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Ampicillin ¢ prodrug, Lenampicillin (KBT-1585, LAPC) % MRk a3 EYE265 1A L, £ D
REhER B L CEWER 2R L, ERONRIE, TREBYE2H, REMR4LFTD 7 £O
R, T3 fl, BHOH, AR B, EH6HIT, HIEL.2%THY, KEMIIAHR
VT ROERYE 40.9%, A% 75.0% & TROEBREICH T 2 BEEI KD o 70 :

RRERITIL, Streptococcus pneumoniae 4 HlEBIEL, Haemophilus influenzae 16{|HiH4%k
95, WA 26, ALESFITELERES.8%THY, ALE5H (31.3%) O—#kix Ampicilin ik
@ H.influenzae »H#EE iz, E7z, Pseudomonas aeruginosa 1 HiARZE, Staphylococcus aureus
1 5I3%%:, Escherichia coli 1 f5lix P.aeruginosa ~EAR L7z,

EERTIE, BB, LB, AmRBorehCh 15072, WIhbRERIETIE

#L7

Lenampicillin (KBT—1585) ¥ Ampicillin ® ¥ L v» pro-
drug ¢, ft3k® Ampicillin ester ¢& 5 PVPC, TAPC,
BAPCLEXRYD, REMLELTOT AT E FOBRMEK
WheddkicRETEEREL, BIfERORBHAESE
VwZ BB EIh TS,

4mE, =0 KBT-1585 %Atk SOEBREZ ST

BREBRMECHEAL, TOMKLHRS X CEIERZ R,

L, ‘
L &% & B &

X5 1319824E12 8 7> 519834F 6 H % TICUEITHRR
W UABRIAR 2 3213 - PR B R YLE B & 260 T, Bhak
136, F#hIT165%2> 576K, FHIFERMI54.3KTH 5o
REONRIE, TREBYE226] (KEIERELS,
UE ARG S S 6 6, FKRELE 3 6, [EXME
24, BHAETRLAD, dXUAKMRKR4HIT DS 2
(Table 1),

HEREONRIZ, H.influenzae 16f, S.pneumoniae
415, P.aeruginosa 14, S.aureus 14|, E.colilf,
THTHTH S,

IL B % F &

KBT-1585 053 F<Toel, 1B#& L5 &
0.75g5 %, 1.0g 164, 1.5g5BITH o7z, Ecik5H
¥z 7 B2 5438 (F914.50), %5 2134.08 5
64.5g (F15.7g) ThH ot ik, FHUREGHIIMhO
RIS Lind 57,

EESIREIE, BRER, REMRERBRT5RE

A (AMmEkE, Mmit, CRP 2&), BREOHE, &
WX AT RLHRE LTARY, X, A%, ©LFY,
D 4 BRECHTHIE L, SGERFSETIX 1 BIRE
OB, KPHEEOWEELRV LB Z, E-AKMRT
WIS X AR OBER LW LHBELZER LI,

EWWERCBL T, RE, RBZ, HLBRERKR L OH
PRIELR, MR, P XOVSERES &%, KBT-1585 %
5.0fi#%TRET L

III. R E

1. RGEEGSE

Table 1 iZR¥ X 51, 22 FIOTREBELHLED 5 b,
52 pl GEFT, 20), EHTH GEF L 3, 9, 12,
17, 21, 22), 4% 64 GEB 4, 6, 11, 14, 15, 16)
THERE0.9%, AU LRT2.7%TH 7

RAENC B &, H influenzae Vijl5 8 5l (P. ae-
ruginosa (JEf5) &, Klebsiella oxytoca, Klebsiella
pneumoniae, Serratia marcescens ¥ X O* P. aeruginosa
(EH9) CEARR LAE 1FlEt 2 Al &), B 24,
RZE 541 (GEFILL, 12, 13, 16, 19) TH o7, S.pne-
umoniae 3 2 & Hi4%k (FEFIT, 19), P.aeruginosal
BIRE (EGIT), S.aureus 1Pl (EHIL0), E.coli
15013 P. aeruginosa ~@AsH L= GEHI2)o

ERE Y ERRBIC 25 &, 15T H influenzae 13,
REXINRE, WEEE, [EXMESRETHEERSE
VORI L, UEARRAMAEIRTRSHId, bTH
1HIBED LB E T, o4 fITREERD RS
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Nixhr otz TREDOFNINTR DT TIC Ampicillin%
HAMBORERE 2RI THY, RERCHT b5E
s PRERBRRESED THIATHH T LETHELTY
%, ' '

2. SR

AR 4 Flick+ 2 KBT-1585 nfEK%IEIR, ¥ -

% 14 (EBI23), Axh2 Bl (ERI25, 26), RAR1
B GEBI24) T, BXHET5.0%Th 7= (Tablel), 2
KEX 1B S. pneumoniae > H.influenzae DIRE
Ry, 14@IA% S.pneumoniae ThY, & HITEKIRS
ICTIEE LR, o2 AT ERELRIETE LA
foo UTFRESBIC OV TERZETRT %,

I 23:S.1, 30k, B, A& (Fig. 1),

ERBETH » 7, 19824128 13ABT X b fss, &
B, WRSHE, RIAI9H I b F211338.4° C it R TS,
BEETR, 255K, SRELMNbY, B2NEEEY
ZLLHRXBREACETHBCRE Y 2IEMEhi,
FE%RECZE, MEXAFELATES OBRBE &
X¥MWREOREZRZD, AR FREEMEE OBK
CI2A22A 4B AR L, #A%C12H208 X » DOXY
200mg/ H 25 SRS L T\ 7o 03, ARBREE DR X 4
FH (Photo. 1) T3, 20B R RbE D HERL LN
¥, ABreD TTAiZ X v S. pneumoniae & H. influenz-
ae BHyEEh, BRAE LM ELEBA XY KBT-1585 1
H1.0g OROKEREB LA, BHE XY, HEHBIT
HRL, B1983E 1 A6 AN XHMEFHEELREDN
% (Photo. 2) &, BERRBTRTEE LAY,
EHE LT,

DLE, 26BlORFREREYEIC 517 5 KBT-1585 04
BT, ES3H, BEB, ©OBL8H, &6
BITHRNERL6.2%, LB LOELLIX6.9%TH
o7z RBRBEITIZ S. pneumoniae, S. aureus, E. coli iz
EBL7chs, H.influenzae rmﬁ;ﬂﬁes 8%T, 31.3
BH T B » 720

3. EltER

FEEH 1B GERI3), LEEHmES 14 GEFlI4) B
Bohic, EF 3 ORBIIKE 6 BE»SHEL, &5
FUEC XYk LT, E7ER4 OLOBHEIIRE3H
BpLHEL, LORDRERERE LER LIS, %
DICERRIRPBONIL P 570, AL S XU MBRE
Tix (Table2), BEOEMMBS (5,600-2,700) 4t
160 GEBI 1) it&Shis, &5.-4:1!:%;;: DERLL
f-o

7mis, EHI20, 2 CHEBRESHED bR, Th
Z2HlE %iﬁmfﬁﬁfb%ﬁ”i%akxéket%k
btz

V. % =

KBT-1585 (3 0 Ampicilin OFF L\~ prodrug -z,
fE3k > Ampicillin -prodrug T3 % PVPC, TAPC, BAPC
LRI, BRBETT A7 VEBRET, Benc
Ampicillin & natural substance ‘G % acetoin ks
BENB, LkdsT, BICLORMIOBERDE -
EBERRORBEZ X 5o K, FRORERRRS
VXTHLBREEIR AR 2. 0%6; £24KT 3. 3% &, B3R D Armpicillin
prodrug iR ER THBH T &ﬁiﬁfﬁimmﬁﬁ‘BWQ#
ISy &, FANIAHARANT Ampicillin ELTH
A5k, #ﬁfﬁﬁﬁb‘lﬁﬁﬂé@f&@ Ampxclllm prodmg
LIZIERETH 5 LTSN B,

SE, RADHERE Lf@&%ﬁ@%ﬁzmr@mjm
1346.2%Tdh V., FoEEGHE226IT & v THRRIRA0.9%,
‘%’ﬁ-:ﬂﬁix4 BITIIHRNETE. 0% T, AR &;mf\ﬁ;g
RYHEI 3515 B AR OERREH & I BETH - 1,
ZoEfE LT, KBT-15850 MifriBEEIc I, Bk
FRIREESEZ LD, T Ampicilin FHARESR
BiIRE SN, BIAKSE - FREERERETHE0E
AMEFABSELRY Hlns 6 Bl& Th, KiCZOKBTO
HEEH16.7% LBt o 1o T E R EBELBNE, -,

WA R 2 25 L, S. pneumoniaé (Iéu), S.
aureus (1) TR, %hfﬁéﬂ#%ﬁéngM

(140 & P.aeruginosa b’ﬁ%ﬁ‘.bf"%@@, C?U'o

DEBC BT EMEE LV DThw s, | ' Hiin.
fluenzae (1661) TIXRA B D & DELHRL68: 8 / V L
EEY, 3L3GTHADPENTH 570

19734 DIFE, BKk% =l=:ubcﬁi§/l\ﬁﬂﬁwz£wf,
Ampicillin fiftk H. influenzae it & 5 BRERSHEL,
AR ERE & 70 » TRV 23, TERAL I 5 RO
HEAEITED % H.influenzae @%JA;!JJ*?JHL‘CV‘Z: L
whhty, Ampxcxllm it H.influenzae RS 2,
TERBRIE" M ECHREEERMEL 2> TR TV
3, ZOSMEIIKELETLE%Y LBEEh B,
Ampicillin it H. influenzae OEEIIRECHEMTS
BAwsy, Paweorr- Howarbd & @*EOHW?&TO
REITCIR19774E 1. 6/75>r919815f-klfi6 6/‘Ci§ﬂﬂ LT
W5 Ewvwbh3?, ¥, Ampicilin iﬁ]"&@ﬁﬁhﬁik
L'C, B-lactamase FEAEIC X5 2 & 25HHS »» [id ’éh‘tv‘
6 10)

R4 D KBT-1585 @&3hEld 5 5 H.in fluenzde BB
H &7 56 (31.3%) O—#fis Ampillin FilTh
DT ERBHEEND S, 55IH4 BIRR B REEROR
3 - RERBRECH B U kﬁtﬁ%ﬂlﬁ‘é‘iﬁﬁﬂ'@
HBTLEYRE - :Praiaﬁmmmﬁm 833 7 L5
xbhb,
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yOL. 32 S-8
Fig.1 Case 23 Acute pneumonia (S.I, 30y.o0., Male)
1982 1983
Dec. Jan.
1’8 1'92|02‘l2‘22‘3%42‘52[62'72]82‘9303‘1Il 2 3 4 5I (li
DOXYljdmiSSion Dvischarge
200mg -
°c) O KBI-158521 0877 77777777
TTA
38 h
v
BT.37 —N
36
Cough P e
SpOtUM oz —
Chest pain <Z22n
) S.pneumoniae (+) Normal Normal
Bacteriology  H.influenzae (+) flora flora
(TTA) (Sputum) (Sputum )
WBC 14200 5800 4700 5600
ESR 72 70 39 6
CRP 5(+) (=)

Photo. 1 Chest roentgenogram of Case 23 (before treatment)
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Photo. 2 Chest roentgenogram of Case 23 (after treatment)

BWERIZOWTIE, 38, LEIE, HmERRD 2
LR, WEhbIREREIC XY ERLTRY, EE
HEWERIZED STy, {SITiEEsE R 1 41
(3.8%) CHLNIDHTHY, D X > A FliT
T BRFCHELERORERRRRIMEL, FFloFR
PETRIEL TV B,

D
2

3

4)

5)

X [
WILE B AL EBEFESTA AL HRE, T
vHI a1, KBT-1585, £7, 1983
PR, PEEE, WAEAREE, STER4E, |
B#k—e8, M 5L, B4E—: T AGIEK
EXRLE - PHBERBREICS T 5HENAR
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Lenaxﬁi)icﬂ]in (KBT-1585), a new ampicillin prodrug, was used for the treatment of 26 cases with bacterial
respiratory infections orally.

The results were that KvBT—;1585,. was effective in 40.99 of 22 cases with lower respiratory tract infection
and in 75.0%Vof 4 cases»with acute pneurhonia. Four cases with S. pneumoniae and one case with S.aureus
were all eradicated after treatment, but 5 in 16 cases with H. influenzae were not eradicated.

As a side effect, mild leukopenia, eruption and epigastralgia were found in each one case.

We concluded that, KBT-1585 was an effective antibiotic in the treatment of respiratory infections.



