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BREMAMRICH1T D Bacampicillin DR - BRRAIMET

AREEX - BHR¥EK - FLFVF I R

FrMAE AR R
Bacampicillin (BAPC) i2#f LLRELIIHAK~R = > ) > T, THONITKINE 1, MKIWESNT ABPC b)), 4tk
Ampicillin (ABPC) N ZZ 7 L{LAWTH 3. MTi2 ABPC & LTHMERESSHT
ERIMICEKE TIRBMEN®OT, ABIZE YWD £33 4l FMOBMESCAD 01, 2~ 3 DEBHY%

SUILKKIMEEITOME2ER
1=DT, UFICENSDORKER
(20 strains) LT 5.

Table 1 Sensitivity distribution of S. aureus

/ml
D rarm =0,19(0.39/0.78|1.56|3.13|6.25|12.5( 25 50 =100 X BT %
rug
1. BRIEMIERE,STHEL
ABPC 3 1 2 1 7 2 1 3
- 3 N ! 2 . 3 ) ] 2 7= S. aureus 20 %icT 3
e v ABPC 21t %, FAHEMHIC
& V) BRI REFORREIC
E-oTRELT:,
Fig.1 Serum level after administration of - ; .
BAPC and ABPC 2. ¥R AIZ BAPC 500mg (Afli) % 1E#&0O#k
(500mg p. o. cross over) 5L Tihis orag i # R L 1z, [#§ICABPC
pg/ml 500mg (Ffli) FAMBEO M BEEMEL T, cross
10 over IZTHiN% LML,
3. HERMKR (4KE 2.5~3.0kg) IC 50mg ( F71)
/kg ZEEOHXS LT, MEKNRENHMEMSZRE
L1T=o BiBEKMIRIED peak BrICAHERKZIEH L T, B
5- RAIRE & REL 2.
4. mMPiRES & UIRERNRIENE I, B sub-
tilis PCI 219 #RER L THBEEH A Y THEICE -
fze REKDOFHFRE S UREMBROMENIZIZ pHE.8 O
phosphate buffer ZH\ 1=,
T |. ~T T , . "‘,.:-'1-"
121 2 4 Bhrs 5. Rkifi®
Table 2 Serum level after administration of BAPC and ABPC
(500mg p.o. cross over)
our 1/2 1 2 4 6
D
No. Asg:; 8 BAPC ABPC BAPC ABPC BAPC ABPC BAPC ABPC BAPC ABPC
1 20 F 2.6 0.32 9.0 0.8 6.5 2.2 1.2 1.5 0.3 0.9
2 20F 5.8 0.73 10.8 1.1 2.9 1.9 0.73 0.9 0.17 0.3
3 20 F 2.2 0.22 8.0 0.5 7.3 1.8 1.0 1.0 0.3 0.28
Average 3.53 0.42 9.23 0.8 5.57 1.97 0.98 1.13 0.26 0.49

( p#g/ml)
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HMRMYAE I L T, BAPC # 1/ 250mg, 1H
3~4[30.75~1.0g 2P9AR, RWHii2 1 B 500mg
154013 2.0 25 LT, BRDRERNLR,

8, ABERICIZEND 0.5% ABPC Kl DN
BREHHLK,

x B RN

1. S.aureus <

ki3 Table 1 ISRTTEL TH S,

S. aureus 20¥ki3 ABPC 0 s0.19~ 2100 ug/ml D
VRSB ERLUT, S0.19 xg/ml (3 %,
15%), 3.13 pg/ml( 78, 35%) & & U 2100 xg/ml

(3%, 15%) CENENSHOWLERL . FERICM
#EUR PCG LU DMPPC OREMFHE KT D
2, PCG &332 ZED M %7rL, DMPPC T &
1.56~3.13 ug/ml O FVLEWHIC—KEDNTHEDH S
bLT, ittkizasnizho1:,

2. miReE

MR A 3 &OBM%E Table 2, Fig.1 IZTHRLI .

BAPC (3P U T26BEMI{£1C 2. 2~5. 8 ug/ml, F¥)
3.53 ug/ml DMPIRE %KL, 1B65MH{EAT peak {HT
8.0~10.8 pg/ml, F¥] 9,23 ug/ml IZEL TV, LU
I3 2 B 5,57 pg/ml, 4 BRRILARBIZREL TF
¥70.98 xg/ml, 6 BFRIFR 0. 26 ’,ug/ml T#H> 1=,

ABPC T3 peak i3 2 BRI >T 1.8~2.2 ug/
ml, ¥ 1,97 pg/ml %KL, LAL#EL T4 BRI
1.13 pg/ml, 6 BEREIFRE) 0. 49 pg/ml TH -1z

BAPC, ABPC Wi#l% lt#d 512, BAPC Om+ i
i3z ABPC IZHART LY TAPMNIC peak 1IELTH
Y, £EMEEZ L ABPC SWBVLIREMASNTH~
2B5R T 2.82~11.54 {EDEEERL, peak B T3
4.69 IEBVIRETH 1

3. BRABIT

1) RIEABAT

B2 ~3BOFHETH > DL I(Fig. 2).

BAPC &0k 51, KRMATE KNI 1B RE%KIC
peak f& 1. 62 p#g/ml (T L T, LAE#RL T 2 K[
1.02 p#g/ml, 4B 0. 44 pg/ml, 6 #3F 0,10 #g/ml
T&H-o1lz

ElEE I RIE U - P i 13 1 BEE{%AS peak T 12.6
pg/ml &L, 2BERA 7.45 pg/ml, 4 RERICI3REL
€ 0.74 pg/ml, 6BEMH 0.15 ug/ml TH- 1

Bik / Mifitti3 12.86~66.67% T, 1KHI0 peak
B ENL 12.86% TH-o T

2) HRARAEPIRAE

Fig.2 Aqueous humor and serum level
(50mg/kg p.o.in rabbit)

ug/ml
12.6
Hour 1 2 4 6
A/8% | 12,86 | 13.69 | 9. 46 | 66.67
104
Omem0 S erum
e---e Aqueous humor
7.45
54
1.62
‘.‘~-
0.15
. —_— S TTeeeeseEs 0.10
1 2 4 6hrs
Fig.3 Ocular tissue concentration of
Bacampicillin
(1 hour after 50mg/kg p.o.in rabbit)
5 10 pg/g or ml
Lid ] 8.51
Conjunctiva ]8.08
Extraocular 17.94

muscle

Cornea r  s5.15

Sclera | —— 1)

Aumer 108

Iris and body 1 5- 52

Lens : 0.72

Vm;oul 0.1

TP Ll m—

Optic nerve [ 1232

Serum J13.4

KEICHEDO 514 1 BRI 1T 2 REMKAINE L Fig.
BIIRTTELTH %,

BRAR 8.51 ug/g, BREEIK 8.03 ug/g, SMERAS 7.94 ug
/g EBOVLISATIRIE &L, HIEL 5. 49 pg/g, AR 5.15
ug/g EDOT&, SMEHMEICE<BITTEZ &5
N1z, BEERNTBTIZ, MWHEMKICIE 5.52 ug/g TH
BOEIRENLED SN, WIS 3. 57 pg/g, R
2.32 pg/g DHATIBEERU Tz, KA, BEKICIZE
BETH 1=,

4. BRAKRLAE

fEf)i3 Table 3 (2392661 THE G5 &3 I XTHIIT
b Lt
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Table 3 Ocular infection

No. Age Sex Diagnosis Eye Organism
1 40 M Blepharoconjunctivitis R, L §.epidermidis
2 6 F ” R,L S.oureus
3 28 F External hordeolum R S.epidermidis
4 68 M ” R ”
5 31 F ” L  S.aureus
6 42 M ” R ”
7 5 M Internal hordeolum R S.epidermidis
8 48 F ” L  S.oureuws
9 49 F ” R S.epidermidis
10 22 M ” R GPR
1 22 F ” R Anaerobic GPR
12 27 M ” LS. aurews
13 50 F ” R ”
14 18 F Lidabscess R S.epidermidis
15 55 F Chronic dacryocystitis R  S.oureus
16 72 F R Anserobic GPR
17 4 M ” L Strept.
pneumonice
18 38 F Corneal infiltration R S.epidermidis
19 27 F ” L "
20 8 M ” R  Str.viridans,
S. epidermidis
21 49 F Corneal ulcer R GNR
22 66 F ” R "
23 26 M ” R GNR,
S. epidermidis
24 11 F ” L GNR
25 8 M " L  Str.viridans,
GNR

26 35 F Orbital periostitis L S.epidermidis

ZOWRIG, BIERE L 2 B, SERbE4 B, AR
RE7 6, IRRGARG 1 B, MBiEiRFESE 3 B, A3,
ARRES B L UIBEREL 1 6ITH 2,

MB®I S. aureus, S.epidermidis, Str.pneumo-
niae, Str.viridans N7 5 LIG1EEKE, GNR, Anae-
robic GPR 2 ¥ T&H - 1=,

PERZNE (2 Table 4 ICTRTTEL TH B,

IRBgRERE 4212121 B 250mg X 3, 5 BME 3.75¢
ENRELHTHMTH >z, SERMEICIZ1Hlg 5
~6 BHIC 5.0~6.0g % 5L T, 1#%E%, 2618
%, 1BICCHERMOERTH D, NEREICIZS~TH
FiC 3.75~7.0g %5 T, 5BUCHERTH 1. IRIRIR
EIZIZUH 1 H500mg X4, 72.0g 25 BR%S, &
KOBBEATNS1 H250mg X4, it 1. 0g L
THE 15.0g ZHME Lo, REIIMHED, EELTH
MR L1,

WEIRBEAIZI36 ~T7 BMIC 6.0~7.08 2|HLT,
2 IS IR > DI IR 2 KB & 72 > TV B,
AR 7 BMIC 7,08 EABELHT, 2MIC
MMM DMABH H Sz, MMIREIZ S5 ~108 M 5.0
~10.0g 4X5-UI-#R, 3 HlIZiREOMHP LN B SN,

AMEE LD LTk, EELTLS,

IREHMAI2 2 » WIS SERDE W, EMHDH >
foo LERBO SRR, IMAR S IRERZHEIZ 16mm TH B,
M-R 13X16mm, M W-R(—), Mt 20-64mm, B
BRI 12,000 T, BIMERESHLTHE, EMEARY
513 S. epidermidis M E 1, ABPC REMEIZ(#)
T#H->1, BAPC 116 500mg, 1 B 4B} 2.08 2R
BelLor-&ls, BEEEKIIHABELT, 78
TIZ 14.0g 25U TERKIZIZEA LIKERL T,

HIfERELT2260, 1H 2.0g 501 MAICKK
TiEEAEDIN, REREEMTIIEIZEVIRE S
WHTEI:, ZOMBTLLF—RIGIE 1 AL, RE
HRATE NI EFOI - WEEEERE T, GOT, GPT, Al-p
LU BUN ICREEERLIZLD LM ST,

L E DKM E —IEZTR L b DA Table 5 TH
%,

226000, Exh1, A28, YL OHE%S, X2 T,
2%, AL bt TN, AHEB1%TH-1-.

* w

L, ABPC D84k TR OKE5 (& VIRIRA R
T, BOLPIRE, EENBRENASNDI Ca2BRE
LB RZ2 ) Y RORRSREANTVLS,

BAPC L #MD—>T, ABPC DI R 7 LILAHWTH
D, EERAICTASIMENT ABPC & U THHEE
RAERTLOTH B,

FLIL 3 A K| D IR FHERRICFH 0 12 80 IC X BENRET 2 M A
ROAT, BHRRILEICHT ZERNFMETo 0
NDTH3.

9, BRKSTMD S. qureus 205kDRZHEERET
%12, ABPC ® <0.19~ 2100 ug/ml DLV %R
LIzbDTH o1, FICEIAH S. aureus 40%kDABPC
REEEFN BRI ENITY 0.1~ =100 xg/ml i
< HUT, =0.1 pug/ml i27#17.5%, 6. 25 ug/ml
1216¥k40% & & U 50 pg/ml 12 6 #k15% 053 > T 3 &tE
SHERLTEY, BRFCKR#EL PCG LEUDIH
ReHhsLDlz,

SEID0KICHITZEMTY, JZTUTEML R
ZHNY = BHRONIZLDTH D,

KiZ, A O M iREIZDVTIE cross over DIRET
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Table 4 Clinical response

Bacampicillin

No. Diagnosis p Side effect
Daily dose (mg) Days Total dose (g)
1 Blepharoconjunctivitis 250%3 5 3.7 + -
2 ” ” 5 3.75 + -
3 External hordeolum 250X 4 5 5.0 + -
4 » ” 5 5.0 + -
5 » ” 5 5.0 + -
6 ” ” 6 6.0 + -
7 Internal hordeolum 250 X3 5 3.75 + -
8 » 250 <4 7 7.0 + -
9 4 ” 7 7.0 + -
10 ” ” 7 7.0 * ~
11 ” ” 7 7.0 + -
12 ” ” 7 7.0 - -
13 - ” 7 7.0 + -
. 500 %<4
4 L idab: } X + i
idabscess 2504 5 10 15.0 Anorexia
15 Chronic dacryocystitis 250 <4 7 7.0 + -
16 ” ” 6 6.0 + -
17 ” ” 6 6.0 + -
18 Corneal infiltration 250 %<4 7 7.0 .t -
19 ” » 7 7.0 + -
20 . ” 7 7.0 + .
21 Corneal ulcer 250 X4 7 7.0 + -
22 ” ” 10 10.0 + -
23 ” ” 7 7.0 + -
24 ” ” 10 10.0 + -
25 - " 5 5.0 - -
26 Orbital periostitis 500 <4 7 14.0 + -
Table 5 Clinical response AR OBABITICOVTHASBIZ, RIBEKNADBITIZ
— . Response 1K1 peak fICHEL T 6 BEMIL b RIETHE T >
Diagnosis cases + o+ + - fzo LT peak BOBK / MiKHI312.86% &L 1=,
— ZhE%KICEIN ABPC I2DOWVTKRETL 1Bk &
Blephaloconjunctivitis 2 2 )
External hordeolum 4 1 2 1 #g3iC, ABPC 50mg/kg ROKSFHORMEKNR
Internal hordeolum 7 5 1 1 3 2 BEMIT%IC peak fli 1.04 ug/ml Z7RL, 6 KrMHiL
Lidabscess 1 1 L 0.06 ug/ml DBITIMEN L ED SNz, TOEBD
Chronic dacryocystitis 3 2 1 Bk / MBI peak B3 T12.46% T&H > 1m0
infi i 2 1 -
Corneal infiltration 3 # -7, BAPC OEIEMNMITIZ ABPC IZHA~T, &
Corneal ulcer 5 3 11 . . P —
Orbital periostitis 1 1 Vg HMIT peak 1TFL THITRE L LV EEZRL,
) (£ 7+ > M - 4
Total 26 1 18 5 2 peak HT#1. 5615 TH 2. ZHidkn b iREICSHT

., BAPC #¢ ABPC IZHANTHRET 00 ICE LM
hisEIELTEY, SRMOHBICEIIZRELLY
BEEERUILLOTH >z, Zud, BAPC HHEiEHED
EPVIZAFALRTRRENDZ EMS, RO RFD
ZEeMETHENLDEFERASNT,

2 EHUDNEmMETT LD TH > 1=,
IRAREEMIBE I DWW T b, FHIRER, ERBRAIEMMEARICZ
NZNRFLBITMNAEDONI, THIIDOVTH, &
#¢ ABPC Om#k® £~ 312, BAPC 04T 2
WIFNDIRMEBICHE I TYH ABPC S UEERLT,
H&%E ABPC M 1.31~5.15 ETH 1= bNDTH 3,
I74bHb, BAPC 0512 &V IRNNDIEITIZ,
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ABPC LW RMDZ EMAEDENILDTH > 12,

LI RstmaT >, BAPC 12 PCG IZMIAL
S.aureus MIMNMERL, ROKEICLDMPINE
L UBAINEIZ ABPC D¥fStehr0iintZsnt,
EROENEIENILDTH D,

ML (20 ZERARAYRAT T2, IR, #EMK, IR,
RS L UBRMO SMCIRGEIC, 1 H0.75~1.0g, 3~
4 | ERRNE LT, EWG (AR AR, HRSE -3 IN %
D&1H]) 121318 2.0g, 4uTHS R, TORR,
B EN T AOMICAEDHONT, ¥, FHED
BN ONZLDTH 1=,

Somhin, BANITORMNSI2, BAPC Dis
BI3tERD ABPC & W)L THKRMIFTED L
DEZEZHNDH, SEIALOMKMNAERN,S, BA
PC DR ICH T B4 512, B4E1213 1 [ 250mg
1B3ETLHIRDASNDZ EAHY, 1H4 S
THZBIN £ L, TMHENZI2 1] 500mg 1 H 4 kit
bREZNZXEEZABNT:,

t ¥ U

UL BAPC DWW TR L TASNI-BMEENT
niE, UTonL5i1212%,

1. BRI MED S. aureus 20¥ki3 ABPC 0 =0.19
~ 2100 pg/ml IZREMHEFHERLT, =0.19 xg/ml
(3%, 15%), 3.13 pg/ml (7#, 35%) LU 2100
rg/ml (38, 15%) CEn#nDHolLELLL,

2. @ERAIC BAPC 500mg 1 [@MARSE D M ilEE
121 BMIT 9. 23 ug/ml D peak EHAMASNT, 68H
%13 0. 26 #g/ml TH -1z, Cross over ICTHIEL
ABPC 500mg k5% Ti3, 2B§MH% 1.97 ug/ml D
peak IZZ L T 6 B¥filf%i2 0. 49 ug/ml TH -1z,

3. BERMKEEIC BAPC 50mg/kg #&O#5L
1-BRDORIEANIREL, 1B5HI#% 1.62 xg/ml @ peak

WA BNTEMMTIZ 0.1 4g/ml THo 1z, BlLLL
i3 peak FT 12.86% TH> 1,

1EEMIC 813 DERARMAINAEE, FHIRAS, BRERPIEDAR
ey RIFRBITERL L,

4. IRBRAEMNSE, St - AL, BRRE, RIERE
s, MMRM, AMRES S URBRWL s CRBYRE
26%ic94L T, BAPC 1@ 250mg, 1 B 3 ~ 4 [ &
0.75~1.0g, EMFIZI3 13 500mg, 1 B 4 BB 2.0g
ENRELHTHMLI, ¥, A8, LLHYS,
2 DRMMR SN,

5. MERE LT MICKRETEmA A SNIz E0ME,
B REMETRNMERLI-LDIIRL, TLLF¥
—RKiE®izAasnnunrot,

(FRXNERIZ, BHS2F12A 8 B, BT TMED
#25E B ALY MEF 2B EXMRICTREL 2. )

X ®

1) Bopin, N. ; B. EksTrM, U. ForsGREN, L. JALAR,
L. Macni, C. Ramsay & B. Si6BerG: Bacampici-
llin: a new orally well-absorbed derivative of
ampicillin. Antimicr. Agents & Chemoth. 8:518~
525,1975

2) KAEX, GEHREKR, FlUFyF, AR RERE
fEICAE 2 Ampicillin B EK O XY, ERK
gymat, EERPKER%L 29: 55~62, 1975

3) KAEX, tEREK, ELFHF, IR BHEA
WIZ&1F D Talampicillin DERSE), EEREIRES,
RRLFE-JEE 49: 620~626, 1975
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OPHTHALMIC USE OF BACAMPICILLIN

Masao OisHi, KENjI NISHIZUKA, MARIKO MOTOYAMA and TAKESHI OGAWA

Department of Ophthalmology, Niigata University, School of Medicine

The laboratory and clinical experiments were performed on bacampicillin (BAPC) in ophthalmologic field, and
results obtained were as follows.

1) The sensitivity for 20 strains of Staph. aureus isolated from eye patient was distributed in the range of So0.19~
2 100 ug/ml with peak at < 0.19 ug/ml (3 strains, 15%), 3.13 ug/ml (7 strains, 35.0%) and 2100 ug/ml (3 strains,
15.0%), respectively.

2) Blood concentration of BAPC following an oral administration of 500 mg to healthy adults reached its peak level
(9.23 pg/ml) after one hour, and gradually decreased to 0.26 ug/ml after 6 hours.

A cross over study was performed with ABPC, and the peak of BAPC revealed faster and its level was about 4
times higher than that with ABPC.

3) After an oral application of 50 mg/kg in rabbits, the aqueous levels were observed from one hour to 6 hours, and
the peak level was obtained after one hour (1.62 ug/ml).

Aqueous/serum ratio was 12.86%.
Ocular tissue concentrations were measured at one hour after oral administrationof BAPC. BAPC was well
penetrated into both the outer and inner part of the eye.

4) Oral administration of 250 mg BAPC 3 or 4 times daily, specially 500 mg 4 times in severe cases, revealed good
therapeutic effects in 19 cases out of 26 cases of ocular infections, such as blepharoconjunctivitis, hordeolum,
lidabscess, dacryocystitis, corneal infiltration, corneal ulcer and orbital periositis.

5) As side effect, anorexia was experienced in one case, but no other severe ones including abnormal hepato,
renal functional examination findings were noticed.



