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Grepafloxacin D B S AR EAEAT & IRIBRYLIE 12233 5 BR R AURRET
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Z—a2—% /0y RBEOPE Egrepafloxacin % FR B GSE (UTD) 5161 L @R R Z1BIDOFT
521 24% 5 L THBBE L REWIIODWTIRE L7z, 72FF 0L FESZIRBENDBITIRE
g L7z,

UTI® D b EMMEEMR A L TIE, FI21H100mg#% 1, 3~5HR8, #EEICIEEC
300mg% 1 H1E F 721342 T, FEICSHMEHS L7,

UTISERFRMAHE IS X 242 T, HAMMBERZIC1169115], 100%, BHMAEUTI 276
126, 44.4%DEMRTH o7z, WHEMUTITORERIE, 77 LEMEEKE 15BF 104,
66.7%, 7T LEHIRE24%kF 158k, 62.5% Th o7,

B ZRRIE~NDITIRE X200~ 300mgM AR % 1 ~ 4B T0.03~0.514g/ml, MiEHIF0.12~
171 THh o7,

FEWTIZ, B - tENBIERIE, HILRER2G, FRREEIG, 7L VX —EKIFID
Boohi, T, BRBREBOLEBIZLIGICEE O HERES - V) /SERED - sGOT LA
AED STz,

Key words : 80 =2 — %/ 0, RIMAREERE, FREREGYEE, grepafloxacin

FLAHRBREN/BO= 2 —F /O v FEgrepafloxacin =~ D) bE O L VERKBILT0~79% D166, 308%Th
(GPFX) iz2W T, bk bETA AR (human prostatic fluid, o7z, B, 65U LDEEEII22E T, £160D423%
PF) NOBITEEXBIE L 72, BRAIIZRE - HiRE *hH07,

PEET5 28123 L CARIC X W igE LTV, AL SR EIIUTI 5160, BERIRE 1FITHo 7,
REMIZDOWTIRET L7,

I. & &EFH&E Table 1. Background of patients treated with
) ground

DT OMSERE I LTI, RBOEMBICETLZ0 grepatioxacin

2T 2 5t - =] 1= S
V“Jﬁ'%ﬁfﬁﬂﬂ L, EEE%FE»L& l ZJ m%%'f‘?‘f;o Age (y) No. of cases (070) €X

1. PFNOBITEE male female

44, O BYERT IR B IZGPFX % 200mg X121 300mg 20~ég é E égg (1) ‘11
TPFZEE L7, HBRAEEIZ7TT, BEHNEIME L & ‘ég~gg Z/ggg) g g
(AT o720 ¥, BIEHIEGHPLCEIC X 5 72, 2069 10 oo Z ;

2. BERIRAYRRET 70~79 16 (30.8) 10 6

5Bl DR & ERHEHIE, BIE205], KHE32HIT, 80~87 1(1.9) 1 0
BAESIT195%, BERII8TETH - /- (Table 1), &4k Total 52 (100) 20 32

*T2654 FHEHHEEI-19-1
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UTIOPERIZBEMME 176, BMEMM34BITH S, &
58, H5HMIE, GPFXDHLE G ATEER 58 D XERH
PHARTHRWI &, MAEEHE (T/2) 2510~ 1 3R &
EWI R ERLT, BMAEUTITIZIA100mg% 1[E,
FUMUTITIZ300mg % 18 £ 7= 3 2@ T G- L 72
BhEh ol HMMIE3~5AMAMIEILALEZ D
(Table 2)o FEHDEFMEIZ, V3R b EREIC L D RYRH
SR47) & L IS, UTISER) ATl " T REM T s Bl i,
hEDVTITo 72 REMDEFMITE - MEAEIE
RO ERBRIREZTo T, FOEH & EH L OR
BYERLT,
I. &

1. PFANOBITRE

W L7 TREDPHIZ7.1~76TdH 572 PFADOR
iR IRFig IR L7, PIBRMR L~ BRI B ICRIE %R
WLEAS, 20 bIZ#ALFIE LT, 200mgk 5 L
TRMBICHEL 2282 & Y Tz, ZDOFITIZE
iR ASPF 0.364g/ml, [MMiE0.34ug/mliTdH o7z, PFL
Mgt BELNF L CTHRIZIZZHEEZEIR L LAXIVT,
118Ch oz, B, B & DRE, &5 E L OBERII,
BB L L VD THL »TIddh o, 727PFE M
FLOke b L, 2EEHMENFHVEESEA LN,

2. BRRRYMRET

BHMHUTION7HE, 1I0BTEBFROMITETEN
B HiHBERE % (acute uncomplicated cystitis, AUC) T& -
720 ZHIOBEEIITable IR L71ze NS DEFIDH
LUTIERDRF A S TRl LR 72D 11BITH o720 £
DEHRIEHN 76, HEH4BITH Y, BABHERIIL
BREHLULEERD, 100% THhHho7. T-THREHE
T, FER1080, F%56, LRAEZLE, EZH1HFIT,
FHU LR AR L-AZRIZL76/5156], 88.2% T
Ho7z(Table 11), MEFHZRETIE, 17615 5 166
CEscherichia colilS3BE S N7ze TNEDFBERRIZATY
AGPFXDOMICIZ <0.006~0.054g/ml &, #&& TRV

BIGEHEAFRD sz,
BHEMEUTIO 34E B O R AR DO BEE 1 Table 4127
L7zo TIEBIASUTIZENE A &5 L, 276145 [F %1 TR
i L1872 #8A Rk IE Table 5IZR L7ze N6, BH
561, WMRNLSBIT, MAFRHIE, 27611260, 44.4%

1.00 - =
O
0.50 s =
-’E‘ 200 mg
) ® EPS
3 | | e O Serum
§ ° 300 mg
£ O B EPS
8 O ° 0O Serum
g 0.104
S
[ ]
0.05
@)
0.03 )
T T T 1
1 2 3 4
Time (h)
Time after Dosing (h) 1 2 3 4
Dosage (mg) 200 200 300 200 300 200
No. of sample (s) 1 2 1 | l 1
0.180~0.53"
PF (ug/ml) 0.03 036° 024 012 051 007
0.130~0.54
Serum (ug/ml) 0.04 034 014 022 LI12 059
0.98~1.38
PF/Serum 0.75 2 171 055 046 012

1.18

PF : prostatic fluid EPS : expressed prostatic secretion
2Range of concentration

Average concentration

‘pH : 7.1-7.6

Detectable assay level : 0.025 pg/ml

Fig. 1. Concentration of grepafloxacin in prostatic fluid and

serum after administration of a 200 mg or 300 mg dose.

Table 2. Daily dose and duration of grepafloxacin treatment

: Duration (days)
. . Daily dose
Diagnosis (mg x time/day) 2 3~ 5~ 7~ 14-28 Total
150x 2 1 1
50x1 1 1 1 2 5 17
AUG-UTI 100 x 1 10 10
150x1 1 1
100x1 1 1
150 x 2 4 3 1 2 10 34
ccom 200x1 4 2 6
300x1 2 3 12 17
Chronic prostatitis 300x1 1 1 1
Total 2 12 31 3 4 52

AU-UTI: acute uncomplicated UTI
CC-UTI: chronic complicated UTI
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Tdh o7z, Table 6IZUTHRIBH A OBMKTH 2, B BHII4HIH o 7225, AMBIIEDP o720 EBEICL
RUERIL7BIR8H], 47.1%, WHHBGI10BIF4B),  HRHETIE, HRUEREZIFIZHR 31505
400%DENENDENERThH 72, BBHTF—TVE  Fid, 16GI7HBHLULT51.6% Th o7 (Table 11),

Table 3. Clinical summary of uncomplicated UTI cases treated with grepafloxacin

c Age Treatment* Bacteriuria® Evaluation** Sideof
ase . . . ide effects
(yr) | Diagnosis dose duration | Symptom* | Pyuria* , count | MIC and
0. | gy (g x times) | (days) species (ml) | (ug/ml) UTI Doctor remarks
g y
37 + W |E. coli 107 | 0.012
1 AUC 100x 1 3 moderate |  good -
F - + =)
1 + W# | E. coli 107 | 0.012
2 I*? AUC 100x1 3 ~ — O excellent | excellent ~
39 + # |E. colf 107 | =0.006
3 F AUC 100 x 1 3 ~ _ ) excellent | excellent —
4 + # |E. coli 105 | 0.012
4| 5| AUC 100x1 3 . n o moderate |  good -
+ # |E. coli 107 | 0.012
5 5;’ AUC 100x 1 3 . _ O excellent | excellent -
I + # |E. coli 107 | 0.024
6 F AUC 100x1 3 ~ ~ O excellent | excellent ~
50 ++ # |E. coli 107 | 0.012 _
7 F AUC 100x 1 3 ~ ~ O excellent | excellent —
%5 + + |E. coli 107 | 0.012
8 | g | AUC 50x1 3 . ~ o excellent | excellent -
51 + #+ |E. coli 107 | 0.024 .
9 F AUC 50x1 2 T + o good eruption
20 + # |E. coli 107 | 0.012
10| AUC 50x1 3 _ ~ O excellent | excellent -
44 + + |E. coli 108 | 0.012
11 F AUC 50x1 3 — + |E con 10' | 0.012 moderate | good -
’ 6
. 50 AUC sox 1 ; ++ # |E. coli 105 | 0.012 moderate | fair _
F ++ * | Micrococcus sp. 102
E. coli 108 0.05
65 + # | P. vulgaris <103| 0.1
13 P AUC 150x 1 5 |7———|———|CNS <10%| 12.5 good -
S. aureus 104 —
++ # |E. coli 105 | 0.012 _
14 | F | Avc | 100x1 5 - - = excellent
53 + + |E. coli 105 | 0.05
15 F AUC 100x1 12 ~ ~ O excellent -
20 + + |E. coli 105 | 0.05
16 | ‘g | AUC 100x 1 5 ~ ~ O excellent -
E. faecalis 108| —
36 _ + CNS 13 —
17 F AUP 150x 2 9 Corynebacterium sp. 100 —
B *|ons <1°| — poor -
Corynebacterium sp. | <10°| —

AUC: acute uncomplicated cystitis ~AUP: acute uncomplicated pyelonephritis
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Table 4-1. Clinical summary of complicated UTI cases treated with grepafloxacin

—r

CaselPEE . Treatment Bacteriuria* Evaluation** Side off
om) Diagnosis Cath UTI | dose |durati ) ide effects
10. ——————— |Catheter, A uration|py ria* . count [ MIC k
——Sex underlying condition 8roup|(mg x times)| (days) specles (ml) |(ug/ml) UTI | Doctor | and remarks
18 72 ____C_(;:B___ — G-3 300x 1 5 4 | P. aeruginosa 107 | 3.13 light fee! on head
M renal stone w |P. gerugi 107 | 156 poor | poor and bllaterz_ll.
- aeruginosa . lower extremities
60 cce +_|S. epidermidi ;
B1F ureteral stricture - |G4] 2001 5 + & (err)mdzs 10° 0.0 moderate| good -
& cee A. calcoaceticus | 108 | —
_wvr + G-5| 100x1 + | X. maltophilia 105 | 3.13
2 M ureteral stricture X 5 w+ | E. faecalis 106 | 0.78 poor poor -
X. maltophilia | 107 | 3.13
r cce P. mirabz:lis 107 | 0.2
A\p neurogenic bladder — |G6] 200x1 5 i E. faecalis 107 | 0.2 |excellent |excellent -
)
7 ccc w |- coli 107 10.012
22 —_ = G6| 200x1 —|S. 1 7 — _
M | prostatic hypertrophy x 5 — S hae:no;ytwus 10 excellent excellent
CCP
52| right renal stone P. aeruginosa | 10° | 25 .
By left gcontmcted Kidney| ~ G6| 300x1 5 : S. aureus 105 | — poor | poor SLZZ%‘::E:’
neurogenic bladder P. aeruginosa 10t | 25
E. faecalis 104 | —
75
% F ———_ureterglcsfricmre — |G-6]| 200x1 5 * a-Streptococcus | 10* | — poor | poor —
* |E. faecalis 103 | 0.2
o CCP P. vulgar_is 10;3 0.39
LREY cutaneous — |G6| 300x1 5 |t |Exfaecals 107 —| poor | poor -
ureterostomy + | A. calcoaceticus | 107 |0.012
E. faecalis 107 | 1.56
E. faecalis 107 | 0.2
26 2,2[ mdgg—fu— — |G6]| 300x1 5 *|s. epidermidis 107 | 12.5 | poor | poor —
acder tumor * |, epidermidis | 107 | 12.5
# |GPC <10%| 12.5
7 |® _ ddccc _ 300x1 | 5 |"% |CNS <10 — non- _
adder tumor Micrococcus sp. | 102| — evaluable|
31 CCC # |GNR 100 | —
By |——————| — |[G4]| 300x1 5 oor | good —
M | ™ bladder stone + |GPC w | = | ™|
CCC .
n|— # |E. cols 107 | 0.78
29 i — | G4 300x1 5 00r oor —
M “‘f:::g;‘:tztr‘l‘e’e X + |E. coli 0 |0 | P P
CCP ,
67 + |E. coli 10 —
30 ureteral stone — |G3| 300x1 5 _
M bladder stone + |E. coli 105 | — poor | poor
prostatic hypertrophy
2 CCP + |- faecalis 10¢ {0.39 N
3L |'F |right hydronephrosis| — 200x 1 1 |——|S. epidermidis | 10* |0.024 poor vomiting
neurogenic bladder * |GPC 10
: 6
B 7F9 . ¢tcc | _ G4 | 200x1 5 #+ | E. faectum 10 — |moderate| fair _
ureteral stricture + =)
CCC E. coli 105 | 0.2
49 —_— + 6 .
3 M bladder stone — G6/| 300x1 5 — B-Streptococcus | 10! — |moderate| good anorexia
neurogenic bladder =)
S. marcescens | 10° | 3.13
73 CCC " E. faecalis 105 | 12.5
U M prostatic — |G-6| 150x2 7 S. aureus 105 | 12.5 | poor | good -
hypertrophy * |E. faecalis 10* | 12.5
S. aureus 105 | —

CCP: chronic complicated pyelonephritis CCC: chronic complicated cystitis
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Table 4-2. Clinical summary of complicated UTI cases treated with grepafloxacin
Case| A2 Diaanosi UTI Treatment Bacteriuria* Evaluation** S
ase jagnosis - " ide effects
(yr) |[————————|Catheter dose |duration|Pyuria . count | MIC
10. | gy | underlying condition group (mg x times)| (days) species (ml) |(ug/m) UTI | Doctor | and remarks
E. coli 100 | -
35 (;9 ____Qﬁ:__. - 150 x 2 4 r Corynebacterium sp. 108 | — good -
neurogenic bladder Coryndbacterium sp. | <10°| —
C. freundsi 1080 | —
C. tropicalis 100 | —
: 5
3% 6}7 ‘CCC . 150 x 2 14 + Corynebactﬁnum sp. 10 poor _
vesical fistula = | C. freundii 100 | —
C. tropicalis 100 | —
Corynebacterium sp. 105 | —
K. pneumoniae lg: -
P. aeruginosa 1 -
| ——__| , 150x2 | 14 |—i—|Candida sp. 104 | — good _
neurogenic bladder = |C glabrata 0 | =
T. cutakeum <18| —
S. marcescens 107 | 6.25
7
38 I? ”t—CC]Pt_ - |G3] 180x2 5 *— 5. marcescens 10¢ | 12.5 | Ppoor | poor -
ell renal stone *\E. faecalis 10 | 12,5
: 6
39 |96 —(&9———-—— — G4 150x2 5 * | K. preumoniae 10| 0.012 excellent | excellent -
F | neurogenic bladder - (=)
” 7
40 78 CC‘C N 611 150x2 5 + | C. freundii 107 | 1.56 poor | good _
F neurogenic bladder + |S. aureus 107 | 12.5
CCC . .
a1 | T prostatc ~ 4| 10xz | 5 | |Pceruginosa 1 1078 Joderate[excellent|  —
+ =)
hypertrophy
0| fCC f _ loa! 150x2 6 + | K. pneumoniae 107 | 0.05 poor fair _
F pr&:ggsro t | K. pneumoniae 107 | 1.56
CCC
66 + (=) non-
815 left ureteral - 300x1 5 " O evaluable -
stricture
75 CcC | S. marcescens 107 | 12.5
4 —_— | + G-1| 300x1 5 r or -
M neurogenic bladder # |S. marcescens 108 | 6.25 poo po
” -
45 63 C(?C ‘ 61| 300x1 5 # |C. ﬁ'eundzi 10 0.05 poor fair _
F neurogenic bladder + | C. freundi 107 | 0.78
; 7
46 ?\2 —CEE——— - G4 | 300x1 5 *_|E. col 10° 10.024 excellent | excellent -
neurogenic bladder - (-)
CCC . ;
4 ;/15 prostatic — | G4 300x1 5 | B ool 10 0.1 excellent | excellent -
hypertrophy - =)
g% €1 _ 150x2 | 6 |—* ) ot -
M| prostatic calculi - (=) evaluable
— 5
9 ZI? C(;C - G4 300x1 5 | S. eptdermidss 10 02 excellent | excellent -
neurogenic bladder - =)
E. coli 107 10.024
50 7Fs L — G-6| 300x1 5 |—* |k preumoniae 107 | 0.1 |excellent|excellent -
neurogenic bladder - O
2 EI& bee — | G4 300x1 7 *|E. oo 10° 10.024 moderate| good headache
bladder tumor + (=)

CCC: chronic complicated cystitis

CCP: chronic complicated pyelonephritis
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R AR % AUC & 1B E#AE M UTI (chronic complicated
UTL CC-UTD) & 20T, 1BRESBUOBE* UTIE
#ETHIZD DH Table 7TH %, AUCTI50mg X it
100mg LHIBEI T WFh I ZEDN AL NY, 100% DA
HETH o7

CCUTITIX1 H#Z 5 & % 100mg~ 300mg |25+ F CTHest
L%, REAED300mg% 1 H 1EHRS-BEOKEA1S
FIh6HIT, 400%6DEHETH -7, $7:200mg 1H
1 EHSHOBRMASBIF 45, 800%DEMELL LA

BHEBOBEIED, HEEKFOLZEBRYRzED2H,
272,

BUILAR K& D 1511 EPSH 7 & Staphylococcus epidermidis
A &Nz, AF%1H2300mg 1[E], 14 B #E#&ES L
T, BE &, ERSBHRLAR L FIE L7 (Table 8),

UTIE # C 31 L 7= CC-UTLE Bl 0 Ml B 2 B9 B 6k %
Table 9IZ/R L7z 275 L4 Bk ERH (gram-positive cocci,
GPC) 13 7HE15BRAARATICHRI E N7z, 2D B 10K,
66.7% N HE S NT2e 75 LABRMIRE (gram-negative

Table 5. Overall clinical efficacy of grepafloxacin in complicated UTI

Pyuria Efficacy on
Bacteriuria Cleared Decreased Unchanged bacteriuria
Eliminated | 7 ] 1 4 12 (44.4%)
Decreased ( %)
Replaced 2 2 ( 7.4%)
Unchanged 3 10 13 (48.1%)
Efficacy on pyuria 7 (25.9%) 4 (14.8%) 16 (59.3%) patie;; total
[ Excellent 7 (25.9%)
overall efficacy rate
L———] Moderate 5 (18.5%) 12127 (44.4%)
| ] Poor 15 (55.6%)
Table 6. Overall clinical efficacy of grepafloxacin classified by the type of infection
No. of patients Overall efficacy
Group (percent of total) Excellent | Moderate | Poor rate (%)
group 1 (indwelling catheter) 3 (11.1%) 3 0/3
L group 2 (post-prostatectomy) %)
Moi?gggtci;?lblal group 3 (upper UTI) 3 (11.1%) 3 0/3
group 4 (lower UTI) 11 (40.7%) 3 8/11 (72.7)
subtotal 17 (63.0%) 4 9 8/17 (47.1)
_ group 5 (indwelling catheter) 1( 3.7%) 1 0/1
PoilI):fréléct;'grlrxal group 6 (no indwelling catheter) 9 (33.3%) 3 1 5 4/9
subtotal 10 (37.0%) 3 1 6 4/10 (40.0)
Total 27 (100%) 7 5 15 12/27 (44.4)
Table 7. Clinical efficacy by daily dose of grepafloxacin
Diagnosis (ngiﬂt%n?g/Sdeay) No. of patients Excellent Moderate Poor Efficacy rate (%)
50x1 4 2 2 4/4
AUC 100x1 7 5 717
total 11 7 4 11/11 (100)
100x 1 1 1 0/1
200x1 5 2 2 1 4/5
CC-UTI 150 x 2 6 1 1 4 2/6
300x1 15 4 2 9 6/15 (40.0)
total 27 7 5 15 12/27 (44.4)

AUC: acute uncomplicated cystitis

CC-UTI: chronic complicated UTI
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Table 8. Clinical efficacy of grepafloxacin on prostatitis

Treatment Response* on EPS
Case | Age | Type of ) ) bacteriology » | Evaluation
no. | (y) |infection | daily dose | duration " MIC | leucocytes Symptom Or)
(mgx /day) | (days) species coun
(CFU/ml) | (ug/ml)
. S. epidermidis 10 - + +
52 26 | chronic 300 x 1 14 good
(=) # —
* before treatment  EPS: culture made by seed swab method
after treatment
Table 9. Bacteriological response to grepafloxacin in complicated UTI
. Eradicated .
Isolates No. of strains (eradication rate®) Persisted
S. aureus 2 1 1
S. epidermidis 3 2 1
S. haemolytics 1 1
a-Streptococcus 1 1
GPC B-Streptococcus 1 1
E. faecalis 6 3 3
E. faecium 1 1
subtotal 15 10 (66.7) 5
E. coli 8 6 2
K. pneumoniae 3 2 1
P. mirabilis 1 1
P. vulgaris 1 1
S. marcescens 3 1 2
P. aeruginosa 3 1 2
GNB X. maltophilia 1 1
A. calcoaceticus 1 1
C. freundii 2 1 1
GNR 1 1
subtotal 24 15 (62.5) 9
Total 39 25 (64.1) 14

GPC: gram-positive cocci  GNB: gram-negative bacteria GNR: gram-negative rod  *: no. of eradicated/no. of strains

Table 10. Relation between MIC and bacteriological response to grepafloxacin treatment in complicated UTI

MIC (sg/ml) 10°CFU/ml Total
Isolates Not done | Eradication
=0.006 {0.012|0.024 10.05(0.10{0.200.39(0.78 |1.56 |3.13 [6.2512.5| 25 |50 100 | >100 rate* (%)
S. aureus 0/1 11 12
S. epidermidis 171 11 071 213
S. haemolytics 11 11
a-Streptococcus 171 1
GPC |B-Streptococcus 11 1n
E. faecalis 212 11 01 0/2 3/6
E. faecium 1/1 1n
subtotal 171 3/3 11 0/3 517 10/15 (66.7)
E. coli 11 | 33 17111 0/1 01 6/8
K. pneumoniae 11 01|11 213
P. mirabilis 11 1/1
P. vulganis 11 n
S. marcescens 1/110/1]0/1 13
P. aeruginosa 11 0/1 0/1 13
GNB | X. maltophilia 01 1
A. calcoaceticus 171 11
C. freundii 0n 1 12
GNR n 1n
subtotal 22 1 3/3 (0222122 1112 11|13 0o |onl/ ]/ / 213 15/24 (62.9)
Total 212 | 4/4 10/212/2|5/5 11|23 |11 |1/3|0/1|0M4](0r1]|/]/ /7110 (70.0) {25/39 (64.1)

*: no. of eradicated/no. of isolates
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pacteria, GNB) 3 1024 #R AT S 1, 158k, 62.5%
FRE SN, BAEICIXIOBT25H, 64.1% DI
KCholzo ERTHERDBME A 5 &, Enterococcus
fuecalistX6¥RF 38K, 50.0%, E. coli 8#RH68K, 75.0%,
Pseudomonas aeruginosa ¥R 1R, 333% % & Th o1,

MIC & R Hi%h & % Table 10278 L 72 GPCTi30.78
pg/mAEOMICOBRBER R A% o 720 GNBTH 213
Lo XH Y, 0.05ug/mIDOMICR IR L7 28kARE X
Loz bDbALNI LA LGNBEFE L TAHS L,
0.78ug/ml LA OMIC % 7 L 72 578 Bk 00 B B4 1 26 >
2o "OBAED O break pointZRAD &, 0.78ug/mlftE
THHY, TRUTTOHREINLZVENALNIzDH
BRTHo7,

ZEBIIoVnTIE, B - MENRIERIZ66, 115%
wEHbhiz(Table 12), FOAREIEX, Hb2 X%, IER
[ER, B, BE, BR, ERTIRT, FHRREE 341,
7VUNVE—ERLE, HLBRER2HIOARTH - 72,

2L, ENOCOREIR~FEETHY, ICEEL
bDIEehoT,

T 72, BRRREMEOEHIE, 15ICBEDITFHIRHMS -
) ¥ SERIEA - sGOT EF 45788 & M7z (Table 13),

In % 3

GPFXDPFADRBITIRE X, MLORREL LD LE
WHIZRTALBbNB, PREMAME L DXL TH
734, sparfloxacin (SPFX), enoxacin (ENX), ofloxacin
(OFLX) 2 &' D = F THRITOEN TV A HIE & il
SNTVAEHDELEETEIDTH L™, BiZiX, HHE
EHEATHED THWZ L, AEEREIIEVS L9
TFRINEZ LR ER2ERTH L, FEIIHE R IR
RICIENTEHEIRETE 5, BREIZSENIE 16
RITORETIEH 50, ZOBITIZEHTHo7, L
L, ShEZTTIIRYZFFMAHE R VDITLRT, &
RIDPBLERETH A L 2HRTHICIE, BIZELDE
RE R DPLETH 5,

Table 11. Overall clinical efficacy of grepafloxacin by doctor’s evaluation

Diagnosis No. of Clinical fafﬁcacy Efficacy rate*
cases excellent good fair poor unknown (%)
: cystitis 16 10 5 1 15/16
AU-UTI pyelonephritis 1 0/1 } 15117
: cystitis 27 8 8 3 5 3 16/24
CCUTI pyelonephritis 7 7 0/7 } 16/31
Prostatitis chronic 1 1 11
Total 52 18 14 4 13 3 32/49 (65.3)

AU-UTI: acute uncomplicated UTI

CC-UTT: chronic complicated UTI

*excellent + good/no. of cases unknown

Table 12. Side effects

Type of Severity of Relation to Day of
side effect symptom the drug appearance (days)
Light feel on head, bilateral lower extremities + probable 2
Sleepiness, headache + probable 2
Headache + probable 5
Eruption + probable 2
Vomiting + probable 1
Anorexia + prossible 2
Rate of occurrence 6/52 (11.5%)
Table 13. Abnormal laboratory values
Age Period of Relation
(.‘::)s.e ) Total dose administration Item to the drug Follow-up
Sex (days)
Neutrophil 5167 possible not done
37 7 4200 mg 14 Lymphocyte 4428 possible not done
M sGOT 14—28 possible not done
Rate of occurrence 1/32 (3.2%)
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UTHI X5 % ER AR BO%h SR 1E, AUCECC-UTITK & 7%
ARROEMNA SN, AUCICIZIE1HE, {4A50mgX
(13100mg, SEM DHFXE TLEBIVEFNTH o 72e ZHI
3t L TCC-UTHIC I, UTIFEK)FE MMM T444% L HR
ThPLol, COENERE LTIE, EMRRBOFEIC
&5 2 & OMICGPFXDRABANDHEEAME & & A
bbd, FRAUCICLEND &, £ IIMICAHTHE V4 HEH
BHEAOLNDLIETHD, RFPPEEICOVTIE, 2401
FTHIBTERE, 48R T TTWI2%IBEY LME SN
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Penetration of grepafloxacin in prostatic fluid and a clinical study
in urinary tract infections
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A new oral quinolone antibacterial drug, grepafloxacin (GPFX), was administered to a total of 52
patients, including 51 cases of urinary tract infections (UTI) and 1 case of chronic prostatitis, to examine
its therapeutic efficacy and safety. In addition, its concentration in prostatic fluid was measured. GPFX
was administered to patients with uncomplicated cystitis at a dose of 100 mg once a day for 3~5 days,
and for patients with complicated UTI, the drug was given at a doses of 200~300 mg once a day or
divided into 2 doses a day for 5 days.

According to the criteria proposed by the Japanese UTI Committee, the efficacy rate was 100% (11/
11) in uncomplicated cystitis, while it was 44.4% (12/27) in complicated UTL In complicated UTI, the
bacterial eradication rate was 10/15 (66.7%) for gram-positive cocci and 15/24 (62.5%) for gram-
negative bacteria.

The prostatic fluid concentration of GPFX at 1~4 hours after oral administration at doses of 200~
300 mg was 0.03~0.53xg/ml, with a serum ratio of 0.12~1.71. In regard to safety, subjective adverse
reactions included 2 cases of GI disorder, 3 cases of CNS disorder and 1 case of allergic skin eruption.
Abnormal laboratory findings included 1 case of slight elevation of sGOT, increase of neutrophils and
lymphocytopenia.



