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18] (#ERRIREIRS0%) TH -7

WEMERE SIS LTRES 86, A% 16l (B3R 100%) Th-io
FWERCBIL T3, BEMENICRIE L R EERITEBYRI 5T,

Lenampicillin (KBT-1585) 1%, $#ithkRNE&t LMt
KBV THRESHh, BEREMERASH L HFAMARS
h7-% oM Ampicillin (ABPC) oprodrug T, ABPC
2RLH VAR F U AIEITHEET B IRERFRERFH
ST 5FRmELLL (Fig. 1), BREBRIK SV TE
LHICABPC L7 2 b A4 viThkyBIh b, KEIX
HANTABPC L LTI 2, BAaEE T X b, HL»ITH
WL FRIREE A G S, T ORI 0.9 KT, JRepE
IR 6 RERIE TIZ50% IET D E VS BMBH B,

Fig. 1 Chemical structure of KBT-1585
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R)-6- [(R)-2-amino-2-phenylacetamido] -3, 3-dimethyl
-7-ox0-4-thia-1-azabicyclo [3. 2. 0] heptane-2-carboxy-
late hydrochroride
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HRFNSS84E 3 A » B RIF10A ¥ T oORMIC Ytk R RS
FTHB L2148 %5 R E L, HHIEBF106, &+
1160, EEMNII8E» S TS ETT, FHI1KTH -
7o MREI ST KBIE, DHERMMEREMRI0P), 181k
PR RN 16, 1SRRI 1 6, T MR
WRIBITHY, WMHMIRMELEDOKIEZR B L LT

V3, BERREE, KBETH -7
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II. BEEMRES L URIEROHIE

AMEMERERRODRENEE, BREER, RE M
HRZIgE L LT UTL ®xhamEse (EIRR)? K-
TFE, T OFEUED D& L EFIREIREHIEDS
fTlg oo IBMERTMEME SRS YE 13 UTT FhaHliA
HEIZ L7223 TIT7L » 720

WEMRERIZOWTIE, BEER, REDDLD, #
BOHEEI X b ZAEHEZTHRY, HEBIKHES X
CIRERD WL L BEERSERILL 2L ORED
(excellent), MWEVIIEL Lichs BWERTRAERLLL
2ot b DEELS(good), WE DMK L\ b DR ED
(poor) & L7z

BWERIC W TIE, M(LEBER, Bk OEEER
ORIFDIFNIT, 6 BICAFIREFTEOMEREZ T
v, FFHEfRE, BRI AR DR E L IRET LT
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1. BEPRA#HT

A B SRERE B R 106 k)3 % FR#K % Table 11T/RL
2o FIAEHIETESN S BI, B2 BITHHEISTH
D, 05 UTL Bmuheilisieic 45T 5 74 TdE
W24, B2 BITHRERR IR % R X 57.1% ThH-I
(Table 5),
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Table 1 Clinical cases with simple urinary tract infections (10 cases)
Age Dosage Evaluation Disc
No. Diagnosis ) d Symptoms* | Pyuria*| Organism*Count* | Side effect Sensitivit
Sex (mg X times xdays) UTI Dr. nsitivity
23 + it E.coli 107
1 ASC. 250X 3 X 3 - Excellent | Excellent 1
F —_ —_ —
55 + H E.coli 107
2 ASC. 250X 3 43 - Excellent | Excellent -
F - — — —
25 + Rig GPB 10°
3 ASC. 250% 3 X 3 - Moderate| Good t
F — - S.epidermidis  10*
66 + + E.coli 10°
4 AS.C. 25043 X 3 - Moderate| Excellent H#
F + — -
25 + + E.coli 107
5 AS.C. 250> 3 <3 — Poor Poor -
F + - E.coli 107
33 + 4 E.coli 10°
6 ASC. 2503 %3 - Poor Poor it
F + H# E.coli 10°
56 - I E.coli 10°
7 ASC. 2507 3 « 3 - Poor Poor -
F b H# E.coli 10°
26 — + E.coli 107
8 ASC. 2504 3 X 4 - - Excellent H
F . — — _
23 + 4 Ponirabilis 107
9 ASC. 250X 3 X 5 - - Good H#
F — — — _
60 + 4+ E.coli 107
10 ASC. 250X 3 X 5 - - Excellent| H
F - _ _
, Before T )
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Table 2 Clinical cases with complicated urinary tract infections (2 cases)
T ——
Age Diagnosis UTI Dosage Side | Evaluati
No. ) Pyuria Organism* Count* vation
Sex | underlying disease |group|(mgXtimesXdays) effect UTI
S.faecalis 107, E.coli 107
75 | C.C.D. Trichosporon 107
11 G-6| 250x3x5 |Unchanged |_S.marcescens10° — | Poor
F | BT**.hydronephrosis E.coli107, S.marcescens 105
Trichosporon 104
75 |C.C.C. S.faccalis 10!
12 G-4 250 73 x5 Cleared — | Moderate
M | BT** E.coli 10¢
Before
After
++BT:Bladder tumor
Table 3 Clinical cases with gonorrhoea
Age | . ) . Dosage Side .
No. | . | Diagnosis | Symptoms* Urethral discharge* Organism* . R Evaluation
Sex l (mg ~ times X days)| effect
28 + + N.gonorrhocac
1 Urethritis 25043 X7 - Good
M + _
21 H ++ N.gonorrhocac
2 y Urethritis 250X 3 X 3 - Excellent
18 + ++ N.gonorrhocae
3 M Urethritis 250xX 3 %3 - Excellent
33 o + + N.gonorrhocae
4 M Urethritis 250X 3 X3 - Excellent
34 | N ++ + N.gonorrhocac
5 M ! Urethritis 250X 3 %X 3 - Excellent
AV, | —_— [
18 i o - -+ N.gonorrhocac
6 M Urethritis 2507 3 %3 - Excellent
24 . + 3 N.gonorrhocac
7 M I Urethritis 250% 3 X 3 - Excellent
35 o b -+ N.gonorrhocac
8 M Urethritis 250~ 3 > 3 - Excellent
27 . -+ N.gonorrhocac
9 M Urethritis 25073 75 - Excellent
Before B
" After

WREPERE ¢ 9 BT A4 % Ak#fi % Table 3 1273 L7z,

IRESWIHHEFETTE LR o7 1HEFRVTFR

THEMTENE 100% Td -7

2. FEEFHIRHR

BYEBMMEEM I T, E. coli 8 kkeb 5 ¥RASIBK L,
P. mirabilis 1#k& GPB 1#kid & 1ITiH%k L,

B RIS R YE TIE, S faecalis 1#kHs E. coli iz
WA L, B R Y (S. faecalis, E. coli, Trichosporon,

Serratia) f|Tix, S. faecalis Ok Uiz,

2L LT, E. coli 29 #kh 5 BRICESTHY, S
Sfaecalis 2 tk - P. mirabilis 1#:% GPB 1T~
THIMTH 57228, S. marcescens 1 KRICILEHTH »
<o

%7z, N. gonorrhoeae 9 ¥fi34 X CTRAEMTH -k
(Table 4),

3. RIfEA
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Table 4 Bacteriological results
Organism Nus'g_gei; of Eliminated Decreased Persisted Effective rate
E.coli 9 5 4 5/9
S.faecalis 2 2 2/2
P.mirabilis 1 1 1/1
GPB 1 1 1/1
S.marcescens 1 1 01
N.gonorrhoeae 9 9 9/9
Table 5 Overall clinical efficacy of KBT-1585 in acute simple cystitis
Symptom Resolved Improved Persisted Efficacy on
B . ha- ) a- . A wa Ay
Pyuria Cleared De Uncha Cleared De Uncha Cleared De Uncha- | pacteriuria
creased | nged creased | nged creased | nged
Eliminated 2 1 3 (43%)
Decreased ] N
furi 1 (14%
Bacteriuria (Replaced) 1 (147
Unchanged 1 2 3 (43%)
Efficacy on pain on urination 3 (43%) 4 (57%) Case total
Efficacy on pyuria 5 (717%) 2 (297%) 7
@ Excellent 2 (29%)
- Overall effectiveness rate
|:) Moderate 2 (297%)
- 4/7 (57.1%)
I:l Poor (or failed) 3 (43%)

Fig. 2 Influence on the liver function due to KBT-1585 treatment
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Fig. 3 Influence on the renal function due
to KBT-1585 treatment
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BER E LT, BRVBINCIHT RN 238D 7 EflT 7
#» »7- (Table 6, Fig. 2, 3),
1v. % b=

KBT-1585 13#2 0 ABPC o prodrug T %, {3k
@ ABPC o prodrug 1%, PVPC, TAPC, BAPC o & 5
[CABPC3RID h L Ex o L FHITHIET L REBETFCE
FOREERE LA OL T L= ATFALTHLOITKL,
KBT-1585 13 £ ORLBICIR ZREFSHEEL TV DY, L
1Mo, FFNIMEED ABPC 0 produg DX 5127
AT FREERT D2 &7, TRIVARIZEVTESR
P ABPC 27 & b VILDF X B, 7, &H
® B-lactamase iZxf¥ 5 LEMIT BAPC L FEZ Tl
IRE, RepBitd BAPC L RIBEICE WY, Thbb,
FRRENIC S BAPC L RIS ORRKMEMSIFE IR T 5,
L#L S EbIDONHTIR o 7o AH D 2tk B it e

RIHHT BEEERIFE OB i3, UTIEMEETET
Ié%ﬁh%@%ﬁm&%f%%$ﬁiﬁﬁﬁféo
o ZOBME, EEDLNLRAITR - FHAERIDOA
HEMMEBERE SO0 T B ERIRADE & HB L TRV 349,
e, bR T BAPC ORI % 3 BRJIRS LTELN:
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WBIBBIDS L 2 61%, + TR TIIEZF T 71
RELIEBITH »72C L 3T b D, Tibb, [
UBHBMMBER LTS, MOr0RERIORE%Z
TWHIEPITIE, ABPC DEFZHAET LTV A
gt ERTTRbhORBIEH LT % L 3 D TH
D", EE, o 24li Disc EEHTIZE bICHHER
T'*)of‘o

B R R ifeiE 13 UTL HSE OB 40213 50% T,

Z DL EHERE D SAKIOHE A7 b
WROEFR LB LIS,
WMEMRERTIRIBITRTITHENTH D, YYET
DB IRIE RIS 5 B REEROIEFR KR BT L7
&R, ABPC OFMNEH 67%, BAPC #2 91% Tdh -7z
DEHXANTLENIRBEATHEY, 505 8 0 M E
MIC Z 58 LTV 728, B-lactamase pEA % 3 <
0% < MICL.6 pg/ml LIFTH2Y ZLu%x5b
LA 250 mg RAFTHXS T 6.64 pg/ml, E %X 5 T
3.31 pg/ml & ABPC IZH~BAS T @ bk A58
LB T LAY, AEIME IR LER RS HFS
NHZEERTLIDERbLNS,

AENx ABPC DHIE AN + 7 A ZFE X NTER%
@WLTE%Lﬁﬁhﬁt6&V$EéViééoL#
L, REMREROBED X 512 ABPC BREZHRE I,
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CLINICAL STUDIES ON LENAMPICILLIN (KBT-1585)
IN THE FIELD OF UROLOGY

Hiroo Suzuki, TovyoHEl MacHIDA, SHolcHI ONopERA, KoicHr KisaiMoro,
Hirosui Kivora and Hirokazu Goto
Department of Urology, The Jikei University, School of Medicine

Lenampicillin (KBT-1585) was administered in 21 patients of urinary infection to evaluate the clinical results
the drug.

As to the doing method, 250 mg of the drug were administered orally 3 times a day for 3~7 days.

Results obtained were excellent in 5 cases and good in 2 cases among 10 simple urinary tract infections (ef-
ficacy rate 70%), of which 7 infections were qualified for the Criteria for Evaluation of Drug Efficacy in UTI
(Urinary Tract Infections), and the results were excellent in 2 cases, and good in 2 cases (overall clinical ef-
ficacy 57.1%).

Two complicated urinary tract infections were qualified for the Criteria of UTI, and the results were good in
one case and poor in the other case (overall clinical efficacy 50%).

Results obtained were excellent in 8 cases, and good in one case among 9 cases of urethritis caused by Neis-
seria gonorrhoeae (efficacy rate 100%).

As for the side effect of the drug, no noteworthy effect was observed subjectively and objectively.



