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Lenampicillin (KBT-1585) o ZLgapEKpIkasT

WA WH-EBRE&E-BRFE &
BAEX-SHMER-EHEE
BRKXEE—IF

H LR SNz ABPC D7 »w F¥5 o /' Téhs Lenampicillin (KBT-1585, LAPC) o iirhis
X OMEHAFPIREDBIE & NBHIREEE X HEERZIE 2 3T L1,

1ADKIBE F LV — VEREIT L BREREB LI KBT-1585 % 500mgl AE A5 L
oo MLFRTYX 2 RERT% 18.0pg/ml & ¥ — 7 1T3& Uiz, BHAPTIE 2 BeRT 11.0, 3 RERT 20.5, 4 B
21.0, 585 20.5¢g/ml & M AIREZ B2 TRREFH, HIREOHSA SN,

7 Bl O EHORR G —BK SRR 5 B, PREGERY: 2 Bl —IT A Lico BRERMLRURYL 5 Fih 4 Bl
2B S aureus BLBI NP WTHIREIN, BRIRANTIIS FlE DBEIHTD » 700 PREGEG
O 2P» HREINTeDIE P.omirabilis L E.coli £ 18T - A HTEIRE SN EHFIEKD
B % B, BRIKAICIIER 1, 2B 1 TH -7

FThbLERRINCIIES 6, OB 1 THEMESS. 7% TH 7

BEWERE AL NI 572,

Lenampicillin (KBT-1585) i3 f&fitk & BRHE
FREVWCHRShEERAD ABPC 7 rF5 9 /T
b5, %6k ABPC 07 rFF v /L LTHREINLE
#icix PVPC, TAPC, BAPC 7z ¥ 3% 5528, Th b
it ABPC 2 fRiop A X ¥ U N ECRIETIRER FIC
BERFHPEERZE LEBOL L2 RTF L TH B 5,
KBT-1585 i3 = DB RREFRHEAT 2 H L g
BboTwd, ZORDBRIABRTT VT & FEEZER
Thrim@Eeric ABPC &7 b 1 vk i@
Ehd, 72 b M VIRKRWT 2,3-T 2 v P4~ L R
HEhs, ThoOREMIARA R ERCIELLFET S
natural substance Th 5V, HFO{LEHER, {LFEA
B Figlorsy e, #FRIT497.95TH 5, FHO
ZefEovwTizAK, BAMSICBEEERR, &
BRAR, HRERR, —REBRRAZLORIASBTED
MNERHELZAHMRRED O TR LT, X2HOH
WREEEZ BB,
RARZORKOHE 23 B h~DHl 2 BRI
RAZEL, ®hsflRpE 7 e kA2 ERLRFL
ROTHET B,
I m&Es & CpEHhRE

L X&RE X0k

RREREE - 3V CIEEE R UIBBEREH,
RIBEGB ¥ L > — UR il L caTik Atk D B T
S8HEH, Rk XOBHRRY TR -7 d LZH] 500
mg ERAKEL, #&5%, 1, 2, 4 BREECRL T

Fig. 1 Chemical structure of KBT-1585
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Chemical name : (5-Methyl-2-oxo-1, 3-dioxolen-4-y1)
methy1-(2S,5R, 6R)-6-[(R)-2-amino-
2-phenylacetamido]-3, 3-dimethy1-7-
oxo-4-thia-1-azabicyclo
[3.2.0]heptane-2-carboxylate hydro-
chloride
Molecular formula : CaiH2aN30:S « HC1
Molecular weight : 497.95

LEdbizl, 2, 3, 4, 5 6B FVYY»LO B
ZERBR LIz, MiE ks XCEHHREZTVTHhd ABPC
LLTEEMELAT 4 AL F A=V ATE W THE L
7=o BISEVX B. subtilis ATCC 6633 ##E@ &+ Bio-
assay $EIZ X - 72,

2. AR

1) MmERIRE

MiEPIREV 1 R5RA1% 12. 2pg/ml B L, 2 FRRA 1%
18.0pg/ml & ¥ — 7 T Lz, 4 Bfiif%icix 2. 98pg/ml
LR Ui,

2) MEHAIRE

REH-FRIRBEVE 2 R R 1% 11. Opg/ml, 3 Refi]#k 20. 5eg/
ml & FRL, MPREZBX 3IREZRLUE 4 BHE
21.0, 5 ¢ 20. 5pg/ml & HIREE & 54t U 6 Ref#£14.0
pg/ml &R L7z (Tablel, Fig. 2),
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Table 1 Serum and bile levels of KBT-1585 as ABPC (500mg p.o.)

(¢g/ml)
Before lhr 2hrs 3hrs 4hrs Shrs 6hrs
Serum - 12.2 18.0 2.98
Bile - - 11.0 20.5 21.0 20.5 14.0
t'ig. 2 Serum and bile levels of KBT-1585 EZIEHID—% % Table 2 1257 L7

M.S,, 47yrs, F., 52kg

T.prot. 7.0 g/dl

T.bil. 0.5 mg/dl
S-GOT 111 Karmen-U
S-GPT 169 Karmen-U
Al-P 9.6 K-A U
GTP 78 mU/ml
BUN 21 mg/dl

KBT-1585 500mg, p.o.

(ug/ml)

_——.‘*~\_\

oSerum
o Bile

2 3 ; é é (hr.)
IL B KK &2 5

1. XREB XS5 E

FRAIS8E 1 A2 5 7 B ¥ CREBRAZEE N L
RIESEEC ARR % 723 SLSRERR O N B % B3 5
BET2IR,»S BROBMS, ke Thote, Kl
TEVEATA AR, BAER, ARG, MESSEE, m
EHE 1P, REBE2HOHTHTH 700 &5 812
250mgx 353 14, 250mgx 4456 BT, IX5HARIL 5
A» 5108, #&58115,000meg 5 7,500mg T -
726

2. ¥IEHHE

WHRHERHREORMEIT LV RDEID & L,

5 BEAFRR DMK, MEMFRFREOERLE L
BRERMELOVTR D5 BUNICED bhBa,

A% ERIEADS b2 EAKRSRE, EXL, R
ft?ﬁ&of:fgﬁ'o

ROFS  ER3EBOS b 1 A KE, FEL,
RetE(LA3RB D B iR E,

2 L VT DERES LV EE LS,

3. ki

1) MEFAZHE

AEFWE AT L7 DB OHRSIC >\ T 3
L, MEERBRE LD 66T S. aureus 445, p. mir.
abilis, E. coli & 16| Td »7z, S. aureus BEVFhiiy
&, P.mirabilis {5k, E.coli WHTdH -7z, B AH
BREEF DR SN ERRIZRD 10 5 10

2) BRR%HE o,

BEBIOEBETT,

fEGI1 C. U, 681, B, HELEHKX,

ERBCRFR, BR, EErkELBREnLDAER
T L, 250mgx 4 2 5 AMBKE L5208
BEHRLTEE, RXD S aureus M L, %
DHBBECIHEBCA 72 RRIIRSBELEXED L
HE L7,

EFI2 Y. N, 278k, B, HEH, BRF

BIRRCTUBRABHC AR R TH - o8, 2 A5
ErLEBMICHEERL, CEX »®&Exh5bi#E
B, YB%2%2L 2 A21H» 5 & % 250mgx 4
TTHMBSES Lk, 5B TREBIINEL, BFE
BRGEBERZ 27z, S.aureus ZRE L TWipSAFER
LYk, BSEYUE LR,

FEBI3 S. T, 28K, %k, HAIKRE,

FLARIE O 475 H 47 % $E 1T L 7= oS 4R A1 26 0 R R IERR 5 U IR
oW EBDI, &K 250mgX 4 %5 BEER Lk,
EREORHITIIRII L, » B RHF, BETERL
ERZR, SBEBEIRD L, BHLHELE,

ZEfl4 F.F,53%, B, THIBERK,

5T 7 A2 & Wi i & B % CBABK L T\ % 53584 6 A10
HE» L FTHEBCREFRERSHA L AR CEKSY, —5
TR % A U IREE 5 W5 5 b & #I250mgx 4 % 7 B
B’E Ui, S aureus i LinAZERIC LY HE
Lo B, BRIEFLIKELE, BHELHELR

ZEBI5 S. S, 58%, %, A% 1EEE,

6RLA»bESE 1M ERE®ES SV RECHEL
T6 AL1IBERT, &%, aBxThvsi 2 &5 L
Ko X DKBERIGEICI » 7=, S. aureus ZHRH L TV
THRIOERE L bk L, P EHETLE,



489

CHEMOTHERAPY

yoL. 32 s—8

(+) yorg d
aeyg (=) parorduny o3equun| L X052 ILN
(++) gorg H
(=) K g
pooy (=) pasoidwll < 310JwOdSIp'PqE L X052 Ln
syiqoa g NA
Buiems (=) a8
poon (=) Po19A02AT SSoupalx or £X 052 uopRq
ured SHUND'S §'S
Ssoupal (=) oueqInisip uowdapyd N ‘€S
poon (=) Pa19A0231 L ¥X 052 .
ured snaunv's 1B[NISEA0IGRId) [[em [eurwopqy Id
PoIoA0DaL ajepnxo JIowm) uo1d3UL punom d ‘e
poon (=) ssaupal Ymoi3 oN S X052
paseasddp . ire
P ured Arewwrepy dojsod L'S
Buijjoms (=) .
paseardsp W ‘L2
pooo (=) Sssaupai L ¥Xx 052 ‘wWda J[ounIny [e1oeg
P3I9A031 ured SHoUND'S ‘N'&
ured =) W ‘89
pooH (=) paseadsp S ¥X 052 uowSopyd [eroe]
Buypms Snounn'g : no
A 3
309330 swisiueg1o skeq ¢ uu\wwmhm_ww “ aseasip aseasip
asuodsay 25102 [B21UID) asen
’pIS paie[os] uonensuIWpPY Burdrapun) snooauy

S8ST-LEM Yim pajess3 sased [eown) Z S[qel




490

CHEMOTHERAPY

NOV. 1984

Table 3 Laboratory findings before and after KBT-1585 treatment

S-GOT | S-GPT Al-P | r-GTP BUN |Creatinine
Case WBC
(K-U) (K-U) | (K-AU) | (mU/ml) | (mg/dl) | (mg/dl)
B 7,500 15 9 7.8 21 23 0.9
2
A 8,500 15 13 6.5 19 9 1.0
B 23 17 3.6 20 11 1.0
3
A 22 16 3.1 20 12 0.4
B 10,200 25 31 10.1 332 9 0.6
4
A 8,900 31 37 7.4 337 11 0.6
B 10,200 22 8 2.1 12 13 0.5
5
A 4,800 23 14 4.5 15
‘B:Before
A:After

fEF6 K. N, 37, &, REEPEE,

6 AI6AED» L THBC RRES S VIBAZLZL, R
BRECHMRSE KL ADERRSB» S P omirabilis %1
HUlko A%250mgx 4 % 7 AR A L CHREKERKTE
R LU P.mirabilis x5k % Bt

T H. U, 418, &, REBYLE,

6 AHE» SEFR»LER MBI, 7TH4L
AZZLBRROBEE E.coli % Bl Lk, &#250mgx 4
ZTHHRSLCEBRELRPAR IR > % B »
zo R°FHE L,

4. EWER

2H bl - THRKEREZET 5 X 5 LEWERIRRAD
L olco AAMERRE OBMIKREEOLEBIC OV
TV, SRIBEBINS L, 4Bl OVTHRTS, Kh
BB EE -7 (Table 3),

I = =

KBT-1585 i3 #i/c it Shiz ABPC o7 r I35y
7THY, HEREARINTE: ABPC 07 2 K35,/
LB STEEL DL, RIBARKEWTT7 AT F
EHEETERH»IZ ABPC &7 € F 4 VICHIKSIES
N5, FARBAKER X - TERH M FREXES
N5HLINBR, EERNTORBBHRRO—ERE LT
FERINREOBH PIRE 2 MAIRE & & b TR
BIE Lo

M OALEHIRET ABPC & LTHAR 1 B R 4%
12.2pg/ml, 2F:MHI7% 18.0 pg/ml & ¥ — 7 T8 Lo,

JEHAIRE O _ERIX 20 BT 2B 11.0 pg/ml,
SRR 20.5pg/ml LM% B HBELTL, L
4 Rk 21.0, 5 ReRtE 20.5pg/ml & EIREE % M,
6 Frft% 14.0pg/ml LR Lz, 1 FlOZORETH
> T BNARIC X » Tl 18.0, FEFrRC 21.0pg/ml &
BUIREEZRL, SILEHTTIEREL LrbER
i bic o THifE L DANEE Shiz, MA Tk 4 Bl
#% 2.98pg/mliciRA Uizo

EfT, RAKFONBHEBBYIE KT 5 ERZH
T 500 7 FlOABRGHE T BIRESR LR
Lo fEGIVIEAER, BAMESEER, WARYE £EF1
BERTERE, MREESSERRE 16 L RBBGE2HITH
70

BERAMBIRG D 5 Flh HERE R LD 4 T
WD S aureus Th - 7ods, FRIOFERIC X TR
FEFT R OB CIRET B~ EE L IR~ ORBER LY
BV Fhbifikznic, A2 M LBk
ARG DOBUC 35\ T b REEFIR OBR & A0 ER
KBD % Bize WERSES L HE Uiz, HEBOES
BRERF DS ERIER L UTHE LISREERFLELL
N7 X<5heEL 5 B ¥ TRk, BRERE
EDPHEINTOBEEEN S,

SREEERGD 2 B> HVxHh i P mirabilis & E.col
BIRD DRI Xt K7 BRIOERE X TEH6
TREMERROZWLEE L BHOBEKSH - TE
EH 7 TREROKE, HEORONLLhTOVHN
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FUNDAMENTAL AND CLINICAL STUDIES ON LENAMPICILLIN(KBT-1585)

HirosHr Yamamoro, Masayosul SHIGETA, HirosHI Jozaki,
Tsuneo HicucHi, Takuji Taco and HipeEHiko SHIMURA
The First Department of Surgery, Faculty of Medicine, Fukuoka University

Lenampicillin(KBT-1585), a newly developed oral pro-drug of ampicillin, was evaluated with respect toserum
and bile concentration and clinical effect for patients with surgical infection. Following results were obtained.

Serum and bile levels of ABPC were evaluated on one patient with choledochal drainage. Serum drug level
was 18.0pg/ml at the peak of 2 hours after oral administration of 500mg and in bile the levels were 11.0zg/
ml at 2 hours and 20.5~21.0pg/ml at 4~5 hours after administration.

7 patients with surgical infection— 2 cases of phlegmon, 1 of furuncle, 1 of felon and 2 of urinary truct infec-
tion. 4 strains of S.aureus from soft tissue infection and 1 strain of P.mirabilis from UTI were eradicated,
and 1 strain of E. coli from UTI was decreased.

Clinical effects were good in 6 cases and fair in 1. Clinical effective rate was 85.7%.

No side effect was observed.



