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Fig. 2 Metabolism of KBT—1585
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Table 1 Results of clinical trial with KBT-1585
Treatment
Case | Age Diagnosis . Bact. Clinical | Side
No. | Sex Underlying disease | Dose Day Total Organism effect effect effect
(g/day) dose(g) |
69 .
1 Acute bronchitis 0.75 3 2.25 — Unknown Fair None
F
41
2 Acute bronchitis 1.0 4 3.25 | Normal flora | Unknown | Fair -
46
3 Acute bronchitis 1.0° 7 -6.25 Normal flora { Unknown Poor None
F
35
4 Acute tonsillitis 0.75 3 2.25 S.aureus Persisted ‘ Good None
F
5 ® Bronchitis 1.0 7 7 H. inﬂuenzde Eradicated Unkndwn None
M (Bronchiectasis) : . : .
6 ® Acute pharyngitis 0.75 4 3 — Unknown Good None
M Diabetes mellitus :
7 S Acute Bronchitis 0.75 7 5.25 . Unk Good Non
F Acute laryngitis . . nknown, ood e
56
8 Acute cystitis 1.0 4 4 E.coli Eradicated | Good None
F
68 . VRN
: Acute bronchitis s /
9 M 01d pulmonary 1.0 7 7 — Unknown | Fair I\}hne
tuberculosis
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LR, WHXKRFARRITE GRIERMHE
Brs5) T, BREKROSEHE L, '

L. 5 # B
 2pflicEeT, WRERE LTORERED bt
Do, ARG CHRELRVERRES L 5



286 CHEMOTHERAPY NOV. 1984
Table 2 Laboratory findings before and after treatment with KBT-1585 (1)
No X109 @/ . WeC s
B 407 13.0 39.0 6,400 1
! A 400 12.9 38.5 5,800 1
B 422 13.1 39.5 3,600 8
? A (439) . (13.6), (40.0) (5,500) (5)°
B 141 13.9 40.5 6,500 —
3 A 462 . '71'4..8' 43.0 7,900 3
- B 440 13.7 40.5 10,200* 1
¢ A 412 12.6 37.5 6,900 -
: B 471 14.7 4.0 9,900° 1
° A 443 13.3 40.5 9,100 1
B - 515 16.9° 48.5 8,500* 1.5
6 A 515 16.8 49.0 7,100 1
B 427 12.5 37.5 9,300* 2
! A 430 12.5 37.5 6,600 4
, B 381 12.2 36.0 5,100 2
s A 382 12.2 36.5 4,700 3
. B 467 14.0 43.0 8,200 2
A 421 12.7 38.0 7,600 4

+ :Abnormal value
( ):During treatment

B EORGEE E &b TTable 2, 3 7R Lo GOT i
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PRTAVINZVFEBELLLEDLNBALED S
D, EMELHRHEIE#BLILFEEE LY, RErE
Lo
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DREBEREL, I - BEAERECRR, RO LT
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WTFNIBETIHCLEZELE» 57
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DEDEALNDR, REMHOEbOBEP L
EDBREANDLERSBES 5,
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GOT, GPT LROALNAT LizRidh kTR
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X [N

. 1) Sakamoro, F.; S. lkepa & G. TsUKAMOTO:
Studies on Prodrug II. Preparation and Characte-
rization of (5-substituted-2-oxo-1, 3-dioxolen-4-yD)
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Table 3 Laboratory findings before and after treatment with KBT-1585 (2)
Case GOT GPT - Al-P BUN Creatine
.No. (5~40U) (0~40U) (2.3~10.4U) (mg/dD) (mg/dl)
B 24 16 7.2 15.0 0.8
! A 22 13 7.4 16.8 0.7
B 31 30 7.3 8.4 0.7
2 A (55)* (67)* (8.2) (10.9 (0.6)
B 25 32 9.3 - -
3 A 22 21 10.0 11.9 0.7
B 15 12 4.6 — -
¢ A 14 10 5.5 12.6 0.7
B 24 21 11.4* 12.7 0.7
5 A 42* 36 8.6 13.2 0.8
B 18 13 10.5° 12.9 0.7
6 A . _ _ _ _
B 10 3 5.4 13.6 0.7
7 A 14 7 4.6 12.9 0.7
B 19 10 4.6 15.8 0.7
i A 19 11 5.0 20.0 0.8
B 31 36 9.9 15.8 0.9
? A 23 20 9.7 13.9 0.9

» : Abnormal value
() : During treatment

methyl Ester of Ampicillin. Chem. Pharm. Bull,
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CLINICAL STUDIES ON LENAMPICILLIN (KBT-1585)

v#TwaI, KBT-1585 (F14&: A TEHE, 8l
BthE), &, 1983 '

Oroniko Kunii, Takasar Komatsu, HajiME NisHiva,

Yasuo Ono and SHiro Miwa

Department of Internal Medicine, the Institute of Medical Science, the University of Tokyo

Lenampicillin (KBT-1585), a new derivative of ampicillin was administered to 9 patients, consisting of 4
cases of acute bronchitis, 1 case each of acute tonsillitis, bronchiectasis, acute pharyngitis, acute bronchitis with
latyngitis and acute cystitis.

The pathogens were Staphylococcus aureus in 1 case of acute tonsillitis, Haemophilus influenzae in 1 case
of bronchiectasis and Escherichia coli in 1 case of acute cystitis.

This antibiotic drug was given orally at a dose of 0.25g, 3~4 times a day for 3~7 days and the total
doses were 2.25~7.0g

The clinical efficacy was good in 4 cases, fair in 3 cases, poor in 1 case and unknown in 1 case.

As for the bacteriological effects of KBT-1585, organisms were eradicated in two cases (H. influenzae: 1,
E. coli: 1). However, organisms in 1 case of S. aureus persisted. In the other 6 cases the bacteriological
effects were not evaluable. .
- No side effect was observed in all cases. Regarding abnormal laboratory findings, slight increase of S-GOT
in 1 case and that of S-GOT and S-GPT in 1 case were observed.
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