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NREMEBRC 13 B F A B Penicillin, Amoxycillin 12 2s A3 % EE KAV B 38

PR R FHefelE EeEL B - BIEEE - PRS-
W ERRBNER « BRAERESENER
el
e e R B/ R

Amoxycillin (BRL 2333, II'F AMPC :msE) 3%
LLBIZ%xh7 Ampicillin ElokGENE®LHE
L, RIR# O RE o Ef 2 RpftRs ABPC
HELTH2EBEBECH 5 AL T54R PC
ThHHnD, SEARZHERLTOMRBHERRICKST S
—E O, BROBRNZTERS N TEROTH
T4HECOERICOVTRELALVWERS,

(A L7-84FD

AN\ CHs
HO—QCHCO-NH-CH—-C c
| | IH , CHJ

NH; N CH-COOH3H:0
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Mol.wt.419-46
Amoxycillin, BRL 2333
D(—)-a-amino-p-hydroxybenzylpenicillin trihydrate

Capsule HF]-oeeeeee- lcap. AMPC 125mg &F
HIRL AT 10 5 #oHBREE AN A BLA
meRRETR D CICRFBEEM (Fig.1, 2)

TTE B ATCC-6633 D flar R & Lc®
KM Disk iz X b, ¥ 7- standard 7t bR OF
X pH 7.2 © Phosphate buffer solution & X 2T
fTigotc,

Bl A L. AMPC k& <hH b, AMPC
200mg &% 1EC 6 RDHE, FERCEEL, 1, 2,
8, 4, 5 A OMAREIC OV THEER T2,

Peak (3P9AR 1 BefSi8 1 52> TC 2. 6~6. 2meg/ml iIZ.4y
L, SHifIH 2.0~2.8mcg/ml, b5KfE1E 0.62~1.5
meg/ml 2445 L, R&ED Ampicillin #8580 e
B bl LT emicEEE R L,

FRep gty 118 200 mg 5 6 Kefdl H ¥ ToOLRicD
WT (4 8D/MR) BIE Lich, 58 D36~56. 2957
. EEoREETEIN X i,

B PREIR OMES

1) IBRLBuCOWT

ABRREERIBY I EER 2 B D, WRERKHE > DI F AR
BREEIMEERCEHINCEA T HREON S L L
Teo EMREGHE 2O OBEBEOREBIIARB TR B
FBENCITIEV, ORI OWCERICHE DT

Fig.1 Serum levels of amoxycillin granule after
a single dose of 200mg in 5 children
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Fig.2 Urinary recovery rate of amoxycillin
granule after a single dose of 200 mg
in 4 children

% Body weight : 14~21.0kg
0~6 hr. excretion

(56.2%)
50

(46.8%)) | (46%)

(367%)

Urinary recovery rate

Ty. ¥ 5y. & 5.8 3y.3m. &



VOL. 21 NO. 8

CHEMOTHERAPY

1573

h3 X 58562,

a) Capsule # (Table1(1), (2), Table 2)

ERIBET205 DGR, FEEAN LD TS, AMPC
#5313, 16 126mg, 1 H 8 ~ 4 [8] (§}876~500 mg),
BEREIE6~88 (K¥b5~6H) LitDoTWw3,

R 1 ~ 8 B BCHRIE LIfER GEHB)
186 (90%5) 4~56 HH 24 (1025) T, ABFHEED
LERBAATE 2 ~ 8 H BT i ® FRAM(L L, LIkT7~8
I Rl bt & Rt Lico

b) #BkIEE (Table8(1), (2), Table 4)

16~24 mg/kg 5 HEF Ti3E%h 8 6, B3 8 Gl TH ot
25 1B FREES T TR b HERE L, ¥ 7 fih
4P IEtR 2 ~ 8 B ELLEHE A bh, fil
77 20~3bmg/kg 7 HHIREFF TIRL2BBREKRE 1~
SHERIZEREETAL LI, 2~3HALLEM
BHb B L, 5k BB & THHFE L R /o 2f,

©) SEISEE Lic ABBEECH 3T 5 RIERE

IERLBE A b D D20BR D AFFREBEIC O\ T AR
{F A EE X o T AMPC, ABPC %33 MIC
RE LIckER, UTORBEEINDS & &3 TE e,

4G D 7 B IL 16~24mg/kg/H, b A, meg/ml 0.0125  0.025  0.05
fil > 7 Blicix 20~36mg/kg/H 7 HE& 5 L@ % Bl% AMPC (208 10 10
Ui ABPC (208) 4 12 4
Table 1 (1) Follow-up examination of Strept. hemolyticus in scarlet fever patients
1. Amoxycillin 125mg cap. X4 times/day
Duration of 125mgx 4times/day
No. | Case Age |Sex Onset administ. Clinical
MIC day effect
(meg/mD)| 1 2 3 4 5|67 8 910[1112131415
1{N.M.|4yllm | @ |before 2days 0,026 | H——-——|— - - + excellent
2|E.K.|5y Im | @ 7 2”7 0.05 H—-—-—-=]- - - - ”
3|Y.N.[3y 6m | & v 37 0. 05 #H-—-—=-=|=- - el ”
4|Y. 1.6y 4m | & v 27 0.05 B e - - - ”
5(Y.T.|5y 6m | § 7  lday 0.025 |Ht 4+ — — — - - - 7
16 | K.N.|{8y Im | & 7 2days 0. 05 H+—-—=—=|- - + ”
17 | Y. M.| 4y10m | @ ” 37 0.025 | — — — —|— — — - ”
18|Y. I.|]9y 2m | @ v 27 0. 05 S - - - ”
19 | M.T.| 5y 6m | § 0 0.025 |HH+ — — — | — - - - 4
20 | K.N.|2y 3m | & 7  3days 0. 05 H—-—=-- - - ”
Table 1 (2) Follow-up examination of Strept. hemolyticus in scarlet fever patients
2. Amoxycillin 125mg cap. X3 times/day
Duration of 125mgx 3times/day
No. | Case Age |Sex Onset administ. Clinical
MIC day effect
(meg/m)| 1 2 3 45|67 8 910|1112131415
6 |[M.N.| 5y 1m | § | before 1day 0.05 H - - - + excellent
7|E.O.| 8y 8m | @ 7 1”7 0.025 | + — - - - - ”
8!/Y.S.|5y 5m | § #  2days 0.025 |# — — — - - - ”
9|H.A.|7y Im | 8| » 2 7# 0.05 |4 - |- = - = good
10 |E. Y.|4dy 8m | @ v 27 0. 05 #Ho - - | = — - excellent
11 | K.N.|8y 3m | § ” 2 7 0.025 |H — —_ - —_ - ”
12 | K. Y. |7y 5bm | § ” 27 0.025 |H - — - - - 4
13/Y.Y.|6y 8m | @ v 0.025 |+ - —| = - - good
14 | M.U.| 5y 4m | & v 2”7 0.025 |t - - - - - excellent
15 J.M.| 5y 3m | @ 7 5 7 0. 05 H - - - - = - = ”
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Table 3 (1) Follow-up examination of Strept. hemolyticus in scarlet fever patients
3. Amoxycillin granule 16~24 mg/kg/day X 5days
Duration of 400mg/day t.i.d.
administ. D Clinical
No.| Case Age |[Sex Onset ABPC day effect
iti-
Sy |1 2345|678 9101112131415
1 |T.T.|7y 4m | & |before 10days H H - — - — — excellent
2|S. F.ld4y 4m | @ 7 lday H - B St;gh.aur. ?t-aph.aur. good
3 1A.I.]4y 9m | Q #  2days 1 H - - — — - - excellent
4 |S.G.|7Ty 2m | Q 7  2days| H# |#H - - - - - ”
| unknown
51S.Y.|5y 8m | & 7 lday H H — — #H Ht (recurrence)
6 | T.H.|5y 3m | & 7  2days| H#H |#H - - H H good
7 |N.K.|5y10m | @ 7 3days| H# | — - W # ”
Table 3 (2) Follow-up examination of Strept. hemolyticus in scarlet fever patients
4. Amoxycillin granule 20~35mg/kg/day X 7 days
Duration of 400~600mg/day t.i.d.
administ. D Clinical
No. | Case Age |Sex Onset e
ABPC day effect
sensitivity| 1 2 3 4 5|6 7 8 9 10|1112131415
8|S.S.| 5y 5m| § |before 1day H 1 - - - - - excellent
9| M.K.| 9y 3m | @ 7 2days +H - - - - - ”
10| T.M.| 8y Im| & #  3days H H - - - - - - 4
11| S.H.| 5y 8m | & 7  lday H #H - - - = - ”
12| H.S.[10y 9m | Q 7 2days H + - - + - - - ”
13/ S.M.| 5y 6m| @ 7  3days Ht - - - - - ”
14 | K.I.| 9y 4m| @ 7 Adays +H — — — _— ”
Table 4 Therapeutic results in treatment of scarlet fever — Amoxycillin granule —
Until fever | 4g s . .
. Diagno-| Dose/ | Dura- | Organi- |subside >ensi-| Clinical | Side
No.| Case |Sex| Age |Weight|giq day | tion sms days ot tg};tgc effect effect
dose
1|T.T.|M |7y 4 25k Scarlet| 40 e | 5days | A7 2 (0.8 H excellent | —
<. y 4m g| fever g YS | Strepto. o8
2|S.F.| F |4y 4m| 20 ” ” ” ” 4 |16 good -
3|A.I.|F |4y 9m| 18 ” ” 7 ” 1 |0.4 # |excellent| —
4(S.G.|F |7y 2m| 20 ” ” ” ” 2 (0.8 H 4 -
5|S.Y.|M |5y 8m| 17 ” 4 ” ” 5 |2.0 #+  |unknown| -—
6 |T.H.|M |5y 3m| 20 ” ” ” ” 2 |0.8 # | good -
7T|N.K.| F |5y10m| 19 ” ” ” ” 4 |16 H ” -
8S. S.|M |5y 5m| 18 ” 600 mg | 7days ” 1 0.6 HH excellent | —
9 M.K.| F |9y 3m| 23 ” ” ” ” 3 |18 ” -
10 |T.M.|M |8y 1m| 20 ” ” ” ” 3 | 1.8 H 4 -
11 |S.H.|M |5y 8m| 17 ” ” ” v 2 1.2 H ” -
12 |H.S.| F 10y 9m| 30 ” ” 7 ” 3 |18 HE ” -
13S. M.| F |5y 6m| 14 ” 400mg | 7 ” 3 |12 #H v -
14 |K. .| F |9y 4m| 26 ” 600mg | 7 ” 3 |18 ” -

* Three concentrations disc method (Eiken)
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AMPC, ABPC o545 /3t ARERS R O Bk /A i
IBER—THOTHIERETH D, WERIRR I hi
VINO) o

2) ZFRRHEICRT B AR ET

a) Capsule ¥ (Table 5, 6)

b EIBISHPC DOV T OWBIERA T TH Do 18FIR1ITHNIL
2T /NR T2 F] 1 [l 1cap. (126mg) 1 H 4 [@5T 500
mg/ACfi— LG EafTieoTHic, Lo T1
B o5 5iT# 20~26mg/kg L\ 5T LD, 5
ARG 4 ~10E I R A TW 5,

7eds, LA DREREERBIER OFEIRE) R O PE AL
fFELAER & RRRC T O X 5 1efTieot,

IR R DFIESLHE)

FCHD - W BRI 1 ~ 4 LI R AR
GrICER ”  5~6H "
2L, figogaix

%;@(H) ...... ” 6~T7H ”
HEH(F)eeeer ” 8~9H ”

1) MRk, WEERPER - 86l

Fe#h, NI, NEERSEEOER I RARER, —ici
R E R C B2 IR LB ATV, 2612
~ 8 HBIIHRICE LRI R FE LT %,

AMPC AR 4~56H

v) AHKEZL 406

FeEL, EWKHIIN, BOTRRIEMEBME S EREERE LT
KBE LIEBITH B2, 1~2 HERIIFHRERHEL, b
~ 6 H BB iz & A Kk Lic,

/\) ﬁ%ﬁﬁiﬁ% ...... 2 MI

RENDFHEE, KN, ARARTIRE OFIER TREE,
vV b7 e b O R B ST KA % o
A X NIFEGITH 0D, AMPC PIfiR#E (# 26 mg/
kg/A) 2~8 HERXFREZY, 6 HARIIGZ L

DOFFIIZIEHE, DEBTHCES, BRI E L
CABEFTH S,

=) BRERIE--- 4 5

AN, A, BUERERR, MRS REERE LERYE
CHAEL, &fiht Staph. aur. BNEFTHEEI R, <
N b &k PC, Sulfa., TC SHiTx L TERE TH D,
£ AMPC {#/H# 8 B B BIRAT, AR LA
», b HHRITEHBRORIBICE Lic, 2044,

b) HMOKIRE (Table 7, 8)

TEEERIE Y. capsule B L I2IFFERED 7 IRAB2LHIT
H%Bo AMPC O 55 (HasHE) 345D & A EH
#920~80 mg/kg/ H D47 LTV 5,

SERERSE, IREMERBkA D 6 DI T 1 IRBR X 2 ~
4 BUWSHRICE L, BRI R SIS Ui, 2k
KEZRTH LIREFRER A DO 1 flds L O ERES
BTIERD 1B % &) T AMPC i 4 ~11H
CRATHED, 2~8HERIIFRCHEL, 260x%
& 8~5 H BT Biiz & A K% Lis,

KEZIN 6 Bl 5 RIS 4 ~11ARY & 7o
TW5A, 2~6BHIIXFRICETSE EbiIckET
~9 HEWIIHE, T2 EOREITRIMFE L, 6 flh
4 PIORTEREEL D DIX LB D Staph. aur. HIFH X
hichy, Thbiost LTh B ENEbhi,

ffi=qd =279 X<fEQBKRTTR Qs vy b ¥ vl
R, k& SEORBKNC Lo CHEE SR i fEB) T
HY, 4EMBEL MG LTRich 6 B HIRIZERE 7
b, 9 HBRIMER S L < Sk SRR D
3, WhB S HEBICIE B E Bbhiest, AR
35 2 IR OVIECIL & B EGI AN L TR
BUENHB EBbRS,

Table 6 Treatment of infections in children with amoxycillin capsule

) ) Dosage *Clinical .
Diagnosis (No. of cases) . Total dose Side effect
Dose mg/day Duration effect
(day)

Diarrhoea
Acute tonsillitis (6)| 125mg 500 mg 4—5 2.0—2.5¢g +H 6 {(transitory)

one case
Tonsillitis lacunalis (2) | 125mg 500 mg 4—5 2.0—2.5¢g +H 2 None
Acute bronchitis (4)| 125mg 500 mg 4—7 2.0—3.5g + 4 None
Broncho pneumonia (2) | 125mg 500 mg 10 5.0g H 2 None
Infectious impetigo (4) | 125mg 500 mg 5 2. bg + 4 None
Scarlet fever (20) | 125mg | 375—500mg | 4—8 | 1.9—3.0g | 1 18 None

* H excellent
+ good
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Table 8 Treatment of infections in children with amoxycillin granule
Diagnosis Dosage Clinical
(No. gf cases) Duration Total dose effect Side effect
: Dose mg/day (days)
Acute tonsllitis 80—100mg | 250—400mg| 8—9 | 2.0—3.6g | +2 None
cireas . +H1 Diarrhea
Tm“m?ffmmnmm 170—200mg | 500—600mg | 2—7 | 1.0—4.2g {+2 (Bawmme
J -1 one case
Acute bronchitis H1
(including Asthma-like _ . _ -
bronchitis) 100—220mg | 300—660mg 4—11 1.6—7.3¢g iézl None
7
Broncho pneumonia 100—170mg | 300—500mg | 4—11 | 2.0—4.4g | +6 None
Lung m(yf‘;plasm“is 170mg 500mg 14 Tg +1 None
Adenolymphitis of the neck
(1) 170mg 500mg 8 4g +1 None
+H10
Scarlet fever 130—200mg | 400—600mg | 5—7 | 2.0—4.2g {+ 3 None
7?1
* H : excellent + : good — ¢ failure ? :unknown

PRI Lic A-Strept. ORREMFERE Bbh
BRASFHEBE R A M TR U UEE s ©
3, 2 HERIZFR &0, 8 B BCXMERSE L < i,
DABETEIERE & /e < IEFRC 558,

LLE214) 7 g5 AMPC HIRIIC X % ¥a 36
BOTaEEh B 8 U T, ARHRIXIRIF8ILIT I DTN B,
3) FERERLICRIFTHE (Table 9, 10, 11)

Capsule Bf TIX20 DIEFL B O\UC, MIRIFETIRT
PIDIBFLZ S X OB FERYE D 8 flic 2\ T, AMPC
AIRBIRIC 31 5 MR, B « BESCoOWTHRE
Lic?s, @BICREFRRE2RDIH DN,

F M ERERC BUETEECOWT IR LT
LC&izht, capsule P88, #y&JUIf 4 ~101 & /¢
DT BH, —f@tE D TR 1 FILMRCIIRE S ER 2
TREBNL IR T RIDRIBE R854 Cr (AR 2 ~14RH
fal & 78T 250 1 BRI « A % b huic Al 34
PUTERIRANCILAT & DOREE B 7  REGIRAI A ATRE TH D
1o

BEL D VCRUT

FERIEE = >V v, Amoxycillin Z{{iffj L TD/)
REHEIRC 31T 5 —H OB 21T\, UTORELRR
DB ENTE,

1D AREDOMAYREED peak (X[FEHED ABPC {§if]
WL LR 2 fERRIE R K, 6 MG & TR kR
(1. 86~56. 295 i 53 Afi LT\ oo

2) JRATBCH LTITA 20 mg/kg/H 6~ 7 HiE o8

HCsE e hiEnit¥, ABPC, Cephalexin PHJREE @ %
KOCHIE LTRIFTH DD, FA-HHRELE LR
hice

8) PRALBVNTEKGW A DF L DX hic AR Stre-
pt. ® AMPC &xf+ % MIC i3 0.025~0. 05 mg/ml
oL, MR IR 2otk,

) SHEESERYE GHERkL, BREERkx
&) wx LT3 20 me/ke/ HFTEE, 8 ~4 HRH, TXK
WHREHIE (BMERERLL, [LEIMRSE ot LT
26mg/kg/ Atk 6 ~100 R, WEASL, IRHZScy
LTSRN Tl T X S BIRssian 5 2 &
NTEI,

8) SEAREDOXISR & In O ERIBILET 7 FEER BT84
(capsule #8801, MIKIFESEH)) TH B, ERKHIISAERR
IXIRIF100251 3532, ¥ T capsule, ARG SFIRSC
FBRIRED RO TERNER TE ot
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CLINICAL STUDY ON AMOXYCILLIN, A NEW SYNTHETIC PENICILLIN,
IN PEDIATRIC FIELD

Susumu NAkAzawA, SHU OxaA, HajME SATO, OsaMU WATANABE,
Suopo Fun and YuicHr HiIRaMA
Clinic of Pediatrics, Metropolitan Ebara Hospital and
Department of Pediatrics, Showa University School of Medicine

SHUJIRO CHIKAOKA
Clinic of Pediatrics, Takatsu Central Hospital

Abstract

A series of investigations was carried out on amoxycillin (abbr. AMPC), a new synthetic broad
spectrum penicillin, in the field of pediatrics, and the following results were obtained.

1) The peak of blood concentration after the oral administration of AMPC was twice higher than
that with a same dose of ABPC, and the ratio of AMPC excretion was distributed between 36~56. 2%
until 6th hour.

2) AMPC was administered at a dose of 20mg/kg/day for 5~7 days to the patients of scarlet fever,
and the patients cured completely. The result was better than that obtained by the oral administration
of ABPC or cephalexin, as well as the reelimination of bacteria was suppressed remarkably.

3) The sensitivity of AMPC was examined on Streptococcus A group isolated from pharyngeal mucous
membrane of scarlet fever patients, and the MIC was distributed between 0.025~0.05mcg/ml, and no
resistant strain was found.

4) AMPC was administered at a dose of about 20 mg/kg/day for 3~4 days to the acute infection of
upper respiratory tract (acute tonsillitis, lacunar tonsillitis, efc.), at a dose of about 25mg/kg/day for
5~10 days to the infections of lower respiratory tract (acute bronchitis, bronchopneumonia, efc.), and
a satisfactory therapeutic result was obtained in all the patients.

5) The cases treated by AMPC counted 73 patients (38 cases of capsule group and 35 cases of granule
group), totalling 7 kinds of disease. The clinical effective ratio obtained was approximately 10095. No
difference was noticed between the clinical effects with capsule and those with granule.

6) The GI disorder was investigated during the administration of AMPC capsule or granule, as well
as the effect on blood and hepatorenal functions before and after the AMPC administration, and no
abnormal finding was encountered throughout the cases treated.



