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Bacampicillin %888y, BfREVRRES

IRIL #e80
uRLES L Bt S e
2 SIECPR

B L » K

Ampicillin (ABPC) 1375 LIGEIRM DAL ST, 54
BRI IC L AR AR penicillin Ml& LT, T2 105%D
AZ<BVSHSNTND, EOM, HLLWREKMOMRO—DD
%mELT, ABPC omPiEEEHIHENEASNTN
%, Bacampicillin (BAPC) i3 2D—2 L LTHRANI LD
T, ABPC o ethoxycarbonyloxyethylester & 3 2 Z &2 &
D, MICKET, LM LIFSEANEEY, BEHS ORI
RIFE7Z2Y), WD non-specific esterase DIEM ICL Y MK
AMEINTABPC L7251-8, ABPC #NRLUIBAEND2 ~
3EOLFTREMNBOSNDILDATNS,

2IT, WAB—ARARLSED S ORESMEIZONT
BAPC, ABPC n#i# 11 %8I U, M¥EH DNAREF D hilkE
ERE—AIIDVTHERIT LI, 251, AAB—AHOA
Bt, SRBEICBAPC 25 L1 & 2 DBKR#RE & URITE
BOEEIIOVWTRFLEDTRET 2,

MBE LU HE

1. ERERYMEBE (X9 DI E N DRIE

E & U TEHAS51E11A » SEEFS2F 4 A £ TORMIC,
RRE—NH AR BE OBRIRKH, "E$K, K Oz
DEEFE D & S 1B Staphylococcus au-
reus 21%¥k, Streptococcus faecalis 4 tk, Escheri-
chia coli 23%, Klebsiella pneumoniae 19%k, Ente-
robacter 21#%, Serratia marcescens 6 ¥k, Pseu-
domonas aeruginosa 21¥kIZ DT, BERILERIELES
Bk (RHy bE) 1I2& Y, BAPC, ABPC ORI R
HHEiLiRE (MIC) 2HlELz, BHEEHIZN)T MY
174 3> (k) C—RMELLRHE(10%/ml) =M
Wiz,
2. BAPC, ABPC MREF D11 il & IR Hkift

R A 5 LI1I2DOVWT, HEAFEDRET BAPC &
ABPC %#20HMDORMR % ®E V> TR Uz 2 D ik
E2RELI. 22DBFHBAPC & ABPC (EZ >V
YHTEL) EENENS0mME, 1 ENBFEL2HDK
FHEnTN 250mg ZWARL 1=, FATI0NT ZICHMRL,

205, #51%0.5, 1, 2, 4, 6EMICH4ImM T
DR L, miWIMEL T—20CIRFEL. 1z, HNIR
Bns oMtz TORREAEL, £N—M%E—20C
IZR%F L, ABPC BIEICH LT A 2 MR DRM
217o1-056, BREE ST,

Mk & URPD ABPC NDERIZ Bacillus  subtilis
RBRE L TR Y TEICE o1z, ERAEHICIZ
pH 7.4\— b 1> 7 22 3 RN () 2B,
FEWi2(2 B. subtilis MOFKH1.5X10%/ml IZFEND
EdITU, MMEMOERICIE pH 7.2,1/15M ) >~
MREHs LU -5 (BXK) 2BV, ROFRIC
i3 pH 7.2,1/15M 1) iR # % A\ 1=, %2¥ BAPC
N 5-&i3 ABPC hifitkb L=,

3. BRMRCEEROEE

AKE—NEDAB & & USE R BH DOIFIR IR FE1S
B, ReeMifE 3 B, £0fh 1 FoE17HMIic, BAPC %
ABPC &L T1H1g#b5 UL ZDERMRE LUH
EHOEEICOLTRN L,

BRI ROHIERM L LT, BEERDHREEbIC
RArR LS X RERNOKE, BBk S om kR,
CRP % Y OREBRMDE BN AN D% THR,,
HEEROUBEIASNTH, REXMOTLRIEKIL
DEDONLBD S IZHACRESPIHICLIVBR, BRD
AONIBAETOOER), BEER REKKE LXK
BEnRoonh-1-4% TEH, LI,

BIfERIC DV T, BEEKROHBEDIZ,, KM
1%, FFEREE, WREEEZ CE AL EMICRIETEZ &
ICE>THELT,

.4 =

1. BAPC it h

RABE—NEABRRBED S DEERI AR ICDWT, BA
PC & ABPC » MIC %#l|%E U 7= #&i3 Table 1 0 Z&
<THh3.

77 LGB T3, RE7 F7EKE21% 0S5 5 BA
PC (3 6 ¥, 28.6%150.8~3.1ug/ml T& Y, ABPC i3
4%, 19.1%750.2~0.8xg/ml T, BAPC &Y 2%
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Table 1 Activity of BAPC and ABPC against clinical isolated bacteria (Inoculum size 10%/ml)
Organi No. of Penicill M . I, C (ug/ml)
TS| gtraing | Femicilli 0.2 0.4 08 1.6 31 63 125 25 50 100 >100
3 2 1 2 3 1 9
BAPC (14.3) (23.8) (28.6) 36.1) (52.4) (57.2) (100)
Staph. aureus 21 1 1 2 2 A 2 2 7
ABPC |((g) (3.6) (19.1) (28.6) (47.6) (57.2) (66.7) (100)
BAPC 1 1 1 :
(25) (50) (75) (100)
Strept. faecalis 4 1 1 1 1
ABPC (25) (50)  (75) (100)
1 5 5 1 11
. BAPC (4.3) (26.1) (47.8) (52.2) (100)
E. coli 23 3 3 1 16
ABPC (13.0) (26.1) (30.4) (100)
19
BAPC
K lebsiella 19 (ll‘:”
ABPC (100)
1 20
BAPC (4.8) (100)
Enterobacter 21 1 1 19
ABPC (4.8) (9.6) (100)
6
Serratia 6 BAPC (100)
marcescens A B P c (‘?”)
21
Pseudomonas 2 BAPC . (100)
i 21
aeruginosa A B P c (1m)
() : Cumulative percentage
Fig.1 Correlogram between BAPC and ABPC pg/ml 'C’J)’Jf:o)llltlf'c. AB?C 2 1.6~100 g /ml
>100} « . o oe0 e ERER2L, $M312.5ug/ml UTTHo1, Ih
N X AN
100} xR SO EMOIEBI % & 1= b DA Fig. 1 TH 5,
P . 75 LIS T2, KRE23%IC DOV T 12.54g/ml
g [ ]
” UTOLNEADEL, BAPC i1 %556.3 ag/ml TH2
et DI, ABPC 3 3% TH B, 25ug/ml $TOWLELT
, 12.51  ego xx LIz ABPC 75 7#, 30.4%THBHOIHLT, BA
L83 ° x PC i3 114k, 47.8% THo1 51, BYRBTART
o 31r ° . 100¢g/ml LA LD EERERTH 1. INSORED
L6F o . #HB b Fig. 1 1ZffELrz. 7L 7515198, 1> 570
0.8} e . N29—21%, £ FF7 6L UBRRE21%TIZ, BA
0.4 PC, ABPC &b ITXRINMEMENT, 2>70/X79—D
0.2t 2HRERVTIZI00xg/ml LU EOBERETH > 1.

(@ St. aureus,

ABPC

O Str. faecalis,

0.2 0.4 0.8 1.6 3.16.3 12,5 2550 1005100

X E.coli)

FBIEm TSNz TIIH 2, REND o1z,
Ffo, MEHELB12.5~50ug/ml iZH5—DDIAHY,
ENTNRY D IBHEH1004g/ml LWL ZNLUEDEE
BHEKR TDH o 1=, WEKHE 4 %k Ti3 BAPC #83.1~>100

2. BAPC & ABPC OMREF O Hil i & RepHkit &

BAPC 250mg %PIAR U7 MR A 3% Dl i o> AB
PC iR (3, Table 2 D& 512, WAR30SIEICIZ 3.0~
5.9ug/ml DRENESN, LITNL 2EEMBICE—2
kY, FHHI3 9.0ug/ml TH-7-, LL, ZDHE
BEE IS U, FHETARMEICIZ 2.24g/ml, 6
Eefl1£(3 0.7ug/ml TH o1 Z D& X ORBPEMRIZ
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Table 2 Serum concentration and urine excretion of ABPC following single
oral dosage of BAPC 250 and 500mg
Volunteer Serum concentration of ABPC Urine excretion (mg)
(ug/ml)
Dose Bod Total | Recovery
oay - - - o
Name Age SexWeight 0 0.5h 1h 2h 4h 6h 0-2h 2-4h 4-6h (0-6) (%)
K.T. 37 m 62 0 3.0 4.4 8.6 2.5 0.8 9.1 21.7 121.8 48.7
H.Y. 3 ¢ 46 0 5.9 9.2 9.8 2.7 1.2 65.8 33.5 99.3 39.7
B;:C S.K. 22 f 5 |0 41 5.8 87 1.4 0.5>| 103.0 6.7 149.7 | 59.9
mg
Mean + SD 0 4.3 6.5 9.0 2.2 0.7 87.6 36.0 123.6 49.4
1.5 2.5 £0.7 0.7 £0.6| £19.4 + 9.7 +25.2
Y.S. 2 m 73 0 8.0 9.0 13.3 4.0 1.2 70.9 108.1 17.0 196.0 39.2
BAPC|T.T. 26 m 51 0 14.8 16.8 7.8 3.0 0.8 202.5 50.9 10.2 263.6 52.7
500mg 0 11.4 129 106 3.5 1.0| 136.7 79.5 13.6| 229.8 | 46.0
Mean = SD
+4.8 55 £3.9 £0.7 +0.3|+93.1 +40.4 + 4.8| +47.8
Table 3 Serum concentration and urine excretion of ABPC following single
oral dosage of ABPC 250 and 500mg
Volunteer Serum concentration of ABPC Urine excretion (mg)
(ug/ml)
Dose Bod Total |R
ody " _ ota ecovery
Name Age sexweight 0 0.5h 1h 2h 4h 6h 0-2h 2-6h (0-6) (%)
K.T. 37 m 62 0 1.6 2.4 2.5 3.2 0.9 17.6 19.5 37.1 14.8
H.Y. 36 f 46 0 1.6 3.6 3.0 1.7 0.8 13.4 21.6 35.0 14.0
ABPClg g 22 ¢ 6|0 o0 0.8 35 39 1.0 7.1 30.8 8.5 | 15.4
250me 0 1.1 2.3 3.0 2.9 0.9 12.9 24.0 36.9 14.8
Mean £ SD 409 +1.4 0.5 +1.1 0.1 =+ 5.0 +60 | +18
Y.S. 2 m 73 0 0 0 1.8 4.6 2.1" 2.7 61.9" 64.6 12.9
ABPC|T.T. 26 m 51 |0 13 43 9.2 55 19| 387 126.0 164.7 | 32.9
500mg 0 0.7 2.2 5.5 5.1 2.0 20.7 94.0 114.7 22.9
Mean + SD
+0.9 +3.0 +5.2 0.6 0.1 +25.5 +45.3 +70.8
% 7h and 2-7h

Fig.2 Serum concentration (1)

(n=3)
104
E
S~
B0
2
s
5
55
=
]
(-]
5
E
> ABPC
i 250mg
0905 1 3 i 6 hr
Time

2 B¥fl & TH%66~103mg T, 6 BERITE F TIZ100~150mg
E2KND40H 560% TH > 1. [Bl—Al=HHt ABPC 250

mg ZNARL 1= & & D i HiREIL Table 3N &LS12, 30
FEIIIKIERETEZVLOLHY, 263 1.6ug/
ml &8, 1603 1 BEMIT£IC 3.6 g/ ml DE—D & 723
N, o2 Bl IR LT 4 BEM#£123.243.9
pg/ml DE—2 &1, LML, Z0fEiid BAPC »
WARBE D3T~45% 12T E e o1z VTN 6 BERITL(C
i3 0.9#g/ml Bk I & THA LTV 1z48, BAPC (2l A~
DECCHBEISHFREINT O, ZOBE DRk
I3 2R5MI% E THI8 ~18mg &<, 6B¥MIE T L3S
~39mg T, £KD#15% LBH TARVWRTH 1. BA
PC & ABPC 0 250mg %ARFI U 1= & = M ikE DT
BENORFRFHB 2R 35 & Fig. 2 O&S5i1223,
BAPC 500mg #MBRU -2 BITi3, MEZEOMIcEL
DU SENEF LN, WIR305 %, S HEaE» AB
PCREHNE SN, 1Hi38.0, i3 14.8pg/ml L7221,
A4 13250mg ) & = &~ EIREIC 2 BER1%1213.3g/ml ' )
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E—o&o1ns, th#id1RMIRIC16.84g/ml DY
=T, 2BsM%I27.8ug/ml EHML TN, LML,
4 BEMIR 1 S (3T H TLLBAGE HAE S 1, 4 B5M3.5,
6 B 1.0 4g/ml & 725 1=, BAPC ) 250mg & 500mg
D HIRE DM IZIZET 57 IC dose response HIESH S
Nnfz, Rebdeitt i KEMGH 4 M E TOMICHTEY,
6 BsM £ TN 340~50% T > 1=, ABPC 500mg
OHMTIS, hPiREDOLAMENT, 1HTIZ2HEM
EHASHPICMIITE, 4BM%IZ4.64g/mlDE—2
NSNS, fHOFTIZ 2BEMHEIC 9.24g/ml DE —
7ot RepPEitikiz 6 6¥M F TIZ65~165mg &
2K N13~33% &2\ R TH->1-, BAPC, ABPC
500mg P ARES O M P iBE DAEBFAOHERS & 2 IR U 12
DhHf Fig. 3 TH3D., ENETNOMKIC L %K ORI,
B — DD/ Y — U MB BT LERBZI LD HLDOTH
%,

Fig.3 Serum cocentration (2)

)

=) ABPC 500mg

BAPC 500mg
15

—
o
e

o
N

Serum concentration (ug/ml)

0051 2 4 6 7hr
Time

3. ERERZNR S RIfER

KRB —AMDOABE - SAREEOWRBEYIES & U
REERAFE 72 & DI MIC BAPC %255 U 72512 Table
4DTLLT, UFNBHTIFZTOETF 6B, KF115)
DFVTIBITH > =, WPIRIBBIE TI3 R IR LM
WHLE, MRS EOERKBERTDLOMBIESL,
BREOHASHTHo1- bDIZLKH L, 51, BA
PC nfiEiiz1 81 g ARSI T, BERKED2H

I21.5g #MAL, 2EMEEMTH 108, LI
10~218 M, FVLDTS6EMMEA L 1= BAPC AR
IHERMEDNT DI L DAL WD > 1.

IR BBYIED D 5, Wik 4 #Ti3 BAPC 14~28¢g
DRBICEVAEZ2H, LR 1F, "N HFHATH-
fro SOOI Klebsiella 12 & 2MEKELRIL
fONTH 1=, NELILME IS 128 S h Mtk
Eouson 248X £02HTIZ, 21~56g & KM
ALY, BREROXENEBTHEHTH 1, 3
SICKIAE X LFTIIEEPD Haemophilus 131K%L
1=9f, BMEKXDTELRXLINRIZIZES RN 12120,
CHME U, &1, KEIMLHREONI-RBIEMR
HILMNERTHEHTIZ, HMEEOXBEHSNi
Dol MEENRY ELUTHETREE LT, SRR
$3F, SHMKL2FATIIVTNOLEDTH 1=,

SHARKAURAEEVEAELIRIEME LI L 27g
BUN, BERHWREHETIIEHNEETH -,

RSMRURIEED 3 FTIZ, BEEMBED2HTIZT~
I g NEATHYMTHY, MIED1MIIS g &>
12hf, POFHTH o1,

bOUOLNOFERLIITFICOVWTA D E, H1IA
COREHIF, EH1F, HETHEIATH 1=, R
EHTIIMAREKED 2 F, {LRIEL > HERM 1 H, XK
B2H, NETALRIFNEHTHY, RET KUK
W, BE7RIEKE, "\E714LRICELDE]1RAHOL
HWT, 7L 7> 15N ENTH 1=,

HfERELTI2, 1 FITARXTIRMEZD ShiziImiz
i3, BHDHRERERA-LDII M >1-, BERD
RERXM% Table 5 (FT L7145, 2 Mz GOT, GPT
NREFANEZEDHSNI=, LhL, ENDS5501 itk
MDSEHLERLTVRRLDTH 1=,

E ="

BAPC (3 ABPC ) ethoxycarbonyloxyethyl ester
THY, Wh T3 ABPC 200D ER->TERT M
EWHTHD, KHIIMIZEET, AEEMERLES
THIENTE, RBMEMBVWZ LM STT O AB
PC iRFEHT ABPC MAREF D 2 ~ 3 Z12 72 3 L b T
3,

SEKRZ IAKE—ARBOARBEN S B N1-E
¥IZDWT, BAPC & ABPC 01 # MR = 10°/
ml O MIC CRIEL TH 1=,

75 LIGEEKE DS 5/E T K VERE214% T1320~30
%h812.54g/ml LI TORSHIZTEY, BIKE4KRT
L50%IZT ER Mot LML, TNSOMMIZIZI2.5
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Table 5 Laboratory findings of patients treated with BAPC

Eosinophilia

Al-p

148 137

75
80 85

81

77

89
76
62

62

64 64

100 85

114 150

65

69

110 90

50 50
60

47

94 105
85 84

LDH

188

160 165

160 215

160 154

170 175

160

220 208

170 170

182 160

160 100

145
180 155

131

162 160

170 160

535 595

153 120

GPT

33
30

47

25
19
25

25
14

15
12
50

25

78

10
19

30 20

13

10

21 3

4

10

17

10 25

79
17

31

28

oT

43
30

37

37

30
23

28
31

25
20
57

82

15

15

17

30

22

10
35

14

35
30
35
82

20

u

25
13
30

25

T. Bil.

0.4
0.7 0.6

0.5 0.4
0.4 0.6
0.9 1.0
0.7

0.7 0.8
0.7 0.8
0.6 0.8
0.4 0.3

0.8 0.4

0.3 0.5
0.3 0.3
0.4 0.7

0.5 0.4

0.6 0.4

Creat.

0.9

0.8 0.8

0.5 0.7
0.7 0.9
1.0 1.1
0.9

0.9 1.0

1.2 1.0

0.7 0.7

0.8 0.6
0.7 0.7
0.6 0.7

0.7 0.7
0.7 0.6
0.5 0.4

0.7 0.6

BUN

11
14

14

19
16
17

13

14
13

1
13
15
10

13
13

15

9
14
10
13
11
16

16
13
13

11
22

P roteinuria

+

CRP

1+

2+ 2+

1+

1+ 1+

1+

4+

2+

S

43/77
12/35

10/20
13/58

26/49
16/44

8/44
19/51

3/9

7/20
2/9

8/26

9/28
4/10
25/68

16/38

3/m
74/95 72/100

717
26/58

11/66

7/19

7/18

W B

7,700
6,100

8,100
8,200

9,800 12,400

6,000

16,400 10,700

7,400

7,900

9,200

6,700

9,100

15,400

6,900

7,500

8,

9,300
8,300
8,600
5,800
86,500 75,000

Case

N.

< >SETOMDKENM

mXESEMXmXEY

b : before a: after

~2B5ug/ml DLO Pa By, AP REE LS LD
LHBIIRBLDLH DR DN, DILOANST
> 1BBHISLE MM D 7 1 R 71T & DEEIER
T3, :n66380~90%m'i193‘05')f:.” ¥r:,
SITIMM TR e fz08, LBIEL » KN,

W e R 72 &1243 0.2 ug/ml A F & WV > 1= FEWIZT
SNrAMON®SdEnbATEY," BEKICHN
NHOINSOMMIZE D LDIRFAHEALTL
.

75 LGN TIZKMM23# D > 540%556.3
~12.5¢g/ml THAHIZTEY, JL T X157, 1>
FONRI9—, €3 FTRESURBMIZIIZLA
CHMOMBH SN eh>1z, bhbhDT 1R
BEICLDHMTOKMMNE5T%, 7LTST7D6
%, L7079 —, £7FTDI5%RIkH®ZT
METHDICTEL, I,

BAPC (M5 0) non-specific 7% esterase (Z
SUMASRENT ABPC 123 3NT VLA,
BAPC 20 bDicb ABPC 11 RIEBRHES 5B K
T, BEAYELWL MIC oot nitid
ABPC &W b3 <nr-linbvnu®H -1,

BAPC #fRLI-& =@ ABPC k%, [
—#%HWT ABPC nEn &t L1755, ABPC
VLEMp SELRPRENMNG SN, 2MEKIC
ABPC D2 {85t —2 &Y, 48Nk T3kt
geym\ L mP ABPC ENBSNTVS, fz&A
£, BAPC 250mg OAIA TI3E— 27 $9.04g/ml
L7y, 4BEPE L 2.2¢g/ml HIETHY, 500
mg DRARICED L E—271313~1Tpg/ml, 4 B5MlE
b 3.5ug/ml £72>TW3, 1=, BAPC & ABPC
DRRIC L DRI, PEBD /(9 — > HBAEII KK
—EL TV 3 DHMRKEN,

ZhomFikED FR > T, BAPC n Kb
i@ & AR D50%iE < 7Y, ABPC #15% ikt
NBEIFEITREH>TND, TN EhsRERIEE
IR EKICARLEMII LD LB bN TS,

BERFUIIITEICER L 12AS, FAF, veH
Zh3m, m2h1M HETHZATHY, FEHICR
HBERBRSBO NI, < ICEERBRYES
SURBKEESES, SEAFILRICITI10%EHT
Y, RREFITIIKRE, LRiEL > Kkl
REBICLDODICHEMTH o 1. BHEIFIR L
FETIIANE7 1LV RALUSMIRRE DA S h iz b
Lighot=h, BRHBZOULOCEDRMNEN 1,
122 L7y 27 DEL TWREX L FINERD
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BIfER & LT3 1 BUIC AKTIRAME S S fellihi2id
REREOMAOP CHICSVERIZL<UD SN H -
. BEARRERMTYL, BITUAMBINTIZ2AICGO
T, GPTOREDOLERMEDSNIICT ERh 1,
ABPC IZIR 7 LEASNI-MERT LE<EFE R LD
KRBEVDNTEY,Y TNSNILAEATBL,
HRLERTHD L HUaNS,

Bacampicillin (BAPC) 122\ T, X8, EEKSY 7%
R 2ITW, 2¥DLS RSBSOS,
1. BAPC H#&O#i ¥ 5113 Ampicillin (ABPC) i MIC
12004 3A, ABPC LI3RREIFDLAOTHD. LnL,
RHET7RIKED 30%,. WRIKMD 50% »f 12.5 ug/ml
LIF 0 MIC Di3h, AWED40%556.3~12.54g/ml
HBILTEY, JL7215, Tr7ans—-, 5
F7, BRENOKESD MIC H100#g/ml LI LETH->
1z
2. BAPC, ABPC 0 250mg, 500mg % ZHn FH cross
over CHRA L 7-& Zmm ABPC ift1% (32, BAPC Ti3

mg T 9.0u4g/ml, 500mg T 12.94g/ml DL —7H11%5
N3, ABPCi3#Nn¥n3.0, 5.5ug/ml&1/2UTT
Borl, 21, RbHEHE L#50% & RIF2ERETH
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LABORATORY AND CLINICAL INVESTIGATION OF BACAMPICILLIN

YOSHIO SAWAE
The First Department of Internal Medicine, Faculty of Medicine, Kyushu University

Laboratory and clinical investigation was performed on bacampicillin (BAPC) and following result was obtained.

1) MIC of BAPC was nearly equal to that of ampicillin (ABPC). To some organisms, MIC of BAPC was a bit bigger
than that of ABPC.

2) We compared serum concetration of BAPC and ABPC by cross over method. Peak serum concentration following
single oral dosage of BAPC 250mg and 500mg was 9.0ug/ml and 12.5ug/ml, respectively. Peak serum level of
3.0ug/ml and 5.5ug/ml was obtained after administration of 250mg and 500mg ABPC.

3) We treated 13 cases of respiratory infection, 3 cases of urinary infection and one case of another infection by
BAPC. Dosage of BAPC was 1g/day, 5~56 days or 1.5g/day, 2 days. Clinical effect was effective in 11, slightly
effective in 3, ineffective in one and unknown in 2.

One anorexia and two elevations of GOT and GPT were observed.



