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JNREMESRIC 313 BEA MR Penicillin, Bacampicillin 283 % 2, 3 DKRES

IR - - TR
53T TRMISE N A, BRI KRR A 8
3 B 55 A B
AR R RMbT/ RA
EMM— - E
BAHIK A A AP

Bacampicillin (BAPC) (3, Ampicillin(ABPC)D IR 7L
LA THY (Fig ), I \BEVIZATFLNDE & & <WRIE
1, BEED non-specific esterase iZ& VA ME 1, AB
PC &> THEERRICHHT 5, hhiEiz ABPC Wk
BRICHEL T2 ~3EM<, peak iMIC:ET ZBML 0.5~ 1
BM B TRV ANBREINTVSY LU EDMRIZEEIC
L% HSMRETL 12 A8 Penicillin, Talampicillin IZ8AL TV
%% 4@ BAPC §#%2%HAL TH— BRI £iTH>ThIc
DTUTSBETOBRICOVLTHRET 3,
fEAL-MHIZ 18+ BAPC 125mg HMA (ABPC /1
fieLT) TH>.

MR, RepBittEMEL R

HIEXIIERE L LT, HER ATCC 6633 D3FiaM
Zf# R, MEGFAR Disk HEiIZL o1z,

Z DBED standard 2 S USICEROMRICIE pH 7.2
buffer solution Z AL, Kiz 100 {FICHIRL, RE
MEELUTHERLUT.

1) 1[@125mg PRk D ( Table 1, Fig.2)

2 Bl NRIC 1 E 7 ~10 mg/kg PIARTE O i o il
D peak 1330 7B ICH>THEH 7. 75 ug/ml, 1 B[

Fig.1 Structural formula

1) Structure

s
oH-co-NH-cH—oH™ el
' | ] e

NHHCl g N CH-COO-CH-0C00C: Hs

2) Chemical name
1-( (Ethoxycarbonyl) oxy)ethyl (2S,5R,6R)-6-((R)-2-
amino-2-phenyl-acetylamino) -3, 3-dimethyl-7-oxo-4-
thia-1-azabicyeclo(3. 2. 0)heptane-2-carboxylate hydro-
chloride

3

Generic name

Bacampicillin hydrochloride

Table 1 Serum level and urinary excretion rate of ABPC in children
after single oral administration of BAPC 125mg
Body Urinary excretion
Na:r::, S)ex woisht Serum level (ug/ml) rates (%)
8 (kg) | 30min. | 1h. 2h. 4h 6h. 0~6h
0. W. 8 '
(4y.7m.) 13 6.1 5.4 5.0 2.6 1.6 68%
T. H. 3
6 y.) 19 9.4 6.5 2.5 0.5 0.2 2%
Average 7.75 5.95 3.75 1.55 0.9 0%
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- Fig.2 Serum level and urinary excretion rate
of ABPC in childrn after single oral

Fig.3 Serum level and urinary excretion rate

of ABPC

in children after single oral

administration of BAPC 125mg
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Name, Sex 3:?:11: Slenlm level (pg/ml) r:tl::r{'}éxcre ton
(Aee) . (kg) | 30min. | 1h. 2h, 4h. 6h. | 0~6h | 6~12h.
E. H. 8 '
(5y.4m.) 17 4.9 7.4 5.4 3.3 0.25 71.4%
H.s. § 15 9.7 8.3 3.7 1.0 0.31 74.5% 1.7%
(5y.5m.)
0. B. ¢ 7.0
(5y.5m.) 17 2.8 4.8 (L:0.1) 1.4 0.39 61.6% 0.9%
S. T. 8 17 0.85 2.8 5.0 1.3 0.43 23.0%
(7y)
! 0. K. 3 20 5.7 : 7.1 4.5 0.44 0.1 64.0%
(3y.1m.) !
Average 4.79 6.08 . 5.12 1.49 0.3 58.9% 1.3%
(L : Liquor cerebrospinalis)
: g
5.95 pg/ml, 2BFM 3.75 ug/ml & BHiRENFFRHU I 6.08 ug/ml, 2 BEMEL ¥R 5. 12 ug/ml &<, 68

#g/ml
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Serum level

administration of BAPC 250mg

Table 2 Serum level and urinary excretion rate of ABPC in children

after single oral administration of BAPC 250mg

7, 6BFMIEICIZEL KIETU(0.9 xg/ml).
6 R B £ CORPHEMFIZIHESRNT0% TH > 1
2) 1[@250mg MR DR ( Table 2, Fig.3)

5FDARIC 1 [ 250me PIARER O M il E T3 5 H5,

1A OHEEAH12~15 mg/kg KHHL TSI &S
%%, 0RETIZ 0.85~9.7 peg/ml KA, FH
4.79 pg/ml, TOMTII peak (21 BMEICHYFH

HBICI3F#4 0.3 ug/ml LIET U=
P RE DRI 1 [ 7 ~10mg/kg, 12~15mg/kg
BEICERERMICEDTREDASNRLMETH -

1z

6 BERll & TORPHYEIMEII23~74. 5% 1AL, T

(n=5) %
97 v 0= 100
58%
0~6hr
150

. 43

.3

11

hr)

Urinary recovery

B ERO58. 9% M IE DK THEMES NI AS, 6 ~128%
R Reb eI 1. 3% & (BD > 1=, '
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545 » A5 REIT P & MR & % B
FUTHRN, mARE 7.0 ug/ml iZHBL THMIN
i3 0.11 pug/ml &IEHD > 1o

IR REMRM (Table 3, 4, 5)

RN R I M2 BITIRAL A | BlE iR 2 £FIRE
DR 22 M AREE T 3 - 1o

TR B 0D #5213 BE AL 1 B A KR 5B I A
LUToERICE>TT 251

R (4 ) TEMBNRETE 3 ~ 4 BLANICEER WK Z
riELLLHE

HR(+) IGMIIER 5 ~ 6 BLAMICEERINKZ
i3 LLHKE

RN (=) ERER R R EE M

72 SRRSO IS & > TRABOEHEITZV, K
FiMHIc D\ Tid 3 iE Disk HEIC & > THRMEEESE
BELUI

BAPC #0452 1 | 1 ~ 2§ (125 ~250 mg) 1
A3~4@&R>TWV3,

1) MMk 8 #)

USRI, WIRKO)WEE g B, REAK & 38°CHIHDMM
EERELUTRELUSEMTHY, 2 F O SBRRIER A >
S. aureus M EWZIEHAINTLZHM, LI ABPC
BT H > 1=, &4 BAPC #) 30mg/kg/B 4 ~
7 BMORE £ >TOBM, 8 P RRIATHET
DEENM1B46H, 282H, 382MTE6MI3I~4
BEICIIMATRIERRLELSFELI.

IR 1 B3 KBt E TIC ABPC ML TV 12
HIETRIEH D 5 DG AWM OEEIMETH > 125, Rk
B ki 38, 6°C, WHERKSM, MHKORF, MBIIEHT
SRBICENN R RBEOHDEATH 11, AK1H
HTRiBICML, UikDBERMN 2L, ARKMMS (12
B) #EICEESE R AT R S NG AR IZEETHY,
BRKEC A TEDFTH > 1.

......

Table 3 Results of BAPC oral treatment

BAPC administration Isolated Days till
N Age, Sex Di . organisms di Clinical | Side
* | (B.W. : kg) 18810818 | Single dose (mg) X | Total and sensitivity | O SIPPEATANCE | ot effect
Times X Days dose (g) | (throat mucosa) | of fever
3y. . Acut.
p |3y 9m B Acute 125X 4 X5 2.5 | Normal flora 1 + -
(17) tonsillitis
4y. ¥
2 ” 125X 4 X7 3.5 d -
(15) 3 *
6y. %
3 ” 250X 3 X7 . ” -
@1) 3 5.25 2 +
7y.2m. % Staph. aureus
4 (19.5) d 250)(3*4 3.0 ABPC (#) 1 + -
CER _(#)
7y.3m. ¥
9 ” 250X 3 X 4 3.0 Normal flora 1 ++ -
(18)
8y. ¥
6 ” 250X 3 X 17 . ” —
(24.5) 3 5.25 2 +
7 |8Yv:4m? 250X 3 X6 4.5
(25.2) : 3 + -
9y.1lm. 3 Staph. aureus
8 (31) ” 250X 3 X5 3.75 ABPC (#) 1 + -
CER (i)
0 5y. % Scarlet ZSIOX 3X10 Negati
(16.5) fever 125 6.25 cgative ) 1 # -
A69¢
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Table 4 Results of BAPC oral treatment

Age.S BAPC administration Isolated Days till
ge, Sex . . organisms and | disappearance | Clinical Side
No (B. W, : kg) Diagnosis Single dose (mg) X | Total sensitivity of fevér effect effect
Times X Days dose (g) |(cole of boil) | (cole of boil)
4y.8m. 3 Staph. aureus 2
10 125X 3 X5 1.875 | ABPC (i#) +# -
(13) CER (#) (3)
5y. 3 125 B-hemo. Str.(A) 2
11 ! X3X6 3.75 ABPC (#) + -
(16) 250 CER (#) (3)
6y. 8 Lacunar )
12 (19) tonsillitis 125X 4 X7 3.5 Normal flora (3) +
8y.2m.% 2
13 250X 3 X 8 6.0 ” + -
(20.5) (3)
12y. 3 B-hemd. Str.(A) | 1
14 250X 3 X 4 3.0 ABPC (#) + —
(32) CER (#) (3)
K. pneumo.
Lacunar ABPC (#) Nausea,
15 12y.11m. § ( ) 250X 3 X 1 90.75 CER (#) 2 + Administra-
(50) gangrenous 500X 3 X 6 ’ Staph. aureus (6) tion was
tonsillitis ABPC (#) stopped for
CER (#) 2 days
Lacunar
Sy. .
6| 30 1™ F | onsithitis 125X 3 X9 3.375 | Normal flora 2 # -
(13.5) (measles) (3)
Table 5 Results of BAPC oral treatment
BAPC administration Isolated Days till
N Age, Sex . . . disappearance | Clinical | Side
° | (B.W. :kg) | DS | Single dose (mg) X | Total | OrEanisms of main effect | effect
Times X Days dose (g) | (throat mucosa) | symptoms
w| 5y # 125X 4 X 7 3.5 Normal flora 4 + -
(16)
8| %08 125X 4 X 7 3.5 ” 5 # -
(18)
o | 6 ¥ | Acute 250X 3 X7 5.25 ” 6 + -
(19.5) bronchitis
0| 8 F 250X 3 X 6 4.5 ” 4 + -
(24) .
o |8V 8m3 250X 3 X 7 5.25 ” 5 #+ —
(27)
2) BEmERkg---- 7 %l il 1 BINGERRZ N T V2, WEOEKIIVLTNL,

SRR ICHB LU TR RE 2 K H5% < BRI H ABPC I3 U THERHKT LD SN Tz, BAPC
Y, WIFNnLEM (38~39.0°C) MH-o7z, 7 FIFIEIR D1 B0HFk5E 30 mg/kg/B HiEMKETHY, £S5
L REIC L Y S.aureus 1 %), AFf Streptococcus W4 ~9 BEICOAHL TS5, 1~48 (K¥1~
haemolyticus 2 B, Klebsiella & S. aureus NDIRA 2H) CTFRiBELY, K¥ 3 HBTRRBLIEEL, #KIiE
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R LIFREL Tz, 160 ( No.15 fE#l, 12%112H %)
TREERN D & WHMICBITU L KERT  Kleb-
siella, Staphylococcus DIRAMBRNDIEHS N i)
Ti31H0.75g, 1.5g2 H WG CIRANIES 2o le
»2 BMMMESRIEL, Lk B1. 58 5 BMONIRE
B LA 2 ORIESR, WEizASNTY, 6 HEICIIW
AP R L IFREL 1o

3) RMAESIHK 5 %

R UMM E AR E U TORES, WSO BOTE A
S5, LM UHREMSBESNILRUTHEN,
BAPC # 30mg/kg/H 6~7 HMD#5T, 4Hli3 4
~ 5 BUANICIRERAT I3 FEA ik, LIKMAD CRE® L
1z

K- Roee, WARRICREZTES (Fig.4,5)

ARE 5B S UICKE 6 ~108 7% (MARPIEL~3
HBEERS) O, Bl LR OVTHERE
Tl >TH1

Fig.4 Influence on GOT and GPT after
continuous oral administration of
BAPC
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L d
| ]
Before After Before After

Fig.5 Influence on Al-p and BUN after
continuous oral administration of BAPC

mg/dl
)
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40 201
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M M4WEIZ Sigma-Frankel #icd® GOT, GPT,
King- Armstrong i£i2 & 2 Al-p(Alkaliphosphatase),
WMAEI2 Urease indophenol 124 % BUN EH.LL
LTMAERITI » Tateh, HG5&MRNERDHESOI
HENE 72 <, DEBIN SO MR THDMPFEORE
LALLM,

£ ="

Bacampicillin I3PIHR %N LE D S DRI L <,
%o Ampicillin IZHKLU TR REDNHISNDHL
VWS 4 7ORAHK penicillin KT H D, Amoxicillin?)
Pivampicillin®, Talampicillin® %) &HME#IZDV T3
ABIBICHMELTALEZATHDN, HHEOR,
Heitt, &MU RBMENRUE IS T B IHMBRIZILEL T,
4[] Mt S 1L 7= Bacampicillin DBMOMIZLREIICH
TREMNLL, NREOMTIRED peak 133057751
BEICH > THM-1-h5, 6BMBICIIBXLETL,
X6 M E TICHSROKENEEDOKETHRP ICHH
SNtz SHIPRBMLEDOKYIEMDOY 30mg/ke/
B OF5ICELSRIEL, UTOBRENRH S I EMNT
A

] U

MHRIC & > THEHRD ABPC (CHEL T2 ~3ENH
b iR %R 3 Bacampicillin 882 AL T/ RB#
FARICBIID—BDORIFEITHVLLUTORRENHSZ
ek,

1) RICH T ~15mg/kg 5 LBt BRED
peak (3MARE305 ~ 1 BERICSH > TFH) 6.08 ~7.75
pg/mliZ L, 2BME E THOLPIREDIFRNMAS
Nz (¥ 3.75~5.12 pug/ml),

2) NAR6BFRIB £ CORPHEREI A5 RN
60~70% 5L Ttz

3) YRS, BAIM, REEREKE SHEREX
RE21BIN SR OEROMREL S 1D TH BN, K
4 30mg/kg/H Witk (3 ~4 @ICHEE) OEKE
ETeflicaRlics 2L BbNDERHRERBHD L
iR 1z,

4) KK|¥ 30mg/kg/B OEFERRICE->TH, B
et MAATRICENBOASNIERMIIEN S 12H]
FlCIEA % > 1 FEFIN H - 12,

5) BESDANIESIL I ST,

(FRXDESBMS52412 7, #2500 B AR {LFERES
EHARLHRETERESN 12.)
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3) IR, 1AM, MONE W B, EE%

x ® KEL ©/NRESEIRIC 13 2L Penicillin, Piva-
1) Bobin, N.O.; B.ExsTroM, U.ForsGren, L.P.JaLAR, © mpicillin 2B T HEEKEYIHFR ., Chemotherapy 22 ©
L.Macni, C.H.Ramsay & B. Si8Berc: Bacam- 490~496, 1974
picillin:a new orally well-absorbed derivative 4) R, ERTRES, %, W OCUE WA
of ampicillin. Antimicr. Agents & Chomoth. N, M, HHME  HLR Penicillin,
8:518~525, 1975 Talampicillin O/ RESERIC 1T D K080, BEKE)
2) HiRE RE, CWREE BONE BN, M WP, MMMk 49: 593~599, 1975

—, ERFERER . NRIHERICE T 2H AR Peni-
cillin, Amoxycillin IZMA T SEEKLHR, Che-
motherapy 21:1572~1585, 1973

SOME INVESTIGATIONS ON BACAMPICILLIN,
A NEW ORAL PENICILLIN

SusuMu NAKAZAWA, HAJIME SATO and KENJI NIINO

Department of Pediatrics, Metropolitan Ebara Hospital and
Department of Pediatrics, Showa University, School of Medicine

HIDEJIRO CHIKAOKA
Department of Pediatrics, Takatsu Central Hospital

YuicHl HIRAMA and AKIRA NARITA
The Second Department of Pharmacology, Showa University, School of Medicine

Bacampicillin shows 2~3 times higher serum level than ampicillin by oral administration.
We investigated bacampicillin in the field of pediatrics and following results were obtained.

1) Bacampicillin was administered orally about 7~15mg/kg to children. The serum level peak (average
6.08~7.75ug/ml) was obtained at 30min. ~1h, after administration and high serum level (average 3,75~5.12ug/ml)
was kept till 2h.

2) Urinary excretion rate within 6h. was about 60~70% of dose administered.

3) Twenty one cases of acute tonsillitis, scarlet fever, lacunar tonsillitis and acute bronchitis were administered at a
dose of 30mg/kg/day (t.i.d. or q.i.d) continuously and good clinical effect was obtained in all patients treated.

4) No abnormal laboratory finding was observed in liver, kidney and blood after continuous oral administration.
(about 30mg/kg daily)

5) In no case, rash was observed.



