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Lenampicillin (KBT-1585) o iR ARMER I 3517 2 EEKIGH

HEEE-AA

Ee-FE U-ERE8 - FEE &

BREXRFEFRERAR
IRRREER AT

£ 0 Ampicillin @7 r ¥ , /"4, Lenampicillin (KBT-1585, LAPC) iz >WTRREMET%
Bat+ 513, ERARMRSICE T 2EEKRICAZIT 70
1) FHOZBBSTIIBIFTRIRMBEDL 50% L EOBEHFMIRENRZD S, FKdAD

Babadbhic.

2) BBEAREE, EBTUREK, SMEBRRRER XORBEBIEOR 22 BlER L, 16E%,

19 BB X THERHERIZ 90.9% TH - 72

3) BEWERICIEFRTRELDEED TV,

Lenampicillin (KBT-1585) V35 #i#0% & K AT <Al
#Hxh, ERELBLARMBAESLEEA ABPC ©
7rFFy SHCTROMESEREEL (Figl), &
BiBRT7 A7 e FREZEBRT D Z LR CESHIT AB
PC L7 b AviRKkSBEEND, T VIZEYH
7t EICIE < & ¥ h T\ 5 natural substance TH 5 & Wb
hTwal,

Fig. 1 Chemical structure of KBT-1585
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1. KBT-1585 & BEBIT

KBT-1585 oRERMBTZH2 BHTH B aTIC 1
500 mg #RFOKE5 L, RRGEHRORME M XUEK
#RET 5 13, RRFCRHAM $ fF8 TRIK LIRE 2 El5E
L7-o BISEHENY B. subtilis ATCC 6633 242EH &+
HHEH » THRICXVBIE L, ok, BERTIL 1/15
M U v Buffer (pH 7.0) %\ 7z,

KRIIEYR 37 B~ 42 BOER 15 61T,  HIEATAA
500 mg ZfFO%5 L, RBRIEHFEEOMT M, 2K, &
R # R L, BITREZRGT Lo, ik, U D154
DWNERE 10 GIHIEF 286, 1 GIHFEETBIGETE, 4
BINTG IS EHI T H %o MEHRIE T ORERIZ IR 51452
A~ TEMTH B, BRHIIARIOBH M ~DIET I
DTRIFT, ehiTidfists 55 1 R LR

AN RO IRE D 50% L EORERTNZED SN,
#5 R LR R AP IRE % ERIS IRESREShTw
5o FKBTIELOERHRLNEHOD 1 KRUAT
BATSED TAR L, SR TIE 1zg/ml Lo
RO TMBIER SN T3 (Tablel, Fig. 2),

IL BB K B &

KBT-1585 0 @ AFHEROBRKRICA & LT, BEA
RYHE, FMESREYYE, EBTUIRRE X RBRRET
22 Gl R Lo

BREFEREAKST1IHEE © AR 750mg (53
#5) 154, 1,000mg (54D 64, 1,500mg (43)
1HE7%D, 5883 ~7HBRETHS, ZhHORK
MO—%ix Table 2 ~3 CRT LB THD,

1. BEBRARYGYE

FEWBESRL 26, FERNBERLHA, HELHER
26, st5BlicEAFI#ER L, 1H &5 & X 750~

Fig. 2 Concentration of KBT-1585 in maternal
serum, umbilical serum and amniotic fluid
(500 mg p. 0.)
(ug/ml)

S — Maternal serum
x=———x Umbilical serum

4 A~-—--a Amniotic fluid
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Table 1 Concentration of KBT-1585 in maternal serum, umbilical serum and amniotic fluid (500mg p.o.)

T Maternal serum Umbilical cord Amniotic fluid
ime (M) serum (U) (A MO/
No. | (After administration) ) u/M,
pg/ml Mean ng/ml Mean r2g/ml Mean

1 52min. 2.00 0.54 <0.03

2 1hr. 0.49 3.24 <0.03 <1.54 <0.03 <0.31 <47.5

3 1hr. 03min. 7.24 4.05 0.86

4 1hr. 31min. 1.79 0.72 <0.03

- 2.39 1.08 <0.24 45.2
5 1hr. 35min. 2.98 1.43 0.45
6 1hr. 48min. 3.25 1.18 —
- 2.40 1.03 <0.03 42.9

7 1hr. 53min. 1.55 0.88 <0.03

8 2hr. 51min. 3.29 2.06 1.62

9 3hr. 02min. 1.02 2.05 0.45 1.26 <0.03 <0.92 61.5
10 3hr. 12min. 1.84 1.27 1.11

11 3hr. 18min. <0.03 <0.03

12 3hr. 44min. 2.33 <1.81 1.51 <1.17 — 1.32 <64.6
13 3hr. 53min. 3.06 1.98 1.32

14 4hr. 56min. 1.73 1.77 0.82 102.3
15 7hr. 0.27 0.48 2.46 177.8

1,500mg, K5 AII3~7 BRITH Do AIEDERIKRED
ROHFCY » T3, TEEMEFTRMS 3 BLUAKEL
(EELBRCEBEEEEMEHEL, 3 BUAKL
HEOHMENSBD LN\ D DR EME Lo BRANIE
Bl 1, 2 OEREFRFEOFEIMEBER 28H (WThd
BYE) 160E%, tho 16 EMT, %EI3IHE
KEWTHEMEFRROLEL ST 4 BE LY AN
Ellko FERNBEAD 1 ARG & FEERO R
MROER LG ESH LN TFERNRIE b IEREBIHERD
BDLNI, WE (N. gonorrhoeae) uigH LISRE R
280 GEB 4, 5— 0 FThARBERGH) oW TRE
ARSI X ) B T35 L 3~4H BOIEETIX N,
gonorrhoeae BT H 700 LA LBERNEYIE 6 Bl 4
BIREHIBES & 5 R ESHTW5 (Table 2),
BREEERE Uiz 3 EHIICE T DMEFMMROETY
ThHIEWEREZ ATV,

2. SEgamyE

S Y VERK 3 4 (EPI 6 ~ 8 ) ICAHAI1 B 750mg
(53) 24~6 BRIRE LAGIEMNTH -7 HEPI6
RIFIE % OBREIT, JNRIREREL L Y VI
DB O R FMEEZ X 72 LTREE L7 (B XD
S. epidermidis, a-Streptococcus WM, AHIR G- E fth
PRI 3855 2 5 W %h & il Lie GIMIIBABERDDo

LEBI 7 VISVESRERR, B E EFICKE LAAIRS U
PIREGEAD I X VAR ENIE Lico e BABFITIIRT X
Y E. coli PREEINT V5, X DITH> S. aureus #id
%W (ABPCTittE) &+ 54REEE (EFI9) KL
TIHERFDOINEBZD LN TV 5 DL EDI SRR YYE
D 4 PR VTFh /MR %GR LIX5#0MERERIR
RETH o720

3. FEIRTLERK

FERSLERZS 2 BlicAHIZ 5 BRIRS L 24l & LBERT
Boto TDSBER 10 XAREOBRIEH K © ER
LR, JER L BB EFRCKBEL, FF 1,000 mg (4
4) 5 Ao X B EPTRICSE LB TH
Ste FEDI1L DEAEER ERBL LV EALRDOR
FEERRAS Z D, AK| 750mg (43) 5 BRIRSGIC X
hEhERTREE LA EHIE L,

4. [REGEYLE

AFw REBEYSE 11 FIH L 1 B R 750 mg (43)
~1,000mg (534) #3~7HMEKZEL, 5L B8
2.25~7.08 Th 5%, MNEIVWThIAMKERKT, &
REOWRIT S. faecalis 1§, E. coli By 9 Hl, E.coli
LS. epidermidis DRI NI=HD 1HITH D, 25140
BITRAEERS 10°ml DL EFEHEhTW 5, BERRZIR
OHIEIIEBER DMK, hFE, RPMBEOMNE, RIL
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Table 4 Clinical effects of KBT-1585
Bacteriological effect
Diagnosis Total Good Poor
Organisms Good | Poor
(Eliminated) |(unchanged)
Adnexitis 2 1
Internal . .
pelvimetry Endometritis 1 1 gp%)e’p(l:ft))ccm (+) 1
' infection '
Cervicitis 2 2 N. gonorrhocac 2
- S. epidermidis E. coli
Bartholinitis 3 3 a-Streptococcus Haemophilus sp. 3
Abscess of the perineum 1 1 S. aureus 1
Puerperal mastitis 2 2
Sub total 11 10
E. coli 8 1
UTI 11 10 S. faecalis 1
E. coli + S. epidermidis 1
22 20 17 1
Total
90.9% 94.4%
Table 5 Laboratory findings of KBT-1585
Case S-GOT S-GPT Al-P BUN U-protein
No. B A B A B A B A B A
Internal pelvimetry 2 9 5 7 1.0 0.9 9.8 10.1 - -
infection 3 11 10 6 8 0. 0.8 | 10.0 | 11.0 - -
Abscess of the perineum 9 9 10 7 8 1.1 0.9 9.0 9.2 - -
Puerperal mastitis 10 11 9 3 4 2.4 2.0 11.7 10.2 - -
1 12 10 7 8 1.0 0.8 10.0 9.0 = =
2 20 16 10 9 1.0 0.8 11.0 11.5 - =
4 16 12 8 10 1.2 1.7 18.6 12.5 - -
Urinary tract 5 6 7 5 4 | 11 | 09 | 99| 88| — | -
infection
6 15 13 8 10 1 1.3 11.2 10.8 - -
10 11 10 4 6 2.2 2.1 11.5 11.2 - -

B:Before, A: After

TR (R 23 &iC L, RIPMEOHFESK L BIWERT
ROWERED b DRERE Lico REI1LEIH 1 HIFE
M BIEL, 1PIESOERE%E (Table 3), LB
REEKAZ TRRAHE O E. coli (ABPC MitkE) » 3 H
BIRIL S hic, ThoDAMREMEBRRD S b, &
#3 B 5% OBFMTE Y UTL UL H TITd T

MAE-6H (EFI 1, 5, 7, 8, 9, 10) THHE, §
BIAES GERINE, SR, BRERL) TH
')7*:0

5. BEIRAMOE &0

DLk, AAIOBRMERGIET 5 & BERABRRMETE
5 4 IS (80%), EWIERGK2H, SMEBER
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g 35, 2RMBE LARCThYEHNTHY, R
i3 11 IR 1EIESD, 9 BIA%) (90.9%) Th -
Fro 2O X5 CRBEREC KT AAOBH VARG
HERBRCE TS REBMRBETHD Z LICERAL
b EBEbhb, &fk: LT22fld 15,
19E% (90.9 %) BERIDEKRICHBOERTH »7c
(Table 4),

6. EWER
AHORORET X HEAWER & LTIFRT~ED O
2ABCEAD TV, 2055 10 fliC >V TREHT
woFF#sE (S-GOT, S-GPT 1g2), Bitae (BUN,
REGEP) RRFLAD, HRETRERFMRZED
it oic (Table 5),

L. = =

Aok PC AICI3EEE ® Ampicillin (ABPC),
Amoxicillin (AMPC), Carindacillin (CIPC) 7x &ic>
5% ABPC 07 m FZ » /& LT Talampicillin (TAP
C), Bacampicillin (BAPC) 23E#5 L7chs, T ZITiBR%
KBT-1585 i3 L\ 2 4 7o ABPC 7 rFF
FThb, THLHLUERDTRFT y FDXITT LT
b FRERT 5 2 28RV E ST W5, FANIEN
TABPC » LTI 23, T, HHtoMEBREEESL
Ffeo> PC #| & 3iE B Lc RS 2 %,

A58 4E 12 Bic k135 KBT-1585 0o v RIw A
T3 250 mg 1 @i% 58 (ZHER), mMAPREOY—71X
1B T 5.61 pg/ml IELTHEY, ABPC XD %
2EREL, —FH 6B T TORPHHERD ABPC X
PRRELHIB0% LIBESNT WD, T DENEAID
HEEH 500 mg DA, MAPIRED ¥ — 7 {#iZ 250mg
AR 2L B WE L 7 D BIS 21T Dose response 53
AbRT\W5,

FEMRGHE %13 U ERMEIBAOFAIDICRIT B
DRRR~DEENR—FHBEC A5 THEH, FEOR
BRI T2 55 & AMPC?, BAPCY, Cefaclor (CCL)"
R E ERRCBHFMANOBTIILENIR 5 — X TH
Y, 500mg %5 T 1 RKRUBEH P RESSE 5K
BHBEON, EKPAOETDH 3FRefiLUE T 28
MBEDLN TS,

EHEIOBKIGCH THBH, BRNERYGEE, SRRy
fE, FEEIERRI JOURE & YEst22flic 1 BE 750
mg~1,500mg % 3 ~4 EICHEIRE LR, 16
=5, 19PICEZTESIE 90.9% ZIDbiehs, ToX
5 lef & DFRAED HH T LR, IREBOEEFZHPLLE
U REESTFIOBEICTH D Z EBHEND S 225
LIEMTE 5L A Th Do FCRBBETISESA
HEE MR IC D S X SR Lichs, B0 b DI
B L CRAARIROIBRED TRV D EE X DN D,

Z o5 ES BWERIZOWTIE PC RO DAL
BERNSEDRE DS H D, SEOZEHTIIENER
DTV,

X (78

1) #3EEFCFEREFSEIFIHALS, HE
vEv v al, KBT-1585, £, 1983

2) HA M, REARE KELE, AFRE, M
&k : Amoxycillin O ERABHERIC BT 5EIK
JoHo Chemotherapy 21 (8) : 1752~1758, 1973

3) HBERE, AERE, WA &, #BHE ®=: Ba-
campicillin © R ARHERC BT 5 BERBRE
Chemotherapy 27 (S-4) : 336~341, 1979

4 mEE, ARRE, WA &6, KER=: Ce-
faclor @R ARHERIC 3 5EIKIEH, Chemo-
therapy 27 (S-7) : 645~652, 1979
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FUNDAMENTAL AND CLINICAL STUDIES ON LENAMPICILLIN
(KBT-1585) IN THE FIELD OF OBSTETRICS AND GYNECOLOGY

Senyt MaTsupa, TakasHr KasHIWAGURA, SaTosHl ITo
Ryoicuiro Mivazaki and Hirosur UTtsuno
Department of Obstetrics and Gynecology

Juntendo University, School of Medicine

Lenampicillin (KBT-1585), a new oral prodrug of ampicillin, was studied fundamentally and clinically in the
field of obstetrics and gynecology.

1) Transference of KBT-1585 into umbilical cord serum was observed and its concentration reached to above
509 of maternal serum level, and it was also observed that KBT-1585 transfered into amniotic fluid.

2) KBT-1585 was administered to 22 cases with pelvic infections, puerperal mastitis, external genital infec-
tions and urinary tract infections. Good effectiveness was obtained in 20 cases and the effectiveness rate was
90.9%

3) No side effect was observed.



