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Amoxycillin &2 A3 % LB, IR

BINEH - UARE-HME
HAFFR-TEREM-JLH = B
BEHEM Y AFEFSHEF R

¥ B

Amoxycillin (a—Amino-p-hydroxy-benzyl penici-
llin) ¥ Ampicillin 0B A TH »h, Ampicillin » <
VYD AT KBEYBA LD DT, BCRE
T, BRARLEVNTELEEH =Y Y Th b,
xycillin 13 Ampicillin iz < 6 X TKEMRE W
7%, BN RIFC, Ampicillin & AERECH 25D
MAARELRBLhZEIRTWS,

4@, bhbhiz Amoxycillin it >\ THEBR L S
CIZEERIH 2T R 2 BRI PVWTRET %,

n ® AN

PHEDC DN TIEFIB SR O #12 D TR K
GRE7 FUKE209P B, FE K JUKKE NIH]
B BhZHRE ST 1018, ZHE OX-194;, KIRHE KH
B 1AM 109 #%) w2 HENERE Lic, ME
13260 g R DHEHE YA A2 —F% 5 » b X A\, Ampi-
cillin 3 X 0¢ Amoxycillin »FhFh 80mg/kg &N
BE5L, &5 1FMHEBCELL, ToMmExr ~—r1 v
Ta—=YagVe T AT 2405 12845 F THRL,
EDEDOEDITHARELEML, 37°C 18 RFHKTHESE,
SHOIHIER L TEL2CEHORE 2RO WHREK A
b OTHHERENE L,

ZTORER, BT FYRECH LTiX 209 P ks Lot
FEBE DT 128 EFREFC SV TEHORE 2 BT,
1285 LA Eo MBI E 2B, iz, Ampicillin &
BOWTHRAROBMTH D, MECELXRDIHDN,

ABSEE NIHJ BRicss LTI 815, Bl ST 101 &
FIOEHE OX-19 Rt LU 4 EFRCEORE
RDicholeh’, RIRE, KHE IAM 1095 & Tit
2ERFRRFC S TEHORE LAY, 2fELUTORKT
Hoto Thiest LT, Ampicillin Ty kB & NIHJ
r¥s T OBHAIRE ST 101 BT 4 %, BHE OX-19 T
215 TH b, FEE KH # 3 LU IAM 1095 B 5 L
T2ELUTORKTH ot

Pk mERENTIRET FORE209 P $5
Bhds X MR8 ST 1018, £:1888 KH £, IAM 1095
BRZX LTk Amoxycillin & Ampicillin o4
Ao, KBE NIHJ ¥k X OA i 0X-19 gk Tl

Amo-

Ampicillin 2 LT Amoxycillin 7% 1 By B 8 hic ik

MABoheh, ChxERALcnE PO EARE

(Amoxycillin 4. 72 mcg/ml, Ampicillin 1. 28 mcg/ml)

RRILDEND LIPS ELITEZL LR,
meds KUWEEARE (Table 1)

Amoxycillin &0 # 58O Mg E 3 X O35 A
BELXWE L, RECIXAE 260g GO Y1 2 2 —
REEMET » b (IEEBIE) AV, AFOKEBERY
30mg/kg FENHE L, #EHS05, 1, 2, 4, 6RE
FhZth=—7 VKB TR L, PIIRs X OEHKE)
PR LT Eh RO M EE» 8 L, BEA
BECOWCTIEREECH, & sk lg wlEs
BHREK 4ml 2 inz CTERSE, mOWBL, o0k
HCDOWTHIE Lic, 753, BERE I B.subtilis
PCI 219 #REW & THFRT + R 7ka AL, BN
2 pH 7.0 OBBBERATC Lo TR, Rl
fI7e>fc Ampicillin DBUR & HEHE L,

AR DOWTHRS E, £, FIRMm-Th s
%30 i ¥ — 7 & FR, 4£fi 6.82+1.08 meg/ml 12 K
LCMIPRMCI% 19.6+4.81meg/ml L ELHE L, Ll
BIERFAICETR L, 6 RSB sWTLERECILLS
PRIERBETH 2l Ampicillin 3\~ T & @K 5
LHI0MIC E— 7 2B, FOBREIINLDESL,
Amoxycillin D 1/27c\ L 1/8BETH D, BERIMHE
Bz oWTh 4700 L 6 BEEIEICIZRIERE TH0le,

BRABET OWTX, , B2ARLE L, KRWCi
DIFETHONH, FR IUBFOMIIZERLEILbA
7ehyolc, Ampicillin REWTHIFNEDIE L, kW
TE, MOMETHBA, TOBREIMAPERE L RfcE
LERETH D, Amoxycillin @ 1/2 I TF 0 {E % &
Lo ¥7o, BB A TS Ampicillin it 3\~ Ci i
EBETR0 D ELHTHB DI H LT Amoxycillin
TR L OBRPERIBHR T, BCBCEWTHLMTH
AO)

BBit Rt ( Table 2)
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Table 1 Serum and tissue concentrations of amoxycilllin and ampicillin
Dosis; 30mg/kg per os
Amoxycillin Average of 5 Wistar rats +S.D.
1/2 1 2 4 6 hours

Serum
(abdominal aorta) 6.32+1.08 4.72+0.97 1.940.27 0.46+0.28 0.140.03
Serum
(portal vein) 19.6+4.81 10.14+2.77 3.4840.94 0.81+0.49 0.17+0.06
Liver 38.0+ 6.8 32.2+ 4.9 10.8+ 2.8 3.0+ 0.9 1.58+0.56
Kidney 38.6+ 1.7 31.0+ 5.7 17.1+ 2.8 8.4+ 3.3 4.240.84
Lung 2.2+ 0.1 2.7+ 0.5 1.5540.69 0.3840.06 0.330.05

- mcg/ml, mcg/w.w.g
Ampicillin

1/2 1 2 4 6 hours

Serum
(abdominal aorta) 2.44+0.57 1.23+0.28 0.41+0.36 0 0
Serum
(portal vein) 10.5£2.17 3.040.99 1.1340.79 0.0240.02 0
Liver 16.4+ 2.8 7.3+ 1.4 4.2+ 0.3 0.1340.12 0
Kidney 14.1+ 2.8 7.0+ 1.3 5.9+ 2.9 0.39+40.31 0.23+0.04
Lung 0.56+ 0.2 0.39+40.19 0.28+40.14 0.1940.03 0.18+0.01

Method; Disc plate method
Test organism; B. subtilis PCI 219

et B2 JIE Lico HiEM L LCOREBENEET
40°C~42°C i 7e % X 5 WA L, (MW E I3 14cm K
&, ERRIEBRHREKCL2EZCER LI SDRS
y bDONRY VB MAE 160ml BAER Lic, ¥ i,
FUFFE VLB LAKY 80 2 ATC HENT I % £ A% 50 meg/ml
Cisd L O HRBER Lic, FF FF—X24B5 R B D
260~300gD VA A& —FR7 » bRV, FHETTEE
(% 2.78ml/fF g/min. T, SEHSIEH B £ 1% 0.08ml/
FFg/hr. Thol, BEREIXHIEE KD 5k T
ot

Amoxycillin OJEHFHHERIL 4 RO FHETH S
&, BREID 1R T 661 meg 235k S h, K\ T 2 B
H 598mcg, 3K H 284mcgThH, SHH DOEEHT
1687630 meg 2 PRl X e, Ampicillin i BT 3
b BIDFHMET, HA) D 1M 978meg, 2B H
3R B 197Tmeg T, 8l A EHL 1709+
287Tmcg THOlz, 8 REHDAFHEC I\ TXFEMIC
B B2 I w R a0t b, BRIRHIHER T2 % L Am-
picillin TXEHD 1 B KkE2 Bl X h, LB
VZBEME B I AT 5 2%, Amoxycillin “CLFRI 7o B
BOERDIENDI, TOC LXAFREDHR & —3
THBRBETH B,

633 mcg,

mcg/ml, mcg/w.w.g

Table 2 Biliary excretion of amoxycillin and
ampicillin by perfusion technique of
isolated rat liver

Amoxycillin
hours
0~1 | 1~2 | 2~3hours | Total (mcg)

No.

1 440 | 446 212 1098

2 1102 | 942 396 2440

3 547 | 486 209 1242

4 553 | 496 319 1368
mean+S.D.| 661 | 593 284 15374530

mean bile flow 0.08 ml/W. Liver g/hr.

Ampicillin

hours
\ 0~1 | 1~2 | 2~3hours | Total (mcg)
No.

1 902 | 626 | 154 1682

2 669 | 504 | 231 1404

3 1175 | es8 | 258 2121

4 1149 | 468 136 1753

5 996 | 381 208 1585
mean+S.D.| 978 | 533 197 17094237

mean bile flow 0.08ml/W. Liver g/hr.
Method; Disc plate method
Test organism; B. subtilis PCI 219
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Table 3 Clinical response of amoxycillin
No. | Name | Sex | Age Clinical diagnosis Dose/day | Duration Seléggfsle Side effect
GOT 1
1 K. O. M 59 Bronchopneumonia lg 11days + GPT 1
Eosino. 1
2 T.W. M 68 ” ” 14 + -
3 | H.O. F 34 ” ” 28 + -
4 S. K. F 49 Acute bronchitis ” 14 - -
Chronic bronchitis _
5 |K.O. | M 50 Bronchiectasis ” 21 -
Chronic bronchitis
6 | K.M. | M\ 71 | fyricular fibrillation 7 14 + -
Lung cancer -
7133 M | 65 | Mixed infection 7 6 ?
Lung cancer, Mixed _
8 Y. Y. M 68 infection, Hepatitis 7 7 ?
9 | T.I. F 78 Lung cancer 2g 21 ? -
Cholecystitis with _
10 /Y. 8. | M | 45 | Gelithiasis lg 1 +
11 | N.T. F 25 Acute pyelonephritis ” 37 + -
ERERALIR (Table 8, 4) THOto

R ESERIE R E & LB RGEC A F2 E/H L
TRERCDWTHRB, ERME2THBT8FIChIcsH
HTH, LiE4FDFIBAITH D, TORFRITKE LM
R8O, SHKREZRO BEIELRK26, Mgl
LU EDREAREG3H, BDOO KB IVEERETLD
H1HTHS, HERIEAI TR LALIB4» T
N (1A 7en 260mg &4) T, 1E1 I Ferif
RER LUORBICRS Lic, 5 AL 6 HHH3TH
MTHy, FHEGAER IOKEEIZI8HR, 18g T
BB BEREHFIXERBERS X CLERT R bR AT
HE Lico TR, Bihe ol Ezh26), FB8HIT
bt Teks, ERT, EGBXV-TRLMEICEL
TBARRTH BN, EEEEENEE THOLIHHE
DARRETH DOl o, FEF 9 (XAKIE Frhic kAT
S X Dl L BT I I lc DR & L,

MEEANCIY, FRBRS AT OERP 2 DEEF] 6 1235\
“C Escherichia, $EB| 6 1= 33\~ T Streptococcus viridans
AL TWDEH, WTh b REIR 5 HER 6 Tl Ps-
fEG 6 TI1X Escherichia coli
2 Bl& DI M BRI L R

eudomonas aervuginosa,

~NEHRREBRDTED,

Elfe & LTIEER 1 R\ THFRSEEH 5 7H
B ORARBIC B0 IFBIRES18% % X OFF#EE
£ S-GOT, S-GPT DE(b&x A2}, AFOHGFHIEE
IFERERE 2 X el L7t FPBSREIZIER ML L, flioDfE
B B\ TAFL TN Z EIfFA 2 R e h ol

RIELDVICER

BEC RNt & ¥ b, Amoxycillin | Ampicillin D@f
RBREITH Y, HENCEWTIREN LW E VbR TY
%o bhbh T2k iBiE I~ b A% & KBE
NIHJ ¥k L OZHE 0X-19 #icxt LT Ampicillin
01 BB LA B DR, Tz kX, MIENE
iz o ns, RERCT IR o Mg OB
BRI DBbN BRI TERNSDEE L B,
Fte, ®WEZ FUVRECH LTUIWThy 128 5L BT
HH, hdILCHRER LT WEMECENH
HAEEME D HBD, WThic LT oD 1 BfEO£EITH
LNEEEIEZ BRIT,

M EECSWTIE, AIRFRWT Ampicillin, Amo-
xycillin O E)&* ZZRFCE 5 LcA O Amoxycillin
DA EEE Ampicillin DREON 2 HCET D LW



1490 CHEMOTHERAPY NOV. 1973
Table 4 Laboratory findings
. Haemogram :
No. | Duration | Day of [E.S.R./c ¢ p | w B.C. Urine | gyn |S-GOT|S-GPT
days examin. |1hour Neut. |Stab. | Seg. |Eosino. protein
Before | 108 8000 | 68 | 22 | 46 4| - 36 | 41
After
7days 28 - 5000 47 9 38 13 14 78 69
1 11days | , 17 51 51
7 14 7 14 7800 68 10 58 6 - 43 44
” 36 7 52 10 42 8 32 22
Before 65 4+ 12600 | 80 32 48 1 - 14 32 23
After
9200 49 15 34 4
2 | l4days 2days
” 77 55
7 14 7 24 7000 53 14 39 4 - 14 30 90
Before 83 - 7400 76 8 68 0 - 13 20 10
After
5days 5700
3| 28days | 7 97 4900 | 72 8 | 64 0 - 18 13 10
7 14 7 25
” 22”7 45 - 14 15 10
7 34 7 5100
Before 20 5100 | 50 5 45 0 - 14 17
4 l4days | After
14 days 4100 | 46 12 34 1 - 18 21
Before 25 5100 49 6 43 0 + 18 20 22
5 | 2ldays | After
19days 30 4600 49 5 44 0 - 31 28
Before 62 3+ 10500 81 26 55 2 + 12 18 16
6 | 14days Af;“figys 7200 | 59 | 17 | 42 4
7 28 7 56 3+ - 16 17
Before 10200 53 20 33 1 - 15 53
10 | t1days | A% 4| a9
7T 6200 35 57
Before 64 6+ 17000 | 83 31 52 0 11
After
7days 87 2+ 14700 82 13 69 0
11 | 37days | 7 14 7 11900 | 78 9 | 69 0 - 16 27 29
” 23 7 10700 73 15 58 0 -
” 37”7 40 - 7600 | 63 8 55 1 -
” 67 V4 8 —
EINTWAEH, bhbhD7 v bDERICTENTHE DD DRI T b BEFCHD & & BR%ET 5

B Amoxycillin B 5RO BNk, FIRMAEE X
FThdp Ampicillin #5RKDOH2H{EOE LR L, I

%, MOBENBRECENTH 2EU EOERBE THD
toe DT LY, Amoxycillin 23 Ampicillin i Jt LT

ThHDHEEL Do

REH S EEHC DT, T v PIRDOWTODERT 100
mg/kg D0 H 5RO RN FRHEl &Y Amoxycillin T
0.85%, Ampicillin T1.09% Thol & i AT
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B bhbhOBRBILS » + BIBFFER & 5 HEkicdk
HTERFBLDTHY, A—v_ATHETH L
W TH BN, Amoxycillin 1537 +530 mcg,
cillin 1709+287 mcg DEH FhHEt A 325, BFHE X
THA—+w Y+ THhbBE Amoxycillin 20.59, Ampi-
cillin 22.8%5 T b, BWHAIgEL Lich DT,

FRIRIIC X FRIR SR RE 2 3 & 372 BYE 7o\ LARSEEE
DORBHYRYECHER L, £D 5 B 8 flidfitifEss X Off
A0 L RARRIEATH b, HEEENEBTDH
DI DR RLEN TS 2 Tedsofehl, B D8 Hlids
WL 6 BIRVERD, 2 AIDMER) TH ol FEAIEH s
W ied TR ST DR TRERIL R TR A, REELT
DEEGIC LTHER LB EHTHD LEX D,

Lo L, bhbh W MER LIIERAD 5 5 1 e HF
X5 EELONDIFRIRES, FEERENLHBEL,
FFEEREIRGPFIEREFRIL Licdd, [FRRELS IR
Billco ZDZ LIXAFINR=v) vYREFITHY, Y4
R7TVAF-—RIEOHBRLEZ bR BEFTHD = Lo
b, RAABRECELTRENCEETHILER DD LE
25

Ampi-

k3 & &

ElE, bhbiid Amoxycillin oo CEBR, B
KB 2 inz, TROBREEL,

1) ¥E7FoRE 75 BuRE KBE Mk
BE, THE SIRED Bk s mBERENI
Ampicillin ¢ DORIC K E e X RDTedDT,

2) 7, PRBTHEOHEEROMA I X OREAR
[, Ampicillin it LT 27 LERM EDO &l
ExR L,

8) 7 v + BIHFFERERE ORI PR IR R s
T Ampicillin & ORI S 2 isER RigdDfc, &

Rey 7 PRtk B OHER T MR E OHER & LT 5 B
w18,

1) BROCIFRBERPEYEL THFEFEUTD
WRHURRELIBICER L, B%h6 fl, &E%H24, 78
8 BIDEBETH 21,

BIfERE LTk 1 B IFBRRES, FFBRERELRD
o
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LABORATORY AND CLINICAL STUDIES ON AMOXYCILLIN

Motoak! KisHIkKAWA, TosHIYUKI YAMAMOTO, KAZUHIKO OKADA,
Masao Kasugal, HipEkazu HANAKI and SABURO KITAURA
The First Department of Internal Medicine, Nagoya City University, School of Medicine

Abstract

The laboratory and clinical studies have been carried out on amoxycillin, 2 new semisynthetic
penicillin, an improved drug of ampicillin, developed by Beecham Research Laboratories, Great Britain,
and the following results were obtained.

1) No remarkable difference was noticed between the antibacterial activity in serum of amoxycillin
and that of ampicillin against the standard of strains Staphylococcus aureus, Gram-negative bacilli
(Escherichia coli, Klebsiella pneumoniae, Proteus vulgaris and Pseudomonas aeruginosa).

2) The concentration of amoxycillin in blood and organs after it was administered orally to rats,
exhibited twofold or more compared with that of ampicillin.

3) As to the excretion of amoxycillin in bile at the perfusion of extirpated liver of rat, no distinct
difference was observed between that of ampicillin in a viewpoint of the total amount of excretion.
The transition of excretion amount following time elapsed, was similar to that of blood concentration.

4) Amoxycillin was applied clinically to 11 cases of internal infections at a grade slighter than
middle, consisting mostly of respiratory apparatus infection, and the results obtained were effective in
6 cases, ineffective in 2 cases and undecided in 3 cases.

From the above results, the indications of amoxycillin should be looked for in the infections at
slighter than middle grade, and a serious consideration must be given to the side effect, especially
allergic reaction. The investigation should be pursued sufficiently on the dose and dosing method of
amoxycillin.



