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CHEMOTHERAPY
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lococcus epidermidis 198K, Escherichia coli 57%k, Citro-
bacter freundit 8%k, Klebsiella pneumoniae 258k, Serra-
tia marcescens 20k, Enterobacter cloacae 22¥k % Fi\»
720 B OIS T (X Mueller Hinton broth (BBL) %,
| 7 FFEA A iXMueller Hinton I agar (BBL) %
Wiz, BREEREIZ10CFU/ml & L, &8, xHRIE
& LTCCL (EHFHMIE), cefixime (CFIX, HEIRZEM
T%), cefteram (CFTM, ELLF)D EEREHKICHT
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Table 1. Antibacterial activity of loracarbef against reference strains
Strains Loracarbef Cefaclor Cefixime Cefteram

Staphylococcus aureus FDA 209P 0.78 0.78 12.5 3.13
Staphylococcus aureus Terajima 1.56 1.56 12.5 1.56
Staphylococcus epidermidis IAM 1296 0.78 1.56 25 3.13
Enterococcus faecalis IFO 12580 100 100 50 3.13
Enterococcus faecium IFO 13138 6.25 6.25 100< 25

Escherichia coli NIHJ JC-2 0.78 3.13 0.20 0.39
Escherichia coli Kp 3.13 6.25 0.39 =0.05
Eschenichia coli ATCC 27166 0.78 1.56 =0.05 =0.05
Citrobacter freundii IFO 12681 25 100 6.25 3.13
Klebstella pnewumoniae PCI 602 0.78 0.78 =0.05 0.20
Klebstella pneumoniae ATCC 29665 0.78 6.25 0.20 0.39
Serratia marcescens 1AM 1184 50 100< =0.05 0.39
Serratia liquefaciens IFO 12979 1.56 6.25 =0.05 0.20
Proteus mirabilis ATCC 21100 1.56 1.56 =0.05 =0.05
Proteus vulgaris IFO 3045 1.56 1.56 =0.05 0.10
Providencia rettgeri IFO 13501 0.78 1.56 =0.05 =0.05
Morganella morganii IFO 3848 1.56 3.13 =0.05 =0.05
Enterobacter aerogenes ATCC 13048 50 100< 3.13 0.78
Pseudomonas aeruginosa NCTC 10490 100< 100< 6.25 50

Pseudomonas aeruginosa ATCC 27853 100< 100< 100< 100

MIC: gg/ml  Inoculum size: 10° CFU/ml
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Table 2. Susceptibility of clinical isolates to loracarbef and three other antibiotics

MIC (ug/ml)
Organism (No. of isolates) Compound
Range MICy, MIC,
Staphylococcus aureus (10) loracarbef 1.56~100< 6.25 100<
cefaclor 1.56 ~100< 6.25 100<
cefixime 12.5~100< 25 100<
cefteram 3.13~100< 6.25 100<
Staphylococcus epidermidis (19) loracarbef 0.78~100< 1.56 100
cefaclor 0.78~100 3.13 50
cefixime 3.13~100< 12.5 100<
cefteram 0.78~100< 3.13 100<
Escherichia coli (57) loracarbef 0.39~25 0.78 3.13
cefaclor 0.78~100 6.25 25
cefixime =0.05~12.5 0.39 1.56
cefteram =0.05~3.13 0.20 0.78
Citrobacter freundii (8) loracarbef 12.5~100< 100< 100<
cefaclor 100~100< 100< 100<
cefixime 0.78~100< 25 100<
cefteram 0.39~100< 12.5 100<
Klebsiella pneumoniae (25) loracarbef 0.39~3.13 0.78 1.56
cefaclor 0.39~25 3.13 3.13
cefixime =0.05~0.39 =0.05 0.10
cefteram =0.05~0.78 0.20 0.39
Serratia marcescens (20) loracarbef 0.78~100< 100< 100<
cefaclor 1.56~100< 100< 100<
cefixime =0.05~100< 100 100<
cefteram 0.39~100< 100 100<
Enterobacter cloacae (22) loracarbef 3.13~100< 100< 100<
cefaclor 100~100< 100< 100<
cefixime 1.56 ~100< 100< 100<
cefteram 0.39~100< 100< 100<

Inoculum size: 106 CFU/ml

Table 3. Concentration of loracarbef in prostatic tissue and serum

Time after Concentration of drug .
Patient ggr(; administration* Prostatic tissue Serum Pros/t::rc:":ssue
() (ng/®) (ng/ml)
A 59 2 2.74 11.71 0.234
B 65 2 2.22 6.17 0.360
C 71 2 4.46 14.29 0.312
Average 65 2 3.14 10.72 0.302

* loracarbef 400 mg p.o.
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6B DBAHNHTII8IB TH o720 BIEIIL VA,

MEBOBEAICIFNIEERILVWE ) ICBR T,

MR BEEAIE16F A S 18k S h, Z0H 5
16D E S N7 BB #1L89% T, Enterococcus

faecium , Acinetobacter sp. 75 %5 1 ¥k % L 7= (Table
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Table 4. Clinical summary of uncomplicated UTI patients treated with loracarbef

Treatment Bacteriuria* Evaluation**
Patient | Age Sex | Diagnosis | 4 duration | Symptom* | Pyuria* Side
no. |(yn) (gxoli;y) route z:lr:;lso)n species count | MIC | UTI Dr. |effects
; 7
1 |38|F| AUP | 02x3 |po.| 5 L * |S-saprophticus | 10° | 313 | o\ pent |excellent | —
- 0 negative / /
: 7
2 40 | F AUP 0.2x2 | p.o. 5 hd * E a?h 1071039 excellent | excellent | —
- negative /
; S
3 16 | F | AUP 0.2x2 | p.o. 7 t E cqlt 107 10.89 excellent | excellent | —
negative /
: 7
4 37| F | AUP 02x2 | p.o. 5 * * S. sapr @ky fieus | 10° | 1 excellent | excellent | —
- negative /
+ 12~15 E. coli 107 | 0.78
5 7| F AUC 0.2x2 | p.o. 3 — ) negative ] moderate| good —
~ ; 5
6 75| F | AUC 0.2x2 | p.o. 3 * 10-12 E. cqh 10° 1039 excellent | excellent | —
- 0 negative / /
_ ; 7
7 |49 | F | AUC 0.2x2 | p.o. 3 15-20 |S. sapr op‘hy ficus | 10° 1313 excellent | excellent| —
- 0~1 negative / /
+ + E. coli 107 | 0.39 loose
8 27 | F | AUC 0.2x2 | p.o. 3 — =2 negative ] 7 excellent | excellent stools
: 7
9 26 | F AUC 0.2x2 | p.o. 3 E. co.lx 1001039 excellent | excellent| —
- - negative /
: 7
10 |61 | F | AUC 0.2x2 | p.o. 3 L E. cqlz 107 10.89 excellent | excellent| —
- - negative /
7
11 |38 | F | AUC 0.2x2 | p.o. 3 * S i 107|156 excellent | excellent| —
- - negative /

AUP: acute uncomplicated pyelonephritis
. before treatment

after treatment Dr.: Dr.’s evaluation

AUC: acute uncomplicated cystitis
«« UTL: criteria proposed by the Japanese UTI Committee
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IR L7 MICH12.5pg/mIATFOBKIZTNTHRE  ZABVMICHELZR LA 2D O TRE S,
Sh, L7228V d50ug/mA ETH o7, Table 121 MM R EER DX EREBEELRL
LA L, E. faecalis®2¥kiZ, W $100pxg/ml % 8 726 K. preumoniae H1RRIMIL L 7= Z L A%ER Shtz,

Table 5-1. Clinical summary of complicated UTI patients treated with loracarbef

Diagnosis Treatment Bacteriuria* Evaluation**
Patient {Age Sex | Underlving derlying Catheter | UTI y duration | Symptoms* |Pyuria® Side
ose uration .
no. |Gy condition (route) |group (gxday) route (days) species count| MIC | UTI | Dr. | effects
CCP - 10~12 negative 1
12 |5\ F renal stone - 02x3 |po.| 4 3~5 negative / / good -
S. epidermidis 6 | 1.56
13 |24 |M oreteral store tcSlJt - 6 |02x3 |po.| 5 i —4_+ ___CNs E_ 1.56 |excellent [excellent| —
-ureteral stone negalive ]
Acinetobacter sp. | 107 | 50
CCP - + | Acinetobacter sp. 50
W 145\ M renal stone - 3102x3 po.f 5 + | K. pmeumonige | 10° | 0.39 poor | poor |~
E. faecalis >200
__c + + negative / SC0T1
15 |66 |M | bladder tumor | — 02x3 [po.| 4 — 55 neg"ﬁve - good |S-GPT
BPH . ALP 1
CCC . o
16 [60 | F | neurogenic - 4 102x3 |po.| 5 — % nf. cgf,’e % 0—/20 excellent |excellent| —
bladder ga
cce _ | goq | S epdermidis | 107 | 0.78
17 |2 | M Tl 4 [02x3 |po.| § |— T Flavobacterium sp. TN moderate| good -
A. calcoaceticus
CCC B 1520 NFGNR T
18 |63 | F [ neurogenic - 4 [02x3 |po.| § |[— 1 S. epidermidis | | 12.5 [excellent |excellent| —
bladder negative / /
CCC - + E. coli 107 {0.78
19 {80 (M BPH - 4 |02x3 |po.| 5 — E) negative TIT excellent | good -
ccC .. .
20 |68 | M| neurogenic - 4 [ 02x3 |po. [ 5 — % C.fr e':j”d" % 3—/13 excellent |excellent| -
bladder hegaive
CCC - + E. faecalis 107 | 200
21 (70| M T - 4 | 02x3 |po.| 5 — — negative ] 7 excellent |excellent| —
CCC . 7
22 |63 | F [ neurogenic - 4 |02x3 |po.| 5 I -+ E. cgh % - excellent excellent| —
bladder fegatve
CCC . 6
23 [63|M post - 2 102x3 f{po.| 5 : % S. wa;."m % —;- moderate| good -
prostatectomy negatve
CCC
neurogenic - |+ | _E faecum | 107 |>200
%4 |8 |M bladder N 4 | 04x2 [po.| 5 — " E faciom | 107 | 1 poor | poor -
BPH

CCP: chronic complicated pyelonephritis ~ CCC: chronic complicated cystitis ~BPH: benign prostatic hypertrophy
CNS: coagulase-negative Staphylococcus ~ NFGNR: glucose non-fermenting gram-negative rods
. before treatment ,, UTI: criteria proposed by the Japanese UTI Committee

after treatment Dr.: Dr.’s evaluation
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Table 5-2. Clinical summary of complicated UTI patients treated with loracarbef

T Treatment Bacteriuria* Evaluation**
Patent hge |, —%ﬁ% Cateter| UT! 1— ] ymptoms* Pyt Side
ose uration .
no. |Gm) condition (route) | group (gxday) route (a9 species count| MIC | UTI | Dr. | effects
CCC . E. coli 0 0.78
25 |64 | M| neurogenic - 6 | 04x2 |po.| 5 [——|— S. sciun | _L_ |moderate| good -
bladder C. freundii | 107 | /
ccC + | K. pmeumonige | 107 {0.39
2% |62|M —prostaﬁc |~ 4 | 04x2 |po.| 5 |— e —negatjve 7 ; moderate| good
CCcC + E. faecalis 107 | 200
27 |81 | M bindder cancer | 4 [ 04x2 |po.| & |—— ——negative ] ] excellent| good -
CCC . 7
28 [79|F | neurogenic - 4 | 04x2 [po.| 5 % K—'ﬁ::lﬁT % g excellent [excellent| —
bladder
CCC 7
29 |46 | F | neurogenic - 4 | 04x2 {po.| 5 |—— + %ﬁs—— -1?— 3—/13 excellent |excellent| —
bladder
CCC . 7
30 |68 F | neurogenic - 02x3 |po.| 4 |[—— g%? S.neg% l—(/)— -;— good -
bladder
CCcC » stomach
31 |45 | M| neurogenic - 02x3 |po.| 5 |[— 1—(1]%? ——i’:—-—:g%—— %3- + good |discomfort
bladder gav S-GPT 1
CCC .
32 |46 | M| neurogenic - 04x2 |po.| 5 |— U-15 & - | = excellent| —
bladder 0~1 negative
—&C + + negative / /
33 [46 | M| neurogenic - 02x3 |po.| § |—|— —negaﬁ:e TI1T good -
bladder
__ ¢ i il
34 |52 F | neurogenic - 04x2 |po.| 5 |—— =+ _hzzgﬁ:: TIT good -
bladder
cce + S. aureus 100 /
35 _— | _ - || nowes (7T _
M BPH 04x2 |po.| 5 negtive 7 7 good

CCC: chronic complicated cystitis
. before treatment

after treatment Dr.: Dr.’s evaluation

Z DD REGAEIBFI(Table 6) D ) LIRE K D1H]
i, KEDLOEBORIEE S EH CREMHIRELD
BRONRIETH 57207 7 LABHIKE O AHDRE S h
2o AF)3H MG O THERAIIIEH L L, FBEEY
EBICTHME Shtz, BHOBELARLD D b1#id
FR2AMZS+5 R LADIEIR L R 241855 L,
BEOFLIL ) EHRIANEE SN0 8L, o
IR KRB I SN e b o 7275, K ERDESE
HE, BRERL7:7-0AENES NI,

KR 5386, 260(5%)ICHEMBIVER ¥ 20
2o Patient No.8 M 27s% M3, AKIIX53H Bl

BPH: benign prostatic hypertrophy
«x UTIL: criteria proposed by the Japanese UTI Committee

BARRDOLD, FIMET S LR EGERTORA
WIS ERAE IXTH L L 720 Patient No.31 D45 B AR
FI% S AR AP B IA KR F 72D, BB E T
B ERIEERTHRIGBRIEE L,
AR5 386 35 1 AR M KA, Mm%, FFeg
e, G C oM AL FIRE S ER S h7zas,
ZF DA % Table 131277 L7z, FMEKEA D1611280
i#% 5B 14 T (Patient No.19) %51 % O 1 M Ek$kA%4,500
53,000/ mm* N A U7z, BT R O 1FI M
H) LEA4.8H 5 5.3mEq/mINEENIL 7, TR
LEEEHIFEMTH Y, KAlL ORFRETRERZ L]
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Table 6. Clinical summary of other patients treated with loracarbef
p Treatment Bacteriuria* Evaluation**
atient . . . Side
Age [Sex | Diagnosis ion [Symptoms*| Pyuria*

no. 8 en dose route duration SYMP v species |count |[MIC| UTI | Dr. |effects
(g x /day) (days)

36 |27 | M| Urethritis | 0.2x2 | po. | 3 j’: ; G[/’ ¢ % L good | —
. ; 7

37 | 37 | M |Epididymitis| 0.2x3 | p.o. 2 +/+ j E. /wh % + poor | —

L + *  |negative| 107 | /
38 40 | M |Epididymitis | 0.2x3 | p.o. 7 — = n_——egative 7 i good | —

GPC: gram-positive cocci
« before treatment

after treatment Dr.: D

r.’s evaluation

«+ UTL: criteria proposed by the Japanese UTI Committee

Table 7. Relation between MIC and bacteriological response to loracarbef treatment in uncomplicated UTI

MIC (ug/ml) Inoculum size 106 bacteria/ml Not
Isolate Total
=0.39| 0.78 | 1.56 | 3.13 | 6.25 | 12.5 25 50 100 | >100 | done
S. aureus 1/1 11
S. saprophyticus 2/2 11 313
E. coli 6/6 1/1 7
11/11
Total 6/6 11 11 2/2 1/1 (100%)
No. of strains eradicated/no. of strains isolated
Table 8. Overall clinical efficacy of loracarbef in complicated UTI
. Pyuria Cleared Decreased Unchanged Effect. on
Bacteriuria bacteriuria
Eliminated | 10 | 2 12 (75%)
Decreased ( 0%)
Replaced 2 2 (13%)
Unchanged 2 2 (13%)
Effect on pyuria 12 (75%) (0%) 4 25%) p““e’l’; total
[ Excellent 10 (63%)
overall efficacy rate
[:] Moderate 4 14/16 (88%)
I | Poor (including failure) 2
Bacteriological response
Total no. of strains Eradicated Persisted*
18 16 (89%) 2

* regardless of bacterial count
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LHESINT HHEREI2PICA LN, 1B TEMRIBEHRTHLLODENIERNIFRS-6%0
66 7% 5 1 (Patient No.15) T, S-GOT(IU/1) %5367 5 728, AR EOBFRIIEAEH LD L L& HE

41, GPT(IU/1) 2527/ 6 34, Al-Pase(1U/1)%521875 hrs,

299NEHEEE L7 oD 146013 458 B 1% (Patient LFEROBEMEIERPHERRAMBICREN RSN
No.31)T, S-GPT(IU/1)D & H324% 5 35 NEBH L HY JEBIT, EELERIIL - 0DREETH ST,

Lo T &b ZDRDEBBISIITE Lo 7205,

Table 9. Overall clinical efficacy of loracarbef classified by the type of infection

Group ([llzlc:rfltp(?;i::tt:l) Excellent | Moderate | Poor e fﬁ?::;aite
group 1 (indwelling catheter) 0( 0%)
group 2 (post-prostatectomy) 1( 6%) 1
Mo;:;::é;ibial group 3 (upper UTD) 1( 6%) 1
group 4 (lower UTI) 13 ( 81%) 9 3 1 92%
sub-total 15 ( 94%) 9 4 2 87%
group 5 (indwelling catheter) 0( 0%)
Poilxylzfr:gs:ial group 6 (no indwelling catheter) 1( 6%) 1
sub-total 1( 6%) 1
Total 16 (100%) 10 4 2 88%
Indwelling catheter (;llc;;::rfxtngigtt:l) Excellent | Moderate | Poor efﬁ(c)::;algte
Yes 0( 0%)
No 16 (100%) 10 4 2 88%
Total 16 (100%) 10 4 2 88%
Table 10. Bacteriological response to loracarbef in complicated UTI
Isolate No. of strains Eradicated (%) Persisted*
S. aureus 1 1
S. epidermidis 3 3
S. sciuri 1 1
S. warneri 1 1
CNS 1 1
E. faecalis 2 2
E. faecium 1 1
E. coli 4 4
C. freundii 1 1
K. prneumoniae 2 2
Acinetobacter sp. 1 1
Total 18 16 ( 89%) 2

CNS: coagulase-negative Staphylococcus  * regardless of bacterial count
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S22 DBD TRUDILEMTH 5, CCLE RHELR
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PRIk LBR D H L ERITH S, AHNDIMEAXRY b T
L EPEIIICCLE 13IZF—TdH B, Sato bV DIRES
Tix, AHE 7 7 LBMIKE TIRCCL & [, S

aureus, S. epidermidis, Streptococcus pyogenes, Strepto-

coccus pneumoniae 2 WM BE N 2 FE T 5N, E
faecalis, E. faecium\ZIIIBENER S BV, 475
LB TR U CE. coli, K. pneumonige, Proteys
mirabilis ¢ WA N R THAZENUNDER
MO /& R Pseudomonas aeruginosa 72 LV IIE N %%
SV, A D, FZHERRCRRIR S BERR B H SR AR I T
AMENOREFTORBOEETH 5720 7275 LR
EELTRE L RBHHF LVWEOLT7 2 255, 7

Table 11. Relation between MIC and bacteriological response to loracarbef treatment in complicated UTI

MIC (ug/ml) Inoculum size 10° bacteria/ml Not
Isolate =0.39] 0.78 | 1.56 | 3.13 | 6.25 | 12.5 25 50 100 | >100 | done Tota
S. aureus 11 11
S. epidermidis 11 111 11 3/3
S. sciuri 11 11
S. warneri 17 1
CNS 11 1
E. faecalis 2/2 2/2
E. faecium 0/1 0/1
E. coli 11 212 11 4/4
C. freundii 11 11
K. pneumoniae 11 1/1 212
Acinetobacter sp. 01 0/1
Total 2/2 4/4 2/2 2/2 11 01 2/3 3/3 (12;10/80)
CNS: coagulase-negative Staphylococcus  No. of strains eradicated/no. of strains isolated
Table 12. Strains™ appearing after loracarbef treatment in complicated UTI
Isolate No. of strains

E. faecalis 1

C. freundii 1

K. pneumoniae 1

A. calcoaceticus 1

Flavobacterium sp. 1

NFGNR 1

Total 6

NFGNR: glucose non-fermenting gram-negative rods
No. of patients in whom strains appeared 3/16
Total no. of patients evaluated (19%)

* regardless of bacterial count
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5 LAEMREERICHEANPENR TV D DIHNT,
S. aureus R°S. epidermidis 72 & D7 T LG TEEKRE (24T

LTt LAKRARCCLNIT ) HHEHEN TV D
WEHEND, KRORHOVEDE LT, EDEE

Table 13. Changes in laboratory test results

Total no. Aggravated (relation to the drug)
Item | of patients - - - - Unchanged | Improved
evaluated | definite | probable | possible | sub-total | unlikely | definitely not | sub-total
RBC 34 0 0 34 0
(100%) (0%) (0%) (100%) | (0%)
b N 0 0 34 0
(100%) (0%) (0%) (100%) | (0%)
e 34 0 0 34 0
(100%) (0%) (0%) 100%) | (0%)
34 0 1 23 10
WBC | 100%) 0%) 1 3%) ©8%) | ©@o%)
B 33 0 0 33 0
a80- | (100%) (0%) (0%) 100%) | (%)
Eos 33 0 0 33 0
OSIO- | (100%) (0%) (0%) 100%) | (0%)
Neut 33 0 0 22 11
eulre- | 100%) (0%) (0%) ©7%) | (33%)
Lvmoh 33 0 0 22 11
YmPR- | (100%) 0%) (0%) 67%) | (33%)
33 0 0 33 0
Mono.
(100%) (0%) 0%) (100%) | (0%)
Platelet 31 0 0 31 0
ateet 1 100%) (0%) (0%) (100%) | (0%)
35 1 0 33 1
S-GOT | 100m) 1 (3%) 0%) ©4%) | (3%)
35 2 0 33 0
SGPT 1 1009 2 (6%) 0%) ©4%) | (0%)
35 1 0 33 1
ALP (100%) 1 (3%) (0%) ©4%) | (3%)
B 35 0 0 34 1
(100%) (0%) (0%) ©O7%) | (3%)
BUN 35 0 0 33 2
(100%) (0%) (0%) 94%) | (6%
s.Cr 35 0 0 35 0
(100%) (0%) (0%) 100%) | (0%)
Na 35 0 0 34 1
(100%) 0%) (0%) ©7%) | (3%)
K 35 0 . 1 33 1
(100%) (0%) (3%) 94%) | (3%)
a 35 0 0 34 1
(100%) 0%) (0%) ©7%) | (3%)

No. of patients with
aggravated laboratory
test results
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HrHIToNs, € ILEFRY) v BEEHRPTIZ
CCLICHATeMIZh- W EE LIMENERL,
KR v BEEE R (pH2~6)DF TIX3A LU ETRET
HHVEV), FLEKKOEKNBIREIZLE SV DERRS
THABROBHIZ L, KEIBRB%305 D 5 285
BEBECIFRESFR SN, 6BMIIEIEELDT
BVRBIBESHFESN TS, CCLED IO XA —
IN—DIRFFTTH, RFDIT) AP - FRPERE, i
Fef, 24BsR E CORPEINELZ EOTRIENT
Wb, ThiE, FHIOZEERHILED S DRIRED
EWIZEIBL0EBbnsY, BRICATALTERE
VOB REKRELFHEEZOND,
BOIPRENERTAZ L, L, ABNEELS
WZ EHHIFES R, DEBITIEDH B AR5
FE DARET 54T - 72 (Table 3), AHI400mgi% 5 2B %
DHTLIRARRABEE D F1153.14 1g/gTdH - 72 [
B Rl CHlE U7 i Wil O F151310.72 g/ mlI T,
L7 8 FE (23 2 BT SLBR AL RE PN IR BE L (PSH) D F 15
130302 TH o720 I %, WEMAKBITENI LW
VbR BZRORHF 7 0 LV HIOBES &I L TH
A &, sparfloxacin M200mgf% 5 205 H % T, HiL
DR AR 130.81 g/ g, MiFHPIHEEIX0.79 1g/ml,
PSItix1.22TH Y, KA OFIIERBITHIZRL TR
FFEixwnziwv, Zhid, ARV KEHTHHZ &,
M THAZ L BOX7 L AFNZ LB LAME
C&B0LBbhb, LIL, BOTECILPRE
AIENEIREIHRT A &R, BEMFRVWI L
mEMG, FIBRARPIRE SAEHE L LT3 hsm
EMWEERLTE Y, BRI L BRI KIIE, K
HOBEDUIPETELDTIRZVAETFEEINS,
AHIOFRRADEICDOWTIE, BRI YLAE
LT, BVREARLZELSERLDEVR
Bo BMMIREBEELAEIZ BTG, LR R A
BELZLOLD, KAIZEEEHOLWERETIE
Tk Wno & THNE, PR VPEIMETE
%o CCLODAEHMEME IR B B GAE (24 3 A i ok O B IR B
#7'ClX, CCL1[E500mgl A 3[a5 A 4% 5 1076 0 #
BAHNFII81.3% THRERILSS5.0%Th 720 4ED
bbb OKKORETTIE, CCLE %N FNL LD
A AR O N, MIEFERZHE TIE, MICAT125
pg/mUA T DRRIZ100%BEE SN TED, ZDLAXN)L
PERRBICDOEREEZONB, L L, E. faecalis
D2KIZ100xg/mE B2 AMICIEX RTIZL Db b
FIRE SN OIEHIEVT I MR GF) T
MICHH122004g/mITd - 726 AT AF 200mgik 5

% 6B¥R £ TORDIEE Teover L) A BIETH Y, %
DD ) SR (R HEE AR T B &V ) 5
ATHIENSL, BREICL > TEMICENE L THR
HSNDUREMNDH 5, BMMERBERE YT 5K
RIORE - BEIZ2WT, LPEBITEH L0855 LA
AR T2, 1[B1200mgl B 3B 5 TH 1[E1400mgl H2
Eix 5 TORERERZAONLE N 5T, BIEOEKFD
RHBIEORHIC LY, K5 & - 5B L 5%
HihwnlinltdbEzrzons,

FRIKGIC L 5 BEMEIER & L CEEOHLSE
KA KBIZAONTN, BELEDT LIVF—EKY
FRIAEBNE 2 o720 2261 DEBERREMBENRE
BILBEMTH -7 BOL T 2 2HICALNEERED
BBPE LB LTECIIEVDLDTE 57,

DLEDWRE 6, AN BRI YSE, Rt
R B LG AE £ DA O R 25 FHRGE (23t L TH %A
TEMDFVWEREEZZ OND, FAKANICCLES
BOEHITIZH 5D, HVIFRE, RODOEBERS
BPRONDEVIRERT S5, LA L, KEER
5351lh7:oTiE, LEEOKBEERTAHTY,
W OICHBEREEHIRTA L) R iz Liwvid
A5, & IZERE O 4 KGE OBIGEHEIZ A
MThbLBEbNhA,

X [

1) Matsukuma I, Yoshiiye S, Mochida K, Hashimo-
to Y, Sato K, Okachi R and Hirata T: Synthesis
and biological evaluation of 3- chloro- 1- car-
bacephem compounds. Chem Pharm Bull 37:
1239~1244, 1989

2) MICMERRER(RE  =F #)  ®DEF
L1k i#% FE (MIC) i) 5 #: 30T 12 W To Che:
motherapy 29: 76 ~79, 1981

3) KRBIERK(UTHFZERMAK) @ UTIZERAHi 2
(%3h)o Chemotherapy 34: 408~441, 1986

4) Sato K, Okachi R, Matsukuma I, Mochida K and
Hirata T: In vitro and in vivo antibacterial activ-
ity of KT3777, a new orally active carba-
cephem. ] Antibiotics 42: 1844~1853, 1989

5) KFsAZ, B HHF © 400 B R LEFHEF
ZWAEARLHBLEE, FES VRIT Lo
KT3777, K, 1992

6) TrvfiiR, ILAREE, HEEA, HBHED,
RN, R f, ) FA, WHFEE:
Sparfloxacin DHI IR AT I RS HEBHH
FI#FT, Chemotherapy 39(S-4) 1 138~144



WRZFEHEIRIC BT BHloracarbef DARET

vOL.41 S-3 295
1991 ¥ M7, Chemotherapy 37(S-2) : 893~914,
7) WAHEE, M21E%RE L CBERER) | EM 1989

PR BRI YL AE L2239 B Cefdinir & Cefaclor D

Basic and clinical studies on loracarbef in genitourinary tract infections

Minoru Kanematsu'’, Shin-ichiroh Yamada", Hisao Komeda', Akihiro Saitoh",
Yasuhisa Itoh", Shigeru Fujihiro", Yoshihito Ban'’, Yukimichi Kawada',
Masayoshi Tamaki* and Shin-ichi Maeda?®
" Department of Urology, Gifu University School of Medicine,

40 Tsukasa-machi, Gifu 500, Japan
' Department of Urology, TOYOTA Memorial Hospital

We investigated the in vitro antimicrobial activities of loracarbef (LCBF), a new oral
carbacephem, against various clinical strains isolated from patients with complicated urinary tract
infections (UTIs), its penetration into the prostate, and its clinical efficacy and safety against
genitourinary tract infections. The following results were obtained.

1) The in vitro antimicrobial activities of LCBF were as high as those of cefaclor against
Staphylococcus aureus and Staphylococcus epidermidis but lower than those of cefixime and cefteram
against Enterobacteriaceae other than Escherichia coli and Klebsiella pneumoniae.

2) The average concentration of LCBF 2 hours after a single oral administration of 400 mg
was 3.14 pg/g in the prostate and 10.72 xg/ml in the serum. These data suggested that the
penetration of LCBF into the prostatic tissue was not so high, but the concentration actually
achieved in the prostatic tissue was high enough to treat prostatitis due to sensitive organisms.

3) Eleven patients with acute uncomplicated UTIs and sixteen patients with chronic
complicated UTIs were treated with 400, 600 or 800 mg/day of LCBF for 3, 5 or 7 days, and the
clinical efficacy of the treatment was evaluated using the criteria proposed by the Japanese UTI
Committee. The overall efficacy rate was 100% in acute uncomplicated UTIs and 88% in chronic
complicated UTIs. As clinical adverse reactions, stomach discomfort and loose stool were
experienced in two patients. Slight elevation of serum transaminase was noted in two patients.

From the results obtained in this study, we concluded that LCBF was effective and well
tolerated in the treatment of genitourinary tract infections.



