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H BIEERISEIRICE 1T 2 Bacampicillin ICBIT 2 %8809, ERRAVEFZE

ERRE
KL (AR 17 IR oo

L L}

e, $4m venicillin HOHRIZ, TOKXEBIH Ampi-
cillin OFHNEIRICE D (LM AR ICE ZMBENH S <R
an, 7500 BERCHLTELWANNERTILD
©, LIS LREIRM DS 5T Pseudomonas aerugi-
nos IZHR2AR penicillin BIOMRMDIEDEIITH> 1,
&5 ICRENRE TRE D S ORRAREF TR Ampicillin
DL LD P RENZ S NDFRNDAHK penicillin FAE
BLTA,

FHEWR Bacampicillin (BAPC) i3, 27z —F>, 7R
FS#H T Ampicillin DT X7 L{LAHE L TROKSICEY
IREVIZFARDOE FRNE N, WEEED non specific
esterase IZ& VIMAKIMENTERNT Ampicillin &L T
ERE T 2EHR0EA/K penicillin M LTHRE NI,
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BAPC n#E tsetEkid, AaEZLLIRRENMKTH
Y, TOEMMEIIK, 700KILAL, T/ -LIZERL, T
—FILICIIRBETHY, BICKETHS. BAPC nftEmis
A3, Fig. 1 KRLLEBITHY, TN TR I3 CaHs
CIN:O7S TEbah, 4FREII501.96-HBEanTV3,

BAPC NLXERIBEDLHTHL, HHERTILS I UM
HHBMEICIRE 2L, F-EFEERZDSNATLRLEL
Do

%12, SEFTHEAK penicillin # BAPC ICBIL T, BB

ERHMS, mPREE L URSEBRNBITRE EOXR
BN EIT S EELIL, BRERIARICHT %%
SAERGUAR ML TEIRIE I 21T 2 VT SNIEERAR S
Nnr-n7T, TOEMOWEIEOVTHIGT S,

t X N-R N ]

H ¥4/ penicillin # BAPC (CBIL T, SHMRE
BRiCkt T3 BAPC Ol AX7 b5 L EXKOED %
54 0 hilE ORMEINE & L URSBHEANOBAT
REIZOVTRAEMA .

1. KRENRED
(1) ERHAZ*

BAPC DRXBENMEHRMEIZ, BELLEREFS
MIC/\EBRLDIETER 2L XK FRARE: THRERE
DRHEM (HiRE minimal inhibitory concentration
(MIC) #RIE LT HENHRKRNDIEMIZ, heart infu-
sion agar (3KHF) £ U 1=, A BREL, trypto-
soy broth (3HF) T37C, 18EFRAMAIZEL, 2%
WE 7S5 LEGHEE T2 10° cells/ml, 75 LIEMEH T3
105 cells/ml ZATICIEHLICEMB K EIT R, 351237
T, 24B5PARPIRRA TIE X%, B EOBMEEREDOH
EEHBOBRBICLIVHEL, ZOHEEM D MIC E%
#ANT1z. BAPC %#¥)% L 3 2HRER L, BRBREE
100 ug/ml & U, LLTFMAK 2 EPEERAIRIC & v BHIEAR
RE% 0.2ug/ml & URKOFRET 2EH LT,
BAPC DOl i EWE IS, Ampicillin(ABPC),
Talampicillin 72 £ DA penicillin | iZD>WTIEH%E
BRI L. 8, RENRKBROBRE L, SHRER
BAmSa5 %5 AR EEH19%kIC OV T MIC 2HFEL
2o
(2) EERR

EFREEEONENRROBMKIL, FICOERFEIC
UTzA80 MIC %#BUE U T4 R, Table 1ICRULIES
Y, 75 LEMIKE 0 Staphylococcus aureus LU
Streptococcus pyogenes group 2 &3 3T 0.1xg/
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Table 1 Antibacterial spectrum of penicillins I 11 D1 VA RS % 4 R ik T
MIC (ug/ml) MM L. 4265, BAPC 250mg B&U
Test strains ~ BAPC TAPC  ABPC 500mg A% 114%5.%, 3048, 1MM, 2BEM,
Staphylococcus aureus FAD 209 P JC-1 0.1 0.1 0.05 4IEM B & U6 M I & 1 RIMIR A SAEBE
” Terashima 01 0.2 0.1 BRI 21T 5 1, 2O MmO
” Newman 0.1 0.2 T, Bacillus subtilis ATCC 6633 # &M
” Smith 0.1 0.2 0.1 .
Streptococcus pyogenes Type Il 0.1 0.2 0.4 EMW & Ltz mycin assay agar % double
” S-8 0.1 layer & UT-MW A v 7124 V) BAPCO
” Cook 0.1 0.2 mAEEMERE L=, £, Ampicillin
Bacillus subtilis PCI-219 0.4 0.4 0.1 OB 2, H DM % phosphate
” ATCC 6633 0.4 0.4
Sarcina lutea PCI-1001 <0.05 0.05 0.2  buffer (pH 7.0) THRL, 1004g/ml %
Klebsiella pneumoniae ST-101 > 100 3.13 3.13 WA HAIME & U TLUTHAK 2 ke AR
Corynebacterium diphtheriae PW-8 1.56 0.78 1.56 %477\, Ampicillin D& RE DK REEE
Escherichia coli NIHJ JC-2 3.13 12.5 12.5 | .
Proteus vulgaris 1AM-1025 6.25 100 25 AL 2 R bﬁﬁﬁﬂﬁ EHEMLL.
Pseudomonas aeruginosa NCTC-10490 > 100 > 100 > 100 cillin, Amoxycillin & & U Talampicillin
” 1AM-1007 > 100 >100 > 100 2 E DA penicillin 4 /% 500mg &0
Shigella flexneri 2a 1.56 1.56 . .y .
Salmonella typhi T-287 0.39 1.56 51, 305H S 6 BMICH- Y mPilkE

BREL, EORMEER & HEERETL 12,
(2) FEBRAM

Table 2 Serum concentration of Ampicillin after oral BAPC 250mg #0425 1 (o1 Sl 0
administration of Bacampicillin in normal adults .
BEfEYHERS 13, BIIEDERFEICLAL
(250mg, p.o.) -+ cross over ‘
HE L 7-#ER, Table 2 LU Fig. 2 i
No. Case Age Sex wBe‘i):it Serum concentration («g/ml) TUT=E 89, 3 BIEHEARED 5305
(kg) 1/2hr. 1br. 2hrs. 4hrs. 6hrs. %47 3. Tug/ml ®m¢i%1$fﬁiiﬁllib. 1
AR e eSS BEM41C 5.5ug/ml & IR ORI
2 K.O0. 35 .82 . . . 3 0. ) .
3 S.M. 18 M. 60 3.6 6.8 3.2 1.4 0.6 &L Te, BAPC 5 2 BMi1213 3.28/
p $ 2, -
Average 3.7 55 3.2 1.4 0.6 ml C(ﬂ*fﬁf[ﬁlf) HOOED, 4RI

ml D& HH TEWD MIC THOREMH EATTRETH Y,
Bacillus subtilis |3 0.4¢g/ml, Sarcina lutea 13<0.05
pg/ml @ MIC £ U 1=

F 1=, Klebsiella pneumoniae 3 & U Pseudomonas
aeruginosa |3, 100ug/ml THEORBFMILIITTRET
»>1=, Corynebacterium diphtheriae, Escherichia
coli & U Proteus vulgaris 7213, 1.56~12.54g/
ml OEEAAN D MIC CTHORE %M LU A 7z, BAPC D
HEBARY b7 403, HEREHED Talampicillin &
& U Ampicillin &3 & A UL T .
2. mihilE
(1) EBRHE

BAPC mif il nflEFikid, MR A (FF, Bt
HEIE#) 3 BUIC cross over TRIFZEMFFIC BAPC 250
mg (ABPC Hffi) & U 500mg #4&04#%5 #1720,

Fig.2 Comparison of serum concentration of

Ampicillin after oral administration of
#g/ml Bacampicillin in normal adults (cross
15-0'over)...average of 3 cases.
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1.4pug/ml L{EL Y, %5 6 H5M{RICI3 0.6u4g/ml &
WUt

BAPC 500mg #2001 $%5-1% i il (3, Table 3 &
LU Fig. 2 1ZRLcesY, 3 FIEHMAHE O %530
2RI T.4pug/ml & LA Uthe, 1EsM{£1212.54g/m]
Cin PR DR LR M A S NRMMICIEL 72, BAPC #%

Table 3 Serum concentration of Ampicillin
after oral administration of
Bacampicillin in normal adults
(500mg, p.o.) cross over

Body Serum concentration (ug/ml)
No. Case Age Sex weight
(kg) 1/2hr. lhr. 2hrs. 4hrs. 6hrs.
1 S.T. 20 M. 58.5 8 14.6 12 5 1.6
2 K.0. 33 M. 62 6.8 12 10 3.4 0.95
3 SSM. 18 M. 60 7.4 10.8 8 2.5 0.9

Average * 7.4 125 10 3.6 1.1

Table 4 Serum concentration of Ampicillin
in normal adults (500mg, p.o.)

Body Serum concentration (uzg/ml)

No. Case Age Sex weight
(kg) 1/2hr. 1lhr. 2hrs. 4hrs, 6hrs.

.0. 3 M. 52 0.9 1.9 3.1 1.4 0.1
K. 55 M. §3.5 0.3 3.1 3.3 1.3 0.2
.K. 58 M. 50.7 0.9 2.4 3.6 0.8 0.1

Average 0.7 2.5 3.3 1.2 0.1

n < X

1
2
3

Table 5 Serum concentration of Amoxycillin
in normal adults (500mg, p.o.)

Body Serum concentration(u«g/ml)
No. Case Age Sex weight
(kg) 1/2hr. 1hr. 2hrs. 4hrs. 6hrs.
1 MM. 32 M. 64 2.0 4.0 10.0 4.5 1.0
2 H.N. 48 M. 58 2.4 6.0 8.0 3.5 2.0
3 T.K. 24 M. 62 1.6 4.5 7.0 4.5 1.4

Average 2.0 4.8 8.3 4.2 1.5

Table 6 Serum concentration of Ampicillin
after oral administration of Talam-
picillin in normal adults (500mg, p.o.)

Body Serum concentration (ug/ml)

No. Case Age Sex weight
(kg)  1/2hr. 1hr. 2hrs. 4hrs. 6hrs.

Y. 25 M. 65 7.0 12.8 8.0 4.2 2.2
.M. 33 M. 68 6.3 10.2 7.6 3.8 2.0
.T. 27 F. 41 8.8 11.5 6.4 3.2 1.8

Average 7.4 11.5 7.3 3.7 2.0

1
2
3

- R

Fig. 3 Comparison of serum level of Bacampicillin*
with that of Ampicillin, Amoxycillin and
Talampicillin®in normal adults (500mg, p.

0,) e the average of 3 cases.
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% Antibacterial activity was measured as ampicillin

5 2 51013 10ug/ml L34 UbEsh, 4 B¥RIi%ICI2
3.6ug/ml OEEEERIFEL, &5 6M%ICIZ 11uxg/
ml &72o7,

BAPC 250mg & & Uf 500mg # 0 51 D h il E 0
¥ T2, Fig. 21RULI-&8Y, WMEMICIZZ dose
response MEHSNT=,

BAPC & Ampicillin, Amoxycillin 3 £ Uf Talampi-
cillin Dm+ilkEiz, Table 4,5, 6 3L U Fig. 3
IZRLIcEBY, &XEH D peak fliiz BAPC A0S
1B T 12.50g/ml ERLE L, DT Talampi-
cillin A53%5 1 B§f)i£ T 11.5ug/ml L &M -1z, F1=,
Amoxycillin {3, #5 2 #§HMi%IC 8.3#g/ml & peak IZ
72Y), Ampicillin D¥%5 2 BIE D 3.3ug/ml D peak
BLvenen3 EaikoBLaFEENISH, 20
it A & DREMIE Y KB IZMILL TV 1=,

3. BFHEAIRE
(1) SEERAM

BAPC Bz IRE ORIE %13, F# 500mg
BO%S 1 RM% IR I L OSSR 2R
MEERR#1 B 6 & U LR A4 DRSO & 1g%
RIS ¥, ZOMMILILMIZ, phosphate buffer
(pHT.0) THERREIT 2\, KERFFICLY 18552 R
S, EORL_EMBERTR O b iREEBE DB AR,
WHE 7y 7ki&Y BAPC DM&REEES BIE LS,
(2) SEERAM
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Table 7 Comparison of concentration of Ampicillin in serum with that in tissues
(one hour after a single oral administration of Bacampicillin 500mg)
Bod, i
No. Case Age Sex wei K;t Tissues removed Serum level  Tissue level
(kg (ug/ml) (ug/8)
1 K.K. 6 F. 18 Palatine tonsilla (R) 14 1.6
2 K. K. ” ” ” ” (L) 14 1.6
3 K. M. u F 45 ” (R) 12 1.3
4 K. M. " " " ” (L) 12 1.3
Average 13 1.5
1 K.K 6 F 18 Pharynegeal tonsilla 14 1.4
1 T.S 39 M 70.5 Mucous membrane of 12.6 1.2
2 T.S - ” " maxillary sinusitis 12.6 1.6
3 M.H 29 M 68 ” 12 1.6
4 E.M 7 M 67.5 . 1 1.3
Average 12.8 1.5
BAPC 500mg # 0 51 DR IBFAEMAIRE 2, AT BAPC n#5Hi3, @HKANES, 181,000~

ERFHEICURMOBIE U8R, Table 7 IRUIE
BY, bt hOERK 4 FIEL OMBPIEEEIZ 1.548/8
DREMEMA SN, TN VOMBIREIZ 13 #g/ml &
ot=, EIERMK 1 FIOMERIREIZ 1.4ug/g OBAT
HETRL, FOBSICHIIH0ERE 14xg/ml %23
FUI., F1=, LHEEE 4 FlOMLRNIREIL, 1.54g
/g DIEEEM A SN, FRRSOmKIEEIZ 12.84¢/ml
&gtz

BERNRN

H R OERIEIR I 3517 BAAE M 2 SR E 1T L T
o penicillin # BAPC %#EEKaICIEAL, 20
B ERET U T,

1. BANRBIUFZE

H R IEERERIC 81T 2 BRI, 9785 Table
BITTUIzEBY, 2KLiptthE 44 #, H - RHE10
B, SHREERKRI13Fs L UREETIRE 3 F, £
=304 (B16#1, %14f) % BAPC BEnEANRE
UT=o

Table 8 Diseases treated with Bacampicillin

Sex Male Femal Total
Diagnosis
Acute purulent otitis media 1 3 4
Furuncle of the ear and nose 6 4 10
Acute lacunar tonsillitis 7 6 13
Acute parotitis 2 1 3
Total 16 14 30cases

1,500mg % 3 ~ 4 @S ARIXE 2TV, DROBEITIZ
1 B 500~750mg % 2 ~ 3 @RS GG MR R ERAT L
2o

nE, ERHOERHRER T 58FL, HholtER
ERIOHAIZV S WITRDRM S 12,

2. HERBHROYFEEN

BAPC #0512 & 26 ROHEENR L, 15
BOEANICER, FH, LRSS UEDOD4 B
IR RERAHEL, Tb5, BAPCEO#KS
5 BUMICEHKBEBL, BrrnRk, 2K, ik
IR, HERZEMEEREBRBLUIZLDEXESR) excellent
(#), FREARNEASI0E LIRICIH:BEELUI- LD EFR
good (#), BAPC £0#5108 I LAMRCEKEEL
1LDEPPAERY fair (+), BAPC & 5FRtakE -1
HERKOBBEMOMERE DB SNIED > 1z b D EER
poor (—) &¥IEL Tz,

7285, BAPC #5-fE B DRRYIR 4 1 S IR E O 2 HER]
E&T2V, 2058EICDWT MIC #8iE L, BAPC
DEHRERT T 2EER/ L LI
3. BRI

B R OEGRIEIRIC 51 2R F M 2 B RS AEIF I Nt
U THEEAm penicillin # BAPC & 05 #1741
B RIS B R 2 MET U 1-iki3, Table 9 & X U10ITR
LBV THBH, LUTFEEBICDONT BAPC #5
DEFRHEISODVTHAE T B,

(1) SRR E %

BAPC ##&# 8 4 #licrt L T, BAPC 1 H500~1,000

mg %2~ 405RE 7 ~128 %G U-#%R, Table
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Table 9 Therapeutic results of Bacampicillin (No. 1)
Administration DI o
Bacterial MIC method sappears-  OBYS  gide
No. Case Age Sex Diagnosis . Daily Term Total nce of main for Effect
isolates (ug/ml) se dose symptoms cure sffect
(8) (day) ()
1 Y.O0. 19 F. Acutepurulent gopp gyrons 0.39 1,000 7 7 3 7 - +#
otitis media
2 Y.M. 9 F, ” ” 0.2 750 7 5.25 3 - +
3 M.U. 6 M. ” " 1.56 500 12 6 3 12 - +
4 H.N. 6 F. ” ” 0.39 750 7 5.25 3 7 - +
Furuncle of ” -
5 M.U. 9 F. the ear 0.39 750 6 4.5 3 6 #
6 J.N. 8 M. ” ” 0.39 750 8 6 3 8 - +
7 K.T. 7 M. ” ” 0.39 750 4 3 2 4 - #
8 N.G. 14 F. ” ” 1.56 1,000 7 7 3 7 - +#+
9 T.Y. 6 M. ” No culture 7% 5 3.75 3 5 - #
” Staph. aureus -
10 M. I. 47 M. Acinet. anitralus 0.78 1,500 14 21 5 14 +
11 H.I. 47 M. ” Corynebacterium 12.5 1,500 14 21 4 14 - +
12 M.o. 53 F. Furuncle of ' gopn aureus 0.2 1,000 4 4 2 . -
13 U.0. 31 F. ” Strept pyogenes  0.78 1,000 3 3 3 8 - +
14 Y.N. 34 M. ” No culture 1,500 7 10.5 3 7 - +
Acute lacunar —
15 H.N. 14 M. tonsillitis Strept. pyogenes 0.2 1,000 6 6 3 6 +
Table 10 Therapeutic results of Bacampicillin (No.2)
Administration DI Da
o Bacterial MIC method \sappeara- - Ays g4
No. Case Age Sex Diagnosis isoclaet:lsa (ug/ml) Daily Term Total nce of main for ef‘feect Effect
dose dose symptoms cure
(8 (day) (g
Acute lacunar
16 M.H. 30 M. tonsillitis zlrept. pyogenes  0.78 1,000 6 6 3 6 - +
" trept. pyogenes 0.78 —
17 T.M. 6 M. Staph. aureus 0.39 750 7 5.25 3 7 +
18 A.N. 34 M. " ” 3% 1000 6 6 3 6 - 4
19 U.0. 58 F. ” ” oM 100 7 7 3 7T - #
” Strept. pyogenes _
20 N.M. 32 F. Neisseria 0.39 1,500 4 6 2 4 #
21 U.M. 52 M. ” ” 0.2 1,000 4 4 2 4 el #
22 H.T. 28 F. ” ” 0.2 1,000 4 4 2 4 - 14
23 H.M. 32 F. ” ” 0.78 1,000 5 5 3 5 - #
24 T.K. 8 M. ” ” 1.56 750 7 5.25 3 7 - H#+
» Strept. pyogenes —
25 M.S. 42 F. Haemophilus 0.2 1,500 4 6 2 4 #
26 H.T. 28 F. ” ” 0.39 1,000 4 4 2 4 - #
” Strept. pyogenes  0.39 _
27 U.M. 52 M. Kleb. pneumonice  >100 1,000 4 4 2 4 H#
Acute
28 K.M. 3 M. parotitis No culture 1,000 6 6 3 6 - +
29 S.M. 7 M. ” ” 75 7 5.25 3 7 - +
30 R.S. 9 F. ” ” 7% 7 5.25 3 7 bt ++
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QIR ULE Y, Hl, BANESK, HiR, BN
REDERME I3 B TRIINK LR, &7, HW, ¥
B, BT, REARZCIZT~128M, T8 8 THE
HBU. 4 EFOERTHSOGMNIL, FEGE b
Staphylocgbcu: sureus ZSMEIEL, 2D MIC 2
0.2~1.562g/ml OMERTH 1, FEIHT S BA
PC DRI, TN LERMICHETH >,

(2) H - AW

BAPC 2 &% 2108112 8LT, BAPC 1H750~1, 500

mg %3~ 4BIFMEEIRER Table 9 ISRUAES
Y, BAPC 51k, R, RATO&KM, HEIR, Wi s
Mt &iz2 ~3 8, F&3 8 CRRINEE R, £1-,
RBEFORK, MERZ L34 ~148, T 7 0 THBER
Utz. 9BIDHRS > Staphylococcus aureus 5k,
Staphylococcus aureus + Acinetobacter anitratus

18, Corynebacterium 1%k, Streptococcus pyoge-

nes 1 BLUIEER2BITH>1-. FME D S taphio-

coccus aureus O MIC (3, 0.2~1.56u4g/ml, Cory-
nebacterium (3 12.5u4g/ml, Streptococcus pyogenes
{3 0.78 #g/ml O MIC %RU 1=,

FIEICX T 5 BAPC DitRRI3, X238, A%
5PlsLULOER2AE o1,

(3) DR R g2

A &K 213413 LT, BAPC 1 H 750~1,500mg % 3
~4 ORI -&R, Table 9, 10ITRULIzESBY,
BAPC #51%, R#, £5HER, WEM, ETH R
RRRFL2EDNEFEREIZ2~3 8, F¥3 B CEBRIY
KU, &S RKEOE, REORK, 28 EiRZs S
i24~7H, F¥508 CHBREEL .

R DR T H» S Streptococcus pyogenes 2 ¥k,
Streptococcus pyogenes + Staphylococcus aureus
3%, Streptococcus pyogenes + Neisseria 3
Streptococcus pyogenes + Haemophilus 2 ¥, St-
reptococcus pyogenes + Klebsiella pneumoniae 1
FITH>1-. Staphylococcus aureus ® MIC i3 0.2~
12.5ug/ml, Streptococcus pyogenes 130.2~1. 56 ug
/ml, Klebsiells pneumoniae i3100xg/ml T#H - 7=,
(4) SHEHETRE

AEBIHICH LT, BAPC 1 H 750mg % 3 b5AR
S @145 R, Table 10iZ7RUTz& 84, BAPC 51,
R, Hi¥, BNATHMOSRK, Bz L33 8 CRHBIE
KU, BATEOXME, FNtLiI6~T7H, FH7H
TiHRIEEL 1=,

AIEICH T2 BAPC DiE#zHRIZ, 3HELAMT
Hot.

4. RifEH

H O vERL AR I 331 B R LM AESO Bl L T, B
APC %1 H 500~1,500mg %4 ~14HMicHIED
52T o fohf, BREYICEIER &% A SN A EHRD

Fig. 4 Influence of Bacampicillin on liver

function

. (z.T.T.) . (T.T.T.)
7 f I 3.5
61 - 3.0
5r 2.50
4r 2.0t >
3t 1.5} —
2t 1.0}
1r 0.5

(B) (A) (B) (A)
u (G.0.T.) u (G.P.T.)
35} 35|
30} 30}
25} 251
20t  — 20t
15F 150 !
10f =1 1) S S
5t 5}

(B) (A) (B) (A)

#

o—o M.H. 1,000mgX6days (B) before administration
< H,T. 1,000mgX4days (A) after administration
o—<a A N. 1,000mgX6days

Fig.5 Influence of Bacampicillin on serum
electrolytes level

mEq/l Ne) el (Ca)
150 12+
140t 10- %
130f st
120+ 6f
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(B) (A) (B) (A)
mEq/1 (cn mEq/l X)
140 7t
120} 6
100f =< 5k
80 4t
60} 3l
40 2F
201 14
(B) (A) (B) (A)
#*

o—=—o M.H. 1,000mgX6days (B) Before administration
*H.T. 1,000mgX4days (A) After administration
&—4A.N. 1,000mgX6days
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Fig.6 Audiogram of N.A.34y,M. No.1
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¥ Bacampicillin 1,000mgX6days p. o.

Table 11 Efficacy of Bacampicillin by
the diseases

Fig.7 Audiogram of M. H.30y, M. No.2
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¥ Bacampicillin 1,000mgX6days p.o.

Table 12 Efficacy of Bacampicillin by the

fficacy Excellent Good Fair Poor Total
Diagnosis (44#) #) (+) (=)

Acute purulent 4 4
otitis media

Furuncle of the

ear and nose 3 5 2 10
Acute lacunar

tonsillitis 7 6 13
Acute parotitis 3 3

Total 10 18 2 30 cases

28 cases 93%

BRI SNLEh o1,
724, BAPC 1 H 1,000mg %4 ~6 BMn&EOks

A& DF#EE (T.T.T., Z.T.T., G.O0.T., G.P.T.,) (Fig.

4), mEEMRE (Na,Ca,Cl,K) (Fig.5) 8 & UTEH#E
B (Fig.6, Fig.7) D& T3, &< ICHREYMIENE
iz onihrotz,

LI, HBEGERRRICE T HRF 2 BHEREEES0
izt U T, BAPC o 05 21T 2 LERRH R 2 /RET
U4ER, ZORBHIL S ICTHRESRERE T DG FzH R
(3, Table 11, 121T7R LTz & &Y, EMI0F, Hrh18H)
BIUPLCHE2HIE 20, ZOHFHRIIER, FRHH)
2EWT2L28PNB%DHBKELBIDHAT,

RBHGE R RIZ, Table 1ITRLI-EEY, &<
H BB LUBERBUER 4 2 SI0EBBIABD S
Nz, E£1=, FHEREFZHRIZ, Table 12IRULT1-&
&Y, Staphylococcus aureus, Streptococcus pyo -

genes. s K DZEEPICHEBBINEL ot

723, BAPC ODRgKREBHR & s 8 o MIC &

disease
Efficacy Excellent Good Fair Poor Total
Diagnosis (#) (#) (+) (&)
Staphylococcus aureua 2 7 9
Staphylococcus aureus 3 3
Streptococcus pyogenes
Streptococcus pyogenes 3 3
Staphylococcus aureus 1 1
Acinetobacter anitratus
Slreptocyccm pyogenes 2 2
aemophilus
Streptococcus pyogenes 4 1 5
Neisseria
Streptococcus pyogenes 1 1
Klebsiella pneumoniae
Corynebacterium 1 1
No culture 1 4 5
Total 10 18 2 30cases

OEBRI3, Fig. 8 ISR L& &Y, WHEMICI3+ERIE
FEMEHHN—KL TV,

BEZ STICER

Bift, 44/ penicillin | OFFERERIZ, 6-aminopen-
nicillanic acid (6-APA) %fH% &9 % Ampicillin %
FL& U TIEEN ISR E AR S NFR DT <z pe-
nicillin F|HMERELBICHOVWTHAL T 1=,

& <12, broad spectrum MD¥ 4K penicillin #(3,
Pseudomonas aeruginosa % 1= 5 LIEYEIRHE 2
MEEA %A 3 50EX D Carbenicillin #3413 Sul-
benicillin Z&ITMA T, 2 SICHEERDHES 72 Pi-
peracillin (T-1220),.PC-904, Mezlocillin (BAY f
1353) R ENROEILICHAREINTEB 2BRU TS,
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Fig. 8 Interrelation between MIC and the clinical

response of Bacampicillin

5 6 WM 0.64g/ml LD
Ute. #f=, BAPC 500mg #20

MIC Minimal inhibitory concentration (ug/ml) HE5/omPiREIL, 3071#I7.4

Efficacy 0.2/ 0.39(0.78[1.563.13|6.25[12.5| 25 | 50 [=2100 ug/ml £ L2, Wb 1 BRIk
Excellent : o: x N 12 12.5u4g/ml & LA U peak (28

() X X L =21, 2 BT I IOI‘E/MI &

: -~ S 88 :mg: i{lﬁ'&ﬂrﬁ‘mf}w‘;ﬂ. %5 6 BEMI1%
g 126 1. 1ug/ml EDWEARZIM P
g On 8 |x I & LA T, %28, BAPC
K Falr o L] 250mg & 500mg 51D ik
E 0w EOKKETIE, THMIIE2dose

response NMBEHSHNTND,

‘(’:“)' BAPC & Ampicillin 500mg #2001
FEtkOmPREDKETIZ, B

% O Staphylococcus aureus 13 strains
X Streptococcus pyogenes 14 strains
A Klebsiella pneumoniae 1 strain
@ Corynebacterium 1 strain

i, MEAXRZ bS5 L2, Ampicillin &2 & A EHR
SALTVBA, BOHS5ICEY Ampicillin OKfEDML
FIRENMRA SN S LS Amoxyeillin, Talampicillin 7%
EMBIBLTEY, BREYIZHSRA Ampicillin O¥
BREETTOOTAHERNORE VBRI NDFSLH D
Lantnsd,

A penicillin ¥ BAPC i3, BifLIc&BY,
IRAF ARSI VRED SORNMZODTRET
HY, BEEED non specific esterase DEMIZLY
Mk nEAKNT Ampicillin & UTHEER 2R
BT 2LVSFRD penicillinf e UTHAREN, 20
BRGERmRMSMTFENA TV S,

BAPC nRBRENHE 1113, ERXFARANELT Sta-
phylococcus aureus, Streptococcus pyogenes 72&
N5 LEBHIRE BN 0.1xg/ml DZ b TERED
MIC TRZMIIRIFTH o1z, %1z, Corynebacterium
diphtheria, Escherichia coli & 1f Proteus vulgaris
12 &3, 1.56~12.5ug/ml OEERN D MIC TEORHE
M TEETH Y, BAPC 13 Z N oRIRE IC bIEEA
BRHaFLAB LD EEDNS, LAL, BAPC (3,
Klebsiella pneumoniae & & U Pseudomonas aerugi-
nosa 72 I L Tid 1004g/ml CEORFBR LA
eTHY, BREHBESLLKEFIRLVESITHS,

BAPC o1 il DBs G RICBAL T3, ARBIT
WEHy 7#EICLY BAPC 250mg #2001 #5-3051%123.7
ug/ml £V, %5 1 BEM%IC 5.5ug/ml LIl IRE
o peak 1EL, 2BERI%IC 3.2ug/ml SR LEED,

APC #f Ampicillin & V) 1 Bfill;¥

- < peak I2#L, LMY peak f

i3 31EMmomiEE~R L, BAPC M

BE»SORRENEHLHTTL

nTWlZ &idEBICET 3, 542, BAPC LREAD

Amoxycillin, Talampicillin 500mg # O $¥5-1% O 1 il

DB T2, BAPC Mpeak EAS 1 HM#E TH -

L LE L, DT Talampicillin A5 1 BRI IC 11.54g/

ml &7V, Amoxycillin A5 2 BN T 8.32¢/ml

DONET BAPC HmeiEEEHNE <, &5 6FMETY
2 B+SHMMDIRE DHFENTTREN L S TH S,

BAPC DR 2SEBABITICAML T3, HIHER TR
Lo L bLEL, DVTH, MOBEICBITTS L bhT
W3, BAPC 500mg #&0#5 18M#&OE FOBRK
i3, 1.54g/g(Mi%iME 14pug/ml) DOMEMMPAIEIEHEH
A5, WHEERMKIZ 1.4pg/g (MKRE 14pg/ml) O
BITMASN, F - EREMEICIZ 1.56g/g (H#IRE
12.8¢g/ml) OEGABITEERAEL, &RFEKAIC
HHEAROEMY Ampicillin #BITF2L5IC8BDb
ffz, E0O#5% 0 BAPC NEKRTHLY T A3,
B @M ITIRINE N, BWARNL PR Z#RFE &
Briblc, ERLBEEKNICREEZEELASM
IC &%+ 118 3EME Ampicillin HEES 552
EMLL2ELDEFELVLEWVA D,

H R EGERHEIC 517 2R E 6 2 S ERYEEIFIT N
LT BAPC (#0045 #1TLEKEGRHRERET L
1RE R, EH0F), BSHIE LU LER2 ALY,
BAPC N3 %%, AxhPl2AH T2 L286193% D
RN A SN T LI3BRRIGH T BAPC OFAM
EEFLAZBELRDNSD,

BAPC 5% 0 ERE 3, AHBITIZ LAY 3 B2
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ETRRINKRT DEFMEL, Uho 1 BMLUKNTHML
WHFTR AR L, HROERE DI 5IchBE AL,
#fz, BAPC #5HIT13, ¥ RIE L URSAEIRWIEM
Moo 22 L ICHERBUN S L, MMM S Staphyloco -
ccus aureus, Streplococcus pyogenes 72 & D5 M
CRBBINS Moz L LR E VWA D, 28, BA
PC 5 PIO R R L MU MM D MIC L2, T
M3 ZHEBIMMAAEL L L BAPC DFRKLE R R%
EPIFLALR,

¥4/ penicillin # BAPC DEIERICDWTIZ,
BAPC NEEIERICHICE WU T, &< ICERRE ICRIER &
EASNDERORAIZE -1z BHSNR2H > 120,
KA penicillin I THINTEICARRKE2ET S
MELE 7LA¥—HRCORBICII+MERL THA
INRETHHIEIZVIETHRN,

T4 penicillin HBAPC (BIL T, H RIEMEEIER
WS B\ TERBEE 13 5 U ICERFRAURET #4772 - 1ok R,
DEDL I ERMAONIZ,

1. RREANEN

B9 23t 5 BAPC DM Hid, EREMRA
ik T Staphylococcus aureus, Streptococcus pyo-
genes 72 ¥\3 0.1ug/ml, Corynebacterium diphtheria,
1.56~
12.5u4g/ml OBEAN D MIC TH->7=H, Pseudomo -
nas aeruginosa, Klebsiella pneumoniae 7213 100
pg/ml CEDOREM ILIITTRETH 1=,

2. mpikeE

BAPC 500mg#2 051 Dl F iz, WH#H Y 7k

T307%127.4ug/ml, 5 1 BpMI#£IC 12.5pg/ml &

Escherichia coli, Proteus vulgaris 7s i3

peak IZ;#L, 2KSMIC 104g/ml EINKLBAS, 5
6 8¥M%IC 1.1ug/ml &72- 1=, BAPC it
i3, Ampicillin ® 3 &M T#H Y, Amoxycillin, Talam-
picillin &V ¥ > 1z,
3. MEMAIRE

BAPC 500mg #2005 1 BsMkICHBL-E FOK
M ci2, 1.54g/g (MLiNiRE 13 xg/ml), SESAMMKIC
i3 1.4pg/g (MMM 14pg/ml), LWMHEMIL, 1.5
ug/g (LiNIRAE 12.8ug/ml) DAHMAIEEMERE L
fe.
4. ERFRIG MR

H W OEREIUR I 8517 DA 75 SRR EI0HI 0t
LT BAPC o O#5 124 VR REMM L 1-#5 %,
0B, HHFIELULOCRAB2HE LY, 20K
RE W, HFIESNT D L286193% DLFRMNS X
S, ELICHRBICEIERDORBIZBSSNLM ST,

#$ 3 XM

1) $250 B A {LEREFLBAE KRS, FES >
A 27 s Bacampicillin, 1977

2) HBiR&F . Aminobenzyl penicillin anhydrous
type ICBAS ZHF%R, E—W mbilE, Ry
S UICABRARBITIC DWW T OMRE, H RS EER
63: 825~833, 1970

3) BRARE | HREERIERICEIT D Amoxycillin (2
MA T BXEMEY 225 U ICEKEYEF7E, Chemothera-
Py 21: 1830~1837, 1973

4) BIRRE | HRPEREERICE TS Talampicillin
BT RS S CICRERREYIF R, MR fEF M
49: 627642, 1975



VOL. 27 S-4 CHEMOTHERAPY 3s3

FUNDAMENTAL AND CLINICAL STUDIES ON BACAMPICILLIN
IN THE OTORHINOLARYNGOLOGIC FIELD

TAKEHIKO TwASAWA

Clinic of Otorhinolaryngology, Sapporo Teishin Hospital

Fundamental and clinical investigation with bacampicillin, a new ampicillin derivative, were performed with the
results which may lead to the following conclusion. '

1) In vitro antibacterial activity: The minimal inhibitory concentration of bacampicillin was tested by an agar plate
dilution method. The antibacterial activity of standard strains was inhibited at very low concentration, 0.1 ug/ml
in the Stappylococcus aureus and Streptococcus pyogenes group of the gram positive bacteria.

As for the antibacterial activity of bacampicillin against gram negative bacteria, the MIC stood at 1.56~12.5 ug/ml
aguinst Esc ericbia coli and Proteus vulgaris.

On comparison of bacampicillin and two other drugs of the penicillins group against gram positive or negative
bacteria, bacampicillin showed MIC equal to or less than that of ampicillin and talampicillin.

2) Blood concentation: The cup method would be recommended to measure bacampicillin in blood concentration.
Mycin assay agar is employed there at pH 7.2 using Bacillus subtilis ATCC 6633 strain as a test organism. The
blood concentration of bacampicillin in healthy adults who were given 500 mg by oral administration reached
peak level of 12.5 ug/ml on the average one hour after oral administration. Even after six hours clinically effective
serum concentration of 1.1 ug/ml was still demonstrable.

3) Tissue concentration: Bacampicillin activity was demonstrated at the concentration of 1.4 to 1.5 ug/g in tissues of
human palatine tonsilla, pharyngeal tonsilla and maxillary mucous membrane after one hour of oral administration
of 500 mg. At the same time, the serum concentration of bacampicillin was 13 to 12.8 ug/ml.

4) Results of clinical treatment: Bacampicillin was orally administered to 30 cases of representative infections in the
otorhinolaryngologic field, and it was excellent in 10 cases, good in 18 cases and fair in 2 cases. When the cases in
which it was excellent and good were considered together, the ratio of effectiveness was 93 per cent.

No side effect was observed in these 30 cases.



