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PR & EAE 12 351F % Lenampicillin (KBT-1585) o ##HY - BaKAk&RET

R 3O HE - 0 R B - RB)IEM - T IEE

KERFERE¥

HBRBHEAE

(X : ERE SRR

Ampicillin @ prodrug T3 % Lenampicillin (KBT-1585, LAPC) iz >\ T, MU - HEiftds X °

ERRAIRET 2 1TRV, TREORR 2B,

1) BEBRA3LICETSAH L ABPC £ 250mg RO 5REOKANBETIE, mAREDOY
—713, MELD 2EBEECDD, FhTh 3.4pg/ml, 2.9pg/ml T, EAIOHHEELZT Lico
ZHI D i Fp 2 BIAVE 0. 67 REf T ABPC @ 2.34 Refil X 0 @ o 7o RPEINEIZ Th TN 71.9%,

49.8% TH o720

2) AUEEAEMEERYS O 4, BRMMEIRIBBGLE 24 PIICAH] 1 B 750mg 255 Lic, EHEEL
X o THRRBHRHFHE S W ERIR TR h 96, 234IT, ESLFMEEDEEMERE, B

#:T 89%, HHEMET 70% Th 1o UTL HEEHAHREER S

HLEFRThZh 9 6, 20 T,

BEFMBIY, BT 89%, BT 60% Th -1,
3) FEWREPEREZE 2 SN 5BENEWERAS XCHBKREEOREILFICERD LN, »

o

4) D EORBE» S, FANIREBEFECH L TRETHRILRATH S L Bbhis,

Lenampicillin (KBT-1585), (5-methyl-2-oxo-], 3-
dioxolen-4-yl) methyl (2, 5R, 6R)-6-[(R)-2-amino-
2-phenylacetamido]-3, 3-dimethyl-7-oxo-4-thia-1-aza-
bicyclo [3.2.0] heptane-2-carboxylate hydrochloride VX
HSBRRAAHEAMEFRCI VW CAIRNZh, Rt ER
EabkREMCHES L ABORAEGRN= ¥ V v BIA
T, Fig.l e R {bEBER2HFT 5, KBT-1585 ik
Ampicillin (LA FABPC) o prodrug ¢ Rghs #fnk Db &
WChB, TORDEED L D bioavailability 3% <,
ELPEBREhT, kS HR% 5 JEkR T ABPC
ELTHERT Y, Bl kic x b KBT-1585 31 At ic Tl
ST bz, ABPC L% » 2 K EHROREFEAS X
Btz RIdboLExTI\v, ABPCOoHEER RS
DEBYTHBH, ERkOZNA ABPC #lixt 0B
X0EXS, BBEZoAE BV L LAKKE LN
Twd, ZORDEETIE, = A7 LB O ABPC OB
E¥% < A bh, Talampicilin (TAPC), Pivampicillin
(PVPC), Bacampicillin (BAPC) 7x ¥ #BI% & fv T \»
5o KBT-1585 itz b » TV 5 R DBRINLR

Fig.1 Chemical structure of KBT-1585
C00— CHz—C C CHs

NHz 1O CH3 "c/
’/ CH M
C—CONHIu 3

FHHRCE VT, ThHLRABETH S, BER
DETILREREBSHZFEIL TV B,

bhbhit, SELXFAOREELZFFTLOTCETOLE
R L REBRE CHT 5EKNSRORNETR -
DTH/ET 5,

I ERMRE-—MaerE—

KBT-1585 & ABPC OWAIZ BERAFTF 3 LI
WWT cross over BRIC TR &€, £ OMmARE L RbME
IEABEIEL, HERT L, WAl IEHIT 250;mg
% 1 EORRTITL » 7o WAIOKRAR 1 BMOMER
FWTTIR o7t PARIZ 30 4, 1RsRE, 2Fef, 4 FERS,
6RFRIERML, F/2, 4, 6, SFERIBCRIR Lizo

MARE, RPRECEIERKE, BEH v 7T
75V, HRSEEVE B. subtilis ATCC 6633 %, 143 Heart
infusion agar (D) #BVo RMFOHRITITI=
vie—35 (BK) %, ROFRIL, IVET 740 %
—TH@H%, 1/156M Y vEEER (H 7.0) 2 AV,

IL BERORE—HESZEE L CERDEOHIE

1. &E5x5%

RNRIPFS7E 11 A»LBM84E 6 A% TIRIKERE
KEFWMRBENCEZZ LA REE 28 fl& AT B & 54
D5t 33 PIORBEGIELESIT, ZTONRIT BB HIH:
BEBLR OBl &, BIMHEIREEYHE 24 B TH 5,

2. RXEEFICESEHE



570

CHEMOTHERAPY

KBT-1585 $¢ (ABPC & LT 250 mg A{figH, HE
TaAAz— 8D %, 1BREELT3HKE (750me), 1
B 3EIHT, RAIE LTRBICARE LdT, ’RE5H
REVIERIE LTHEMETI M, EiE TSAMEL
to

3. BEIRZIFEDHIE

BELRSIBE OB EAEIC X BHE L, ThE3F&
o UTI B5hailike (2 )PP WYL TRETT S
L L, SRS L MRS RYYE T T T
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1. MAIREE

Fig. 2 AT XOXMAIE XD -7 11 2B K
» b, KBT-1585 T3, 3.4pg/ml, ABPC Ti12.9 g/
ml R L7 (34FH), ¥ B 1k, KBT-1585 ¢
0.67Ff{ &, ABPC o 2.34 FERICH~TEL, AUC
VIR 6 e % T T, KBT-1585 |3 8.23 g - hr/ml,

BT TTIR -7 ABPC 10.76 pg - hr/ml & ABPC 055535 <, KBT-
4. EWER ORI 1585 & — 7 TMARRESHE LD L, AlicBsT
KBT-1585 1 5.8{% & DEGIRIREDAIAET B » 7o FEH] LIEAMBERD B,

WoWTiE, mififbz, Frgse, SRaEO MBIk %

Fig. 2 Serum concentration of KBT-1585 and
Ampicillin (oral administration, 250mg)
Healthy adults(n=3), Cross over,
Cylinder plate method
Test org. : B.subtilis ATCC 6633
4ar o—e KBT-1585
0===0Ampicillin
AUCo | T4
(ug-hr. ml’ | (hr)
’—E? KBT-1585] 8.23 10.67
< 3r ABPC | 10.76 |2.34
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0 1 2 4 6
Time(hr)
Case Serum concentration (ug/ml)
Drugs i
No. 0.5hr. 1hr. 2hr. 4 hr. 6 hr.
1 0.47 1.83 2.42 1.17 0.16
| 2 N.D. 1.08 ‘ 37 N.D.
KBT-158 | 4.08 a 0.37 |
3 0.30 3.34 3.77 0.48 i N.D.
\Mean 0.26 2.08 342 o067 | 005
1 N.D. N.D. 1.19 i 269 | L4l
|
‘ 2 N.D. 3.85 5 N.D.
ABDC | 5 3.85 | 1.26
1 3 N.D. 2.22 3.85 ‘ 2.01 ‘ 1.32
| Aean N.D. 2.02 2.97 | 2.02 ' 0.91
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2. JRepHkt

RehisgErr, KBT-1585 Ti3PARE: 2 Feff % Tic e —
y B 38L.7Tpg/ml RIR L, 4 REREIDAAVE BT i EE
REF U ABPCTIE, £DVY— 7132 ~4 RKRIiCH
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D 325.1pg/ml %IR¥H, %D#%iz KBT-1585 (284
BIEIET 2R LTV s, 8ESRE TOIR i [E I X
KBT-1585 71.9%, ABPC 49.8% T »7- (Fig. 3)o

Fig. 3 Urinary excretion of KBT-1585 and
Ampicillin (oral administration, 250 mg)

Healthy adults(n=3), Cross over,
Cylinder plate method
Test org.: B.subtilis ATCC 6633

400+ N KBT 1585 e—e

-100
w (JAmpicillin o=——0
=90
80
— 300
E i
2 <
E ™ E
:ZE 200 __—= 450 g
g i =
g 140 =
fo 3
é 100 3
5 120
10
4~6 6~38
Case Urinary concentration (ug/ml) Cumulative recovery (%)
Drugs
No. 0~2hr.| 2~4hr. | 4~6hr.| 6~8hr. | 0~2hr. | 2~4hr. | 4~6hr. | 6~8hr.
1 250.6 482.0 87.6 16.2 20.4 59.6 66.7 68.0
2 350.8 231.6 39.6 8.9 43.9 72.9 77.9 79.0
KBT-1585
3 543.7 244.8 23.0 9.1 45.5 66.0 67.9 68.6
Mean 381.7 319.5- 50.1 11.4 36.6 66.2 70.8 71.9
1 28.5 297.4 221.3 57.9 2.3 26.5 44.5 49.3
2 244.6 258.1 68.1 6.7 19.0 39.0 44.3 44.8
ABPC
3 213.2 419.8 340.3 68.1 11.3 33.5 51.5 55.1
Mean 162.1 325.1 209.9 44.2 109 | 330 | 468 49.7

IV. 8 K B &

L BiliM: R IR IR g

BYEMMEBER K T, TEERHET, 9 Flh 8 H
B, 1PIBRRFHENESh, BRI 89% Lk
2720 UTT H3haR{MiEHe I S5 7o B R Ak A% Table 1
iR LTz, WBTRIRE T, Z4h8 6, ®14IT,
HIRIL 899 T 7o Fhh8 GPUTIELR, MR, M
ELRBELTWVBA, i 14 (No. 9) THEEH
UBLTVH0, BESEEL, MESEELTVDR
B, EREHETIILLHNTH » 7255, UTL EHhETE

TV 4ESD & 72 572 (Table 1, 2),

RESENIAIRVY, E. coli 6 ¥kvh 5 ¥k, K. pneumoniae,
P. mirabilis, S. epidermidis DA 1¥kT 2DEF 8 ki il
%L, REBEOHKRII8% Th oo KEHERE
133 TWwinvy (Table 3),

B HMI%R & ABPC iZx3 % MIC oRdfkiE Table
41T7R L7223, MIC 28IsE L7 8 ¥k 6 ¥Rix 25¢g/ml
LIFT, zhb e 100 ug/ml LL 1 E. coli 1 kaSiEsk
L7
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Table 2 Overall clinical efficacy of KBT-1585 in acute uncomplicated cystitis 250mg X 3/day, 3-day tteatment

Symptom Resolved Improved Persisted
Effect on
Pyuria Clear- || Decre- |Uncha-| Clear- | Decre- |Uncha-| Clear- | Decre- | Uncha- | bacteriuria
ed ased nged ed ased nged ed ased nged
Eliminated 8 8 (897,)
- Decreased
Bacteriuria (Replaced)
Unchanged 1 1 (11%)
Effect on pain on , .
tect or 8 (89%) 1 (11%) Patient
micturition total
Effect on pyuria 8 (89%) 1 (11%) 9
El:::' Excellent 8 (89%)
Overall effectiveness rate
8/9 (89%)
Poor 1
(including failure)

Table 3 Bacteriological response to KBT-1585 in acute uncomplicated cystitis

Isolate No. of strains Eradicated (%) Persisted*
E. coli 6 5 (83%) 1
K. pneumoniae 1 1
P. mirabilis 1 1
S. epidermidis 1 1
Total 9 8 (89%) 1

+ Regardless of bacterial count

Table 4 Relation between MIC and bacteriological response to KBT-1585 treatment -uncomplicated UTI

MIC (xg ml) Inoculum size 10° bacteria/ml Not
Isolate T d Total
<0.39] 0.78 | 1.56 | 3.12 | 6.25 | 12.5 25 | 50 100 | >100 | 9one
; 3 1, 1 5,
E. ¢ % ,
E. coli 73 1 ! /2 s
| | |
K. pneumoniae 1/ 1 { 1/1
|
Lo 1 1
P. mirabilis v /.
1 1
. - 1 1
S. epidermidis /. 1 /. 1
3, 1. 1 1, 1 1 8
Total 3| 1|4 71 Yo | 1|
(100%) | (100%) | (100%) (100%) (50%) |(100%)| (89%)

No. of strains eradicated/No. of strains isolated
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Table 6 Overall clinical efficacy of KBT-1585 in complicated UTI 250mg X 3/day, 5-day treatment

Pyuria P
Bacteriuria Cleared Decreased Unchanged Effect on bacteriuria
Eliminated r 10 J 1 12 (60%)
Decreased
Replaced 1 1 (5%)
Unchanged 1 4 7 (35%)
. Patient total
Effect on pyuria 11 (55%) 3 (15%) 6 (30%) a ler210 ota
‘ i Excellent 10 (50%)
| —— .
Overall effectiveness rate
D Moderate 2
12/20 (6075)
Poor 8
(including failure)

Table 7 Overall clinical efficacy of KBT-1585 classified by the type of infection

No.of (Percent Overall
Group R Excellent | Moderate Poor effectiveness
patients \of total rate
1st group (Catheter indwelt) 1( 5%) | 0%

_ 2nd group (Post prostatectomy) 1( 5%) 1 0%

3]

%

8. 3rd group (Upper UTI) 3 (15%) 1 2 33%

£ 0 !

H 5 ‘; ¢ N
5£| dthgroup (Lower UTI) 13 ( 65%) 9 1 3 7%
= : i . o

Sub total 18.( 90%) 9 2 7 61%
= 5th group (Catheter indwelt) | 1 v( 5%). . i 0%
2 : . o
o L, .
ks '5 6th group (Catheter not indwelty 1( 5%) 1 N 100%
= & Sub total 2 (10%) 1 1 50%
Total .20 (100%) 10 2 8 60%

2. BRI RGEE ,
B PREERRE 24 B, 1BliC 27 7 V'Y VAR
I BRI TVWROTHE L L, 23flc oW TERE
X BmERMESHE S, B5H, BHTH, X
B 1H, 66T, AHULORHER 0% TH
»7=(Table 5), UT1 FahaMB#tic X 2¥E Ciixs
EYEOBEATML T, 3 flEHEATAERK 104/mlLL
ThorwiEEEoDEEEL L, FiF208liconT
Bt Lo FOMBAHESIRIZES 104, FEh24IT,

HHEIZ 60% Th 72 (Table 6), BIRICHT 55E
v, 1141 (55%) BERILL, 38 (15%) stz T
L, fEERCHLTiz124] (60%) TRE(LL, 14
(5 %) CHREZRB D,
REREHRINCHBARMNELHRTT DL Table 7 D &
B ThHDo BMBRETIE, 1, 204 15l ED
T, 3B 1HIIES), 4AWTIRIFSES, 1H605E
3T, BMBROBELEIL61% Thotco E/-5HD
LA, 68D 16IiEL T, REBIEOHMR
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Table 8 Bacteriological response to KBT-1585 in complicated UTI
Isolate ' No. of strains Eradicated (%) Persisted*
E. coli 10 6 (60%) «
C. diversus 1 1
K. pneumoniae 2 1 (50%) 1
E. acrogenes 1 1
E. cloacae 1 1
P. vulgaris 1 1
P. acruginosa 2 1 (50% 1
S. epidermidis 2 2
S. faecalis 1 1
r-Streptococcus 2 2
Total 23 15 (65%) 8

» Regardless of bacterial count

Table 9 Strains* appearing after KBT-1585 treatment in complicated UTI

Isolate No. of strains (%)
NF-GNR** 1 (100%)
Total 1 (100%)

+ Regardless of bacterial count

++ NF-GNR : Glucose nonfermenting gram negative rods except for P. aeruginosa

1350% Th 1o BEHT—TLOEFTIE, B,
BAEDR 1H L b ERHT, P.vulgaris & P. aeruginosa
DIREEYHES] (Case 10) TRIEEKRD MIC iz L %
12 100 ug/ml DL ETH Y, REEDFR Lo BMERG
55 (Case 11) Tix, S. faecalis X 5H DT, MIC
fiiix 1.56 pg/ml Tdh 75, H5#IC NF-GNR (MIC
fiix 100 pg/m] DA E) WWEAR L7,

BRI R ERFEBIC OWT DM E ¥ s R %
Table 8 TR L7z, E. coli 10 ¥krh 4 #k, P. aeruginosa,
K. pneumoniae DO 2 ¥krh 1%k, E. aerogenes, P. vul-
garis DYRIIFRE LIchs, T OMIIIERL, &KL LT,
23 tkrf 15 £k, 65% DIHRETH o710 FARRSHKICH
B L7EIZ NF-GNR 1#7T, Case 11 0i5#[D S.
faecalis 107/ml (MIC 1.56 ug/ml) X ) ZsRE L 7 T
% (Table 9),

BT AE B2 350 DARESE @9 %HR & MIC o B 4% 13
Table 10 {25k L7z, ABPC izt % MIC Z8IE L7z
20 #rb 9 BRI 25 2g/ml LITF T, Zhb & 100 pg/ml
S. epidermidis \ 3+~ TiH%k L1z, —F MIC 100 pg/ml
B2 1-BE T3, 10#%k E. cloacae, P. aeruginosa
£ 1ERASHR LIc DA T 20% DIHKRETH -7

3. EIER

33 plepl e HEE, BT L 0EEHIEIEREE
Dl ot Eiz, BRRER 15 FICREZIE X0,
F DA% Table 11, 12 iT7R Lo ERE,» SO EEEY
RLDHDIX, Case 11 ®» WBC & Case 18 Dh Y 7 AD
2 BB Lo s, Case 11 (WBC : 8,400-10,400)
T, RBC, Hb, Ht $ FRECEMLTV5DT, M
DBKEL Bbh, Case 18 (K : 4.0-5.1 mEq/l) THRE
HHEOBRREEWEETTH Y, thoREMECELS L
WZEDBLEAIC LD DD EEFEZITL V. TOMRE
WMEVREEETL, KE5HEEOELETLELOL
Case 10 @ Al-P (437 - 491 i.u.) & Case 26 © BUN
(29.7-35.2 mg/dl) & K (5.5—5.9 mEq/l) D 2 flHEE
BHRtons, Case 10 TRLAT X Y HICHIET, KEO
TlhbhTWiEVED Zh X ) KERLEHBHH LD
AR X BEWER T & Bbh b, Fic Case 2
REEERERDY), ZhbUFI I EHoHEILP
BAFIC X BEWER TRV EHEETE D, D 115
i3 e S RRREBOEBNT L S hish 70

V. & ®
ABPC LA ~Z + 5 ADARK penicillin & LTH



Table 10 Relation between MIC and bacteriological response to KBT-1585 treatment -complicated UTI
MIC (ug/ml) Inoculum size 10° bacteria/ml Not
Isolate Total
<0.39| 0.78 | 1.56 | 3.12 | 6.25 | 12.5 | 25 50 100 | >100 | dome
E. coli 1/,/1 1/1 1/1 2/2 0/4 l/1 6/’/10
C. diversus 1 . 1 .
K. pucumonice 1/"’1 0/1 1/ /2
F. acrogenes 0/ 1 0"/1
E. cloacae l/ 1 1/1
P. vulgaris 0,/ 1 0 1
. acruginosa 1/2 1 2
S. epideymidis ! 1 1//‘1 ? 2
S. faccalis 2 Y
y-Streptococcis 1,/1 1 1 2 9
Total g by | 2 | by | 25 | 1| 1y Ly 2q0 | 35 | By
(100%,) | (1007,) | (1007 )| (100%) | (1007) { (100%,) | (1007, (100%,) | (20%) | (1007, )| (657,

No. of strains eradicated/No. of strains isolated

RBENTTCRPRIVOEABREBLTE D, FK
cephalosporin FFHEH & & 25 B TRAEFIOPTHD
HEBERED TEHVDIDEL - TVh, LA LEORER
F ABPC H|0BINE DK S 2, BIBHECHEOH S/
LoBEOHELED -0, HxD ABPC O prodrug
NERSh, BIFRE#EEZTRL TS, KBT-1585 %
o HME D » THFE I/ ABPC O prodrug TH 5,

R4 VAR & U Tl ARiREE & IR EINRER 2 R
BRABF34icowe, KBT-1585 & ABPC #% cross
over HTHIE L7z, KBT-1585 250mg % A%45 (&%)
DY — 7 DFiz, KBT-1585 & vEI Y 2V T XD F
HENLSHEROE L DOFE 3.31pg/ml LiTiF—
HLTWD, Zhii AMPC®, TAPC®», BAPC” 7z&
DY —7 Li3ig—3T %, ABPC D ¥ — 7 ittt KBT-
158513 F D ¥ — 7 BED » e FRESIh i 2 fERO ¥ —
IIELNE» 5T, THIIEHRONRD D L Bbh
720

RAEIRZIC DWW Tit, KBT-1585 & vE Y7 ADS
WD E L DDOFEHE48.6% LV EVT0% 1B 5 h i
7%, ABPC T3 50% Li-»TkD, 3BDELDE,
THEEDLHRVT LS LERTESL DO LBbh 5, i
@ ABPC o prodrug & @ H#* Th HIERBEORS

BEIREATLTWSZ 25, KBT-1585 WU, Bt
1%, BiFtdoLBbhd,

BRI ST I3~ T KBT-1585 % 1 H 750 mg #
5. Lo EREIC X 5 BhHBARAE X BUAM: IR B R GE
89%, BMHMERBRYLE 0% LB DT & 575,
il & DB & S IR TAT UTL ESheplisesE o
U TEME S %o

A BB BE STkt LT, 9 61T 89% DEShERE
87-, KBT-1585.3 v E I A% OF LD THX 91.51%
LEERSOBRETH -7 T ORMIT AMPCY, PV
PC®, TAPG", BAPC" iz ¥ dftho> ABPC ¢ prodrug
DORIEHRSOBKEEOHEL D XERETH D,
KBT-1585 1 H 750 mg {%5.81%, JRAPRE DKL
PFAINI-L ST, ARSI UCIILE
POoKSEREREBbNS, MIC LOBRTIE, &
5¥if L 3 100 gg/ml LA EORHETH » 72 E. coli D 2
b 1RO ZDMESE LTV s, o LERIZIER LT
Bo CAUENLE Lotk MIC {HX b S HITHE VIR
ErEshTrikdoBbhbd,

B R R I B L CIE IR 60% LB X
WikiEE B DN, KBT-16585 ¥ VR YT ADELDT
% 53.2% Lo TW5HA, Thil, HisSREOH
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VyOL. 32 S—-8
Table 12 Changes in laboratory test results
Doctor’s evaluation
Total No. Aggravated (Relation to the drug)
Item | of patients
luated . it Unchanged| Improved
evaiua Definite | Probable | Possible | Subtotal Probably | Definitely Subtotal
not not
13 12 1
RBC 1 (100%) (922) | (8%)
13 13
Hb 1 (1002) (100%)
He 13 12 1
(100%5) (1927%) (8%)
. 13 1 11 1
WEBC 1 (100%) 1 (8%) | (8420) | (87%)
Pl 13 10 3
’ (100%) (77%) | (23%)
15 15
COT | (10025) (100%)
15 13 2
CPT 1 (100%) (87%) | (13%)
15 1 14
D ! (7% | (9325
15 1 13 1
BUN | (100%) ! (7%) | (86%) | (7%
12 12
Sl (100%) (1007%)
14 14
Na (100%) (100%)
14 2 12
K (100%) 1 Vo e | (867
a 14 14
(100%) (100%)
No. of patients
with aggravated 0 4
laboratory test
results

RERBHTEYIGRIR LRERTH S5 L Ebh b,
Thbbh T —F LG BEEPIRA BRYECIIA S RBHE
o ZO XS B L hiE st b DR AR
Sh3LBbhd, MEFHIRET T E. coli TiX 60%
DHRRTHELERE I T T MIC 100 #g/ml LA D
HThotm, KBT-1585 & v w ATH 67.3% DY
KRTHY, BEREETHD L Ebh, WEEOHEE
BESREYELT 50 L Bbhi,

BWERIC OV Tz, 334, BEMEIERIZAHBICER
OF, MEKKREE TS, KBT-158512 L % L BbhbZ
BB h o7,

€3k ABPC 0 prodrug T3 5 PVPC, TAPC, BAPC
¥ ABPC 2fI0n LK * o — A RICBIET S REET
CRERTFHLEEZBELEBOL A=A F L ThHD
%%, KBT-1585 3 2 DB ICIRFERFBEETE LS
FHRSEELZD 5 TWB, Lkdd» T KBT-1585 13
ko ABPC @ prodrug D X5 IC7 A5k FkEFET
5 &7, BIUARIZ I W TERLHC ABPC & 7 % +
1 VKSR ENBY, T2 b M VIEEWEEREL
& ¥ N5 natural substance TH 3, X5z KBT-1585
BRICBIE NI ed, IBRMIEEC R By
§5<, ¥k8, TR0 pH 25 RBENEhT
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BERETHH, BRILFTITIE ABPC e Lizd vy &
DX R E T B0, Eko =27 15 ABPC Al
CHANBIGEEORRL, FBIER SIS X 2RENS
LA D L ERMHFEINTV 5, WA DRIRL,
KBT-1585 & v RIS Y ADFELDIITNLDT L2 RE
ELTWbhoEBbhb,
X [N
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2) KMERK, AHER: UTI (REELE) BT
e (%5 2 k), Chemotherapy 28 : 321~341,
1980
3) XBREHK (UTI HELRE) : UTL RS G fE)
LR MR (#8), Chemotherapy 28 : 1351~
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EXPERIMENTAL AND CLINICAL STUDIES ON
LENAMPICILLIN (KBT-1585) IN URINARY TRACT INFECTIONS

Fumio Ito, Naoki Karto, YosHikazu Hasecawa and TsuNeo NisHIURA

Department of Urology, Gifu University School of Medicine

(Director : Prof.

Tsuneo NISHIURA)

Pharmacokinetics and clinical efficacy on urinary tract infections of lenampicillin (KBT-1585), a new

prodrug of ampicillin, were studied, and following conclusions were obtained.

1) Serum concentration and urinary excretion of KBT-1585 were compared in three healthy adults with

that of ampicillin by a cross over method.

After an oral administration of 250 mg after meal, the peak serum concentration of the drug was 3. 4 pg/ml
at 2hrs, and was greater than ABPC, 2.9 pg/ml. Urinary excretion of KBT-1585 was 71.9 % in 6 brs,

which was greater than ABPC, 49.8 %.

2) KBT-1585 (750 mg/day) was administrated to 33 patients with urinary tract infections. The overall

clinical efficacy in the 9 cases with acute uncomplicated cystitis was 89 %, and in the 24 cases with complicated

urinary tract infections was 60 %5. Drop out cases were 4.

3) The subjective side effects were observed in none of the all cases given KBT-1585. No abnormal value

in the laboratory examinations after KBT-1585 administration was also observed.

4) In conclusion, KBT-1585 is suggested to be a useful and safety drug for urinary tract infections.



