). The efficacy was
judged according to the criteria of the Japanese UTI committee.

The clinical efficacy rate in the 17 evaluable cases with AUC was 100% with both 3 and 7 day
regimens. Bacteriologically, all 18 strains (100%) were eradicated.

The clinical response in the 7 evaluable cases with CCC was excellent in 3 and moderate in 3
cases at day 5, the efficacy rate being 85.7%, and the response in the 3 remaining cases was
excellent, moderate and poor in one case each at day 10. Bacteriologically, 12 of 14 strains
(85.7%) were eradicated.

As a side effect of SPFX, dizziness was observed in one of the 30 cases, but disappeared upon
discontinuation of SPFX. Clinical laboratory analysis revealed a slight rise serum creatinine in
one case.



