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Lenampicillin (KBT-1585) D RREMERIC 31F % T

B B-BHRE
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b E WL E BRI AR

Lenampicillin(KBT-1585, LAPC)}x Ampicillin(ABPC)D 7' r ' 7 o /"¢, 4ENTIZABPCE L
THERTHAEMEATH 5o ARIOBERA KR IFT 2 MIC DAk B 5 &, Staphylococcus Zxt
LT 0.2 pg/ml ~>> 100pg/ml, Enterobacter cloacae \Z%f L Tik {12 pg/ml ~ > 100 pg/ml,
Klebsiella preumoniae (5t L Tid > 100 pg/ml 12T, ZhbOEICHT BHE NI & DT
Tehotco EIAAIREIC X5 ABPC OIRNIETS BkMNIST & RHNBATHRD & , ATETIZ
E—7RC 0.4pg/ml LK<, HETEE -~/ 1.4 pg/ml 2B T LB SRT,

FRIOBRRAREITH 575, SMRERGE G (SIS 126], PNERE 13 4, AR5 5,
IREGEEE LIS 1 6, BHEIRTES 1) 1T LAAIZ 1@ 250mg, 1 H 3[E, 3 B0 G2 RAIE
LS, ER 161, Fxh22fl, LB 5 6, |4 PliC THEMERTIL8HBTH Y, FEIRSEE I
% ABPC © MIC it 5% T, KBT-1585 O%hEiE in vitro X1 in vivo 12 CTZEHTH 5
ARSI, $RRENREDRIFE I, ABZMEICH UFCENTS 72 Bbh, &
Bt 2H5IRIL 80% Th -7

FAURSIC X 2 BERZEEMITIZLFE ShFARIEREOBVWEAITH 5 2 LB 5h

7o

Lenampicillin (KBT-1585) (LA#% KBT &) 1%, $#%
PHRAEHEETEFRCE VTR xhx ABPC 007
FFEZ» 7T, ERXDELhTVWES ABPC =27
VBF T » % Talampicillin (TAPC),
(BAPC), Pivampicillin (PVPC) & i3{b% iz n Rk -
TEY, £E~NOBRIGART7 AT FRERT S L
BlEPmi ABPC &7+ b4 viRBIEh, 2hb
ORBEDIEMA S ICARBE R EORRRELHFE
LT\ 5 natural substance & \»bh T 5,

ERFASICRBHOBH KL, BERTREE
THEAMECRETEE L h L, EEtETES,

Bacampicillin

CHRRENRZ 2 0WbhTws 300 Th 5,

SE, bhbhiRFAloERAEL2EROT, BEE
BiCR T 2EBORT 2TV, TOBMEMVERY
WETHIRBERECHEAL, $HIR0H50%2 R Lk
DTXDRMEBET 5,

I EBRFEH LURE

1. SMRERERGYED S OB BHE N

19834 IRFAS ISR & RN 7= SL AR ERIR YU D BB DR HE R
IVHEELI-BEDS b, HEEEDS\ S. aureus, S.
epidermidis, E. cloacae, K. pneumoniae O 4 EDE, *
hER 20 BT+ 5 ABPC OB A% L,

Table 1 Sensitivity distribution of clinically isolated bacteria

MIC (ug/ml)
Organism Strains
0.2 0.39 0.78 1.56 3.12 6.25 12.5 25 50 100 >100
S. aureus 20 1 4 4 3 3 3
S. epidermidis 20 1 4 2 1 8 4
E. cloacae 20 8 6 3 3
K. pneumoniae 20 20
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Fig. 1 Sensitivity distribution of clinically
isolated bacteria
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BT AA LGRS SRR E S S HEER AL
108 cells/ml, 1 B&F 2 A Lico % DRMEE Table 1,

Fig. 1 0Lk Thb,

75 ARHMBETH D E. cloacae, K. pneumoniae |
¥ 5 MIC 13E <, #ETIX 12.5 pg/ml DL B,
HTI1II>100pg/ml XD SNz, —F 77 7 ABHRE
T%» 5% S. aureus, S. epidermidis \Txt+%5 MIC 4
13 0.2pg/ml 55> 100pg/ml IZJA L BB SN,

2. FRROMIE - BK « RIENIRE

% %E 3kg FEOAERMKREIC KBT % 50mg/kg %
ni5 L, BRI, BK EERZERL KBT
BAREZEE Lico BK, REII—FACTR—KRE
OR—fR» 5 1 AT ORKE L, MERFA—-KRE LD
SR O ELIEEAIC X0 Rl L d 0% E LSBT
InBBzEE L, BIEFERMKEREKIT 2>V T
1%, B.subtilis ATCC 6633 X RREE LT HHED v 7k
Tl ot KBT#HEIZ XBH&MEAND ABPC 0f
BB EE 0.1 M phosphate buffer (pH 7.2) 12 THEHE
WaVERL, ThiCXHBEHEMMECIIEELN, T
DFEC X5 R/ MAIERFERET 0.1 pg/ml Th 72,

FREPIREOEIEY, BIERH 1 ST REDT
AT~ —F 4 A7 CREERHK No. 5, H#% 6mm)
FEAL, Rz RIS LoBEIERHEICRD L, #nd
OREFECXDHEESN—~F 4 AZ7EC XV P EL
Fro FDFEVE Table 2, Fig. 2 DL k0 Th 5,

MiEPEEE & RRREEDO Y — 7 3% 5#%30 45 K &
v, FhFh 4.8ug/ml, 1.4pg/ml Z7RL, IZORFA
DIRIMI329.1%TH 7120

—%, BIKREDOY —713i%5%600dh b 0.4pg/
ml 2T, ZOMEDREMEIZ12.5%TdH 10

3. BRIRAk#

19834F, MimFEIRE & it 7o MR SRR YUAE D FE B % X

Table 2 Concentration of ABPC in rabbits after oral
administration of KBT-1585 50mg/kg

ue/ml Serum | Aq.hum.| Tear Aqhum. | Tear
Hour level level level 15':2;[?%) ::;‘g?%)
30min. 4.8 0.2 1.4 4.1 29.1
1 3.2 0.4 1.2 12.5 37.5
2 2.7 0.3 0.9 11.1 33.3
3 1.2 0.2 0.6 16.6 50.0
4 0.7 0.2 0.4 28.5 57.1
6 0.3 <0.1 — - —

Fig. 2 Concentration of ABPC in rabbits after oral
administration of KBT-1585 50mg/kg
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%&iz, KBT 1[@ 250mg % 1 B 3[E, &% 30 45%RA
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X OSBRI EREE TR E S 3 BRLIATHED S
WikiERER 2R L b0 EH(+), K53 BE
T—EOERZERT 5D, KEOERPIHELEDP
72ho, HLLIt4 BN EORSICTAKRLLLO%
22EH(E), 3 B LRSI TERD BL L)
D, H5VIEELEROBEDOBDONEP - bDE
5@% (") &E&)to

FOREETable 3 D B0 TH 5,

SHREBRLRE C TRRBI & 75 - 7o b OVE, S EKLAEIL
B, NERE135), BEEREOBEREL A, AR
Bic X 5 AEEE 16, ZoMmIRREERK 1A, B
BRI OES 1 Pl TRIERRAITH S, ThbHK
BT A EROBNRE LD L, Z3) 15, A28,
25 B, 4B TIL 8B TH »Tto BBERD
14l AR T KBT &5 2 B BIC TEREMON
ENPFZETH 1o cDERE LD TH S

Il ZEBIULE
1. SRSEREREORES S LECHT S
ABPC OB/
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Table 3 Clinical results of KBT-1585 -

Case | Name | Age | Sex g’(;};/ gil:;i::;is E:;‘g’( S_;S:) I(?it:;]a)tion Effect Sfi?eect
1 TK. 30 F 48 3 + _
2 | oK 17 M 67 3 n _
3 | ¥s 2 | M | s 3 N _
4 H.L 43 M 68 3 + _
5 KF. 23 F 46 3 + —
6 M.N. (& F 62 Hordeolum 3 + -
7 | TT 59 M 36 | ext. 2003 3 ¥ -
8 YS. 65 F 46 10 - -
9 NXK. 21 F 48 3 + —
10 | SK 47 M 63 3 " _
1 | KY 47 M 64 3 . _
12 | KW 36 F 40 3 + _
13 FM. 31 F 49 3 + -
14 T.T. 29 M 57 3 + -
15 N.M. 23 M 72 3 + -
16 K.T. 16 F 50 6 + —
17 LS. 42 M 74 3 - =
18 MM 17 M 69 3 + -
19 | MM. | 33 | F | s ::rdeo}um 250 3 3 + -
20 H.L 24 F 50 ‘ 3 + -
21 Y.L 27 F 48 3 + -
22 S.N. 36 M — 3 - -
23 N.F. 13 M 40 3 + —
24 M.N. 15 F 46 3 + —
25 R.U. 18 M 64 3 + -
26 K.O. 51 M 63 2 + -
27 KS. 41 M 68 3 - -
B | KM | 32 | M | e |C<m 250X 3 3 + -

infection

29 YT 51 M 64 3 + -
30 KE. 61 F 40 3 + -
3 S.K. 60 M 75 Lid phlegmone 250X 3 3 + -
32 | Mo. s2 | M | 68 ?;S‘ggsdacm" 250X 3 3 + -
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KBT % ABPC 7w V'3 » 7/ Th 57 ABPC O
DEEEC T AMENZBE LSRR ECEELE
e Ry S. aureus \Zxt+ % MIC 4761 0. 2pg/ml 5>
5 >100pg/ml LR HAAL, ERFEEEDOSV S.
epidermidis \Z3%f LT% 0.2pg/ml 75 > 100 pg/ml &
MIC HHI3EL, FHEEbEDHHh, ABPCOT VY
HREICHT A MENISIZEB L OTRE» o7 E
7= E. cloacae izxt L Tix, #® MIC i3 12.5 pg/ml LA
ETHo, K. pneumoniae \ZxtL Tix 100 pg/ml DL E
Zhbbh, ZnLDS T ARMERICHT S ABPC O
HEAHRIDEVMFTEL LD LIIEbRD T,

2. RROMFE, BK, REARE

RE 3kg FIBOBABMRMAE R I KBT 50mg/kg %%
o511, #0040 ABPC OIis, HBEXK, EHRNIEE
ZRE LB iERETE245L, E—713303CH D
4.8 pg/ml 2R L, LAEMHOR L 6 B Tix 0.3pg/ml &
BIEAREIC T, hEmEGORIFI2BbEl, T1E
KRBT EHS L, ¥—7i3k54% 1Mt —-2 &
720 0.4pg/ml, 6 Bl TIORMZ R T RER T TR
B EH 5 7o —RITHAMEDIRNETOELE LT
FBARKABTOREC GBS TW52%, KBT o5
i X% ABPC DEENTIZ, bhvbhoERIC XhiE
TR ERIFOLDEREbNE,» w720 —F, RENE
TekhbE, 543051 T 1l.dpg/ml &5, 1K
T T% 1.2pg/ml (T TLAREIR L 4 BRI T 0. 4pg/
ml Z/RL, BANET I BRIFTREABRTOE—7
BORERR UBARKSITEEKNRED 7, BKA
BT Y — 7 REDIRE X D FRESIC TRRNTTIE 3 &
DREER LIz ZOXRKIDFEBRNIEEZ, » - Thh
bhs#st L7z BAPC 50 mg/kg & 5BORRDIRME
MiREE? &L L TH 5% &, BAPC ORHENIEEX305H
T 1.4 pg/ml, 1ERIT0.64 pg/ml, 2 BT 0.08 pg/
ml, 3EEfE TRETBED LT, BAPC X b HAHF|D
RIENETORIFRD Z EBEMbNT. ZORMNIRE
DENZ L EELHEERREL S, BAREGEEC L
HRELBEbh, zhid KBT 0¥ TH 5 & RGCIRE
I TIIERANC A Y » P BE EB DN S,

3. BRIKRL#H

19834F MR IZ AREN & S5 - AL ARER R LLAE DIED), T 7%
bbAERRELG], NEXELS, ARRMESF, 2o
fhAREREEE LR 15, SHEIRTER 16, MEGS32H%
%z KBT 1@ 250 mg, 1 A 3[E, 3 AMOKELZRE
Al L, #&S5RERMIIZABIMCT S X SIERLLOE
ZigEt L7,

NERREL2B)C3 T 23R E 25 &, BIF, =%
FLG, B 1BITH 70 SERBETTT B RRIX

ERXEE SN HAEMEO MENREOEECHEET 3
LEDPNDY, AHREHRD LIS THRE TS
RHEBH SN, KBT 1[E 250mg, 1 HIX5 & 750mg 3
AMOKREC L 57 VEY Y v OMENIEERNERE
CESIRD5FREHTED DO LEbhi,

W NER LB+ 2 5hR 255 &, H58 4,
LRFR 3B, S 2 P TLDOEIRIZ6L.5%TH -
Too WEKREIZSTS 2HUEME ORI MiENEES X
CIEHEARECEET 5 0L Bbh s, KBT#s
#o ABPC omiEWNIRE A ERECHTT 55805
LTEATHY, ERHNERIVRRAREIENC
LD OERERMBIINERE X D BT VWh L #EES
hrens, FROCIEAENECT2APEIVENE
EBHIbNI, ZHRERBECERAOZGFCIERS
ho2, WERRETH R 58 RSN BRI
Wb, FEMTD 5 DS ERREC AR B B E
Eto7-0sBbh, BRHEEECTREHM% 3 A
M5 7 ARICIERET 5 L, BOHESEETEH0LTR
i,

KBT ORI+ 515 X 2R 2% L,
SERRE12F)ICXS L 3 BRIDIRE THEMTH » ERIE
106z TH%H=83.3%, WEKEIHICK LT3 BED
BT TESTH - 7RI 8 Bl THFE61.5%ThH
210 —7F5, 3 BEIDKETRLHEMOERISERE
T 16, REREICT 24, Bdbh, ThbHOER
XRS5 HM% 3 B ECEEThEAM ThH -t bE
25N, FECTTHHERECOVWTRSEHRFTOE
b5 EBbb,

—%, BERECHT HRELD L, —RICARE
Yo 12k U CRAE B ORI EKNIRE & RENR
EXEECERT S EEbh5h, KBT 0k5IKL5
MWEROHER TREKNIRERE L, RRNRESS
WZ LT TV b, BRIRAI 5 BliCxtd BR0RIE, R
B 141, %3 Bl THERES%T, RENBTORIF
AR LED THRTSH 5 T LR T ORSD
LRI,

LIRS ERE, AMIRERL 1AICHL, 4
WE OB EI T MBERIREC, #HEIECLE
RIRE & RRAIRBECBIRT 5 & Bbh 543, KA
RrH5 L, RFEOCERYER LcorEERE
B LT3, MZEI00HY, #EIEMTTERTN
%%%%féto

KBT OREFRMERBE TS &, SEFSHICHLE
5141, Buheehl, LLER5 A, KIH4 B TEHR
71.8%Th o700 T DM, ABPC DEEKABEEICH
+3% MIC Sfin 525 L, KBT 0% in vitro X
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hoinvivo TEVTRDOLND I EEZTETELOT, RTH DI DERREIIIET L7 - 7225, WFhid g
KBT OERMRBIESITHERTNEL D L bt BRI SOR L~ EERLZH 5T, KBT i34
¥ REWERICOWTTH 55, AERRNICE VT KBT BYEOEVERITSH S Z E3m5NT,

BIURBEMOEEISEL, IFERNTRETHY, 15 X [N

NREICRIETEE v e Sh, SRBED» & D EEAK ¥ REYATEAFXNEES, HEY

MREIOCHB AL EORMIELH/HLTWE T L Fvo a1, KBT-1585, t£7%, 1983

vi, BRI LoBE, BWERORR DB &7k 2 BEASK, RO, FHE—M Bacampidllin
- - i . DIRFHEIRIZ 351 51857 Chemotherapy 27, S-4

EHHDTH D, ERICRIER ORI =326 THETL MAY, 1979

Ta5E, WThOES S KBT i 52 E <, 4}

STUDIES ON LENAMPICILLIN (KBT-1585) IN THE FIELD
OF OPHTHALMOLOGY

Hirosur Hatano, Yasuniko Basa and Hitomr ONisHI
Department of Ophthalmology, 1waki Municipal Joban Hospital

Fundamental and clinical studies on lenampicillin (KBT-1585) were carried out in the field of ophthalmology
and the following results were obtained.

1. The MICs of ampicillin against Staphylococcus aureus, Staphylococcus epidermidis isolated from infec-
tions eye disease range from 0.2 pg/ml~100 pg/ml, and the MICs of KBT-1585 against Enterobacter cloacae
was 12.5 pg/ml ~>100 pg/ml, Klebsiella pneumoniae was >100 pg/ml.

2. High concentration of ampicillin in tear and low concentration in aqueous humor were measured after
oral administration of 50 mg/kg KBT-1585 in rabbits.

3. Serum concentration of ampicillin in rabbits reached peak at 30 minutes after oral administration of 50
mg/kg of KBT-1585 and the peak serum level was 4.8 pg/mlL

4. KBT-1585 was administered orally in daily doses of 750 mg to 32 patients with eye infections including
25 cases with hordeolum, 5 cases with mild coroneal infection and 1case with lid-phlegmone, 1 case with acute
dacryocystitis. The effectiveness rate obtained was 71.8%.

5. As for side effects, clinical symptoms were not observed.



