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Fig.1 Standard curves for the bioassay of amoxycillin and
ampicillin by superposition (tube) method
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Table 1 Distribution of susceptibility of clinically isolated bacteria to amoxycillin and ampicillin
MIC (mcg/ml)
Antibiotics
=0.1(0.2|0.39|0.78|1.56 | 3.12 | 6.25 | 12.5 | 25 | 50 | 100 | >100

Staph. aureus Amoxycillin 1 2 2 2 2 5 4 3] 2 11
(34 strains) Ampicillin 1 2 1 3 3 4 3 41 2 1 10

E. colt Amoxycillin 1 7 5 41 1 5
(23 strains) Ampicillin 2 6 5 1 5
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Table 2 Serum antibiotic levels after a single oral administration of amoxycillin
and ampicillin in healthy volunteers (mcg/ml)
Dosing* Time after administration (hr.)
Volunteer of
antibiotics 1/2 1 2 4 6 8
@ 0.34 4.1 4.9 1.8 0.43 trace
® 0 0 1.1 1.7 0.41 0.18
® 0 4.5 5.4 3.4 1.2 trace
I () 0 1.0 5.7 2.9 1.1 0.3
® 0 0.78 2.6 3.0 1.5 0.35
® 0 trace 3.0 3.3 1.2 0.39
) 2.3 7.0 5.9 1.8 0.54 0.1
® trace trace 4.3 2.3 0.7 0.23
® 0.67 4.5 6.3 3.2 0.85 0.27
i @ 0 0.39 5.8 2.2 0. 81 0.32
® 3.0 2.4 2.2 1.35 0.78 0.28
® 0 0.19 1.5 4.9 1.6 0.58
©) trace 2.3 3.9 1.9 0.58 0.18
® 0 0 trace 3.6 0.97 0.39
® 0.15 0.2 9.7 5.0 0.81 0.25
B ® 0 0 1.3 4.1 1.4 0.72
® 1.3 2.0 0. 67 0.6 0.43 0.12
® trace 0.12 1.7 1.9 0.99 0. 37
) 2.7 6.12 3.9 1.1 0.25 trace
® 0 0 3.4 2.5 0. 68 0.21
® 1.37 5.4 8.6 5.8 1.2 0.4
¥ @ trace 3.2 12.2 2.7 1.3 0. 54
® 1.8 4.1 5.6 2.7 1.2 0.43
® 0 2.3 4.2 1.75 0.6 0.34
@ 1.1 1.6 2.7 1.4 0.18 trace
® 0.95 2.3 3.1 0.9 0.32 0.1
v ® 0.7 4.0 8.1 4.32 0.36 0.3
@ 0 0 2.9 7.0 1.8 0.61
® 0.4 2.1 7.1 1.5 0.22 trace
® 0.21 0.65 2.4 1.7 0.59 0.2
@ 4.1 5.2 3.3 0.65 0.18 trace
® trace 2.3 3.7 1.3 0. 39 0.23
® 0.9 3.1 9.5 2.3 0. 56 0.23
v () 0.3 4.5 12. 2 3.9 1.1 0.39
® 3.3 7.0 9.2 1.9 0.5 0.1
® trace 3.4 5.0 1.6 0.54 trace
) 2.0 5.9 3.5 1.2 0.28 trace
® 0 0.17 2.25 1.89 0.7 trace
® 2.9 4.3 5.8 1.6 0.5 0.1
v @ 0 0.86 2.5 2.0 0. 32 0.18
® 0.18 0. 37 0.45 1.35 0.78 0.16
® 0.13 0.7 2.6 1.3 0. 56 0.19
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Dosing* Time after administration (hr.)
Volunteer of
antibiotics 1/2 1 2 4 6 8
() 1.26 3.6 4.3 1.4 0.32 trace
® 0 0.29 0.36 trace trace trace
® 2.3 7.0 3.9 0.79 0.2 trace
b ® 0 0.9 4.9 1.7 0. 54 0.18
® 1.65 2.4 3.8 1.35 0.27 0.1
® 0 0.5 2.6 1.0 0. 62 0.16
@ 1.1 6.5 4.3 0.9 0.2 trace
® 0 0.72 3.7 4.5 0.7 0.14
® 0.79 1.8 8.3 2.0 0. 38 0.23
K @ 0 0.18 4.14 1.3 0.79 0
® 0.73 2.3 4.5 1.5 0.3 0.11
® trace 0.96 2.8 0.95 0. 69 0.17
@ 2.2 4.5 2.8 0.52 0.13 trace
® 0.54 2.5 3.1 1.5 0.38 trace
® 1.3 6.5 9.0 2.3 0.58 0.18
X ® 0. 37 2.2 5.8 2.2 0. 65 0.2
® trace 0.7 0.76 1.95 0. 56 0.13
® 0 trace 2.4 1.5 0. 37 0.1
() 1.4 5.2 3.3 1.0 0.3 trace
® 0 1.26 4.7 1.5 0.17 0.2
® 5.2 9.4 9.0 3.5 0.91 0.3
A @ 0.25 6.7 9.2 4.5 1.1 0. 45
® 1.6 3.6 5.1 3.2 1.85 0.7
® 0 1.6 4.0 2.1 0.92 0.62
@ 3.5 1.9 1.5 0. 41 trace 0
@ trace 0.16 1.7 1.2 0.25 trace
® 2.8 4.2 3.2 1.2 0.29 trace
n ® 0 8.1 9.7 1.3 0. 41 0.1
® trace — 6.3 1.9 0.29 trace
® 1.9 2.5 2.6 1.9 0.44 0.14
* @ : Amoxycillin 250 mg before meal ® : Amoxycillin 250 mg after meal
® : Amoxycillin 500 mg before meal @ : Amoxycillin 500 mg after meal
® : Ampicillin 500 mg before meal ® : Ampicillin 500 mg after meal
Table 3 Urinary excretion after a single oral administration of amoxycillin
and ampicillin in healthy volunteers
Dosing* Time after administration (hr.)
Volunteers of 0~2 2~4 4~6 6~8 0~8
antibiotics (Total)
mcg/ml| mg |mcg/ml| mg |mcg/ml| mg |mcg/ml| mg mg
@ 158 71.1| 598 119.6 | 115 3.1 13.7 4.8 | 226.6
[©) 97.2 13.6 | 302 102.7 | 173 46.7 44.6 8.0 171.0
I ® 252 55.4 | 374 127.2 | 137 57.5 43.2 16.4 | 256.5
® 374 41.1| 533 202.5 | 194 93.1 75.6 18.1 | 354.8
® 38 23.6 144 50. 4 152 27.4 60 12.0 113.4
® 92 7.4 1 300 81.0 88 26.4 62 10.5 | 125.3
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N . Time after administration (hr.)
Dosing*
Volunteers of 0~2 2~4 4~6 6~8 0~8
antibiotics (Total)
mcg/ml| mg |mcg/ml| mg |mcg/ml| mg |mcg/ml| mg mg
[©)] 119 41.7 158 36.3 67.7 8.8 18 6.9 93.7
®@ 173 19.9 828 132.5 238 39.3 50.4 14.4 206.1
® 723 86.8 118.8 95.0 454 49.9 75.6 15.9 247.6
I @ 706 49.4 936 131.0 288 37.4 28.8 14.7 232.5
® 500 75.0 432 51.8 440 39.6 94 16.0 182.4
® 58 4.1 | 2000 150 240 21.6 50.8 19.8 195.5
() 166 26.6 302 30.2 173 12.1 28.8 5.3 74.2
® 4.7 0.5 86.4 28.5 28.8 19.2 26.6 7.4 55.6
® 864 130.5 | 792 281.2 | 374 69.2 43.2 18.1 | 499.0
I ® 49.7 6.0 576 130.2 245 77.2 119 29.8 243.2
® 480 69. 6 216 62.6 144 21.6 136 9.5 163.3
® 50 10.5 340 40.8 392 33.3 192 12.5 97.1
@ 511 25.6 346 34.6 115 8.1 51.8 5.2 73.5
® 93.6 6.6 374 56.1 133 13.3 75.6 5.7 81.7
® 166 28.2 | 533 58.6 | 173 26.0 26.6 6.7 119.5
v ® . _ _ _ _ _ _ _ _
® 900 144.0 860 120.4 640 51.2 240 9.6 325.2
® 640 96.0 860 150.5 336 45,2 118 15.3 307.0
@ 310 49.6 302 57.4 86.4 10. 8 7.9 1.5 119.3
©)] 576 51.8 331 57.9 68.4 14.7 21.6 5.6 130.0
® 310 26.4 418 50. 2 166 29.9 28.8 8.4 114.9
v ® 112 10.1] 1008 | 121.0| 230 42.6 | 43.2| 16.4| 190.1
® 880 176.0 | 1600 232.0 200 26.0 25.6 4.9 438.9
® 232 26.7 396 69. 3 102 29.6 27.2 11.6 137.2
@ 1116 97.1 518 42.5 173 12.1 46.8 3.7 155.4
® 439 79.0 677 121.9 223 32.3 51.8 6.0 239.2
® 446 53.5 936 112.3 252 18.9 86.4 6.5 191.2
v O] 317 42.8 -— et 166 20.8 64.8 6.5 -
® 288 23.0| 288 26.5 80 8.2 16.4 1.9 59.6
® 600 84.0 | 880 118.8 | 296 34.0 76 7.2 | 244.0
@ 302 63.4 | 389 50.6 | 238 11.9 51.8 4.1 130.0
® 176 16.7 533 64.0 238 10.7 —_ — _
® 209 64.6 475 64.1 101 18.2 32.4 3.9 150. 8
v @ 112 15.7 475 66. 5 166 29.1 59 5.3 116.6
® 56 18.2 580 58.0 368 51.5 236 15.3 143.0
® 164 45.9 | 260 93.6 | 288 36.0 | 108 10.8 | 186.3
[©) 259 54.4 806 40.3 194 15.5 29.5 5.3 115.5
® 461 69.2 | 605 84.7 | 104 20.8 26.6 3.5 178.2
® 310 108.5 | 389 46.7 79 10.3 19.4 2.5 | 168.0
v ® 403 84.6 360 90.0 281 36.5 31 13.0 224.1
® 140 49.0 256 64.0 50.0 10.0 _ — _
® 148 25.2 460 55.2 156 21.8 54 16.2 118.4
) 475 95.0 | 187 59.8 | 42.5 10.6 10.8 4.3 169.7
©) 338 67.6 252 50. 4 209 27.2 43.2 7.3 152.5
X ® 47.5 11.9 605 187.6 187 46.8 53 10. 6 256.9
@ 180 57.6 374 74.8 65 32.5 33 8.3 173.2
® 352 132.0 500 102.5 112 22.4 12.8 6.8 263.7
® 124 22.3 152 31.9 38.4 18.4 24 10. 2 82.8
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. Time after administration (hr.)
Dosing*
Volunteers of 0~2 2~4 4~6 6~8 0~8
antibiotics (Total)
mcg/ml| mg |mcg/ml| mg |mcg/ml| mg |mcg/ml| mg mg
(©) 166 41.5| 173 55.4 35.3 6.4 13.7 2.7 | 106.0
[©) 288 49.0 | 619 80.5( 194 19.4 57.6 5.8 | 154.7
X ® 605 108.9 | 648 84.2 | 281 19.7 61.9 7.4 1 220.2
@ 454 56.8 | 1116 167.4 | 389 50.6 94 12.2 | 287.0
® 48 10.6 | 352 77.4 | 372 44.6 64 6.4 | 139.0
® 60 10.2 | 404 80.8 | 272 27.2 92 5.5 | 123.7
@ 374 74.8 | 259 77.7 | 122 10. 4 65 3.3 ] 166.2
® 108 15.7 | 346 31.1| 126 9.5 38.9 3.3 59. 6
X ® 1188 142.6 | 1152 121.0 | 526 34.2 75.6 8.3 | 306.1
@ 828 91.1| 634 133.1| 274 35.6 76 9.1 268.9
® 140 25.2 | 840 130.2 | 840 163.8 | 256 26.9 | 346.1
® 184 31.3| 392 54.9 | 152 18.2 | 112 14.0 | 118.4
@ 245 42,91 274 30.1 42.5 3.4 12.2 1.22| 77.6
® 173 17.3 | 634 88.8 | 144 18.7 27.4 5.2 | 130.0
W ® 180 63.0 | 389 40.8 — — 14.4 3.6 —
@ 900 144.0 | 936 135.7 | 169 29.6 — — —
® 620 93.0 | 720 97.2 | 228 23.9 23.2 4.6 | 218.7
® 480 57.6 | 1920 172.8 | 760 57.0 { 110 8.3 295.7
* @ : Amoxycillin 250 mg before meal ® : Amoxycillin 250 mg after meal
® : Amoxycillin 500 mg before meal @ : Amoxycillin 500 mg after meal
® : Ampicillin 500 mg before meal ® : Ampicillin 500 mg after meal
Fig.2 Comparison of antimicrobial activity Fig.3 Serum levels of amoxycillin and ampicil-
of amoxycillin and ampicillin against lin orally administered in a cross over ex-
clinically isolated bacteria periment to healthy fasting volunteers
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Table 4 Average values of serum antibiotic levels after a single oral administration
of amoxycillin and ampicillin in healthy volunteers (mcg/ml)
Before or Time after administration (hr.)
Antibiotics | Dosis after
meal 1/2 1 2 4 6 8
1.83 4.49 3.69 1.17 0.28 0.02

Amoxycillin|250mg|before-meal

(1.09~2. 57)|(8. 38~5.

60)((3. 00~4. 38)|(0. 86~1. 48)((0. 18~0. 38)|(0. 01~0. 05)

0.12 0.81

Amoxycillin|250mg| after-meal

(0. 06~0. 30)((0. 19~1.

2.62 1.91 0.52 0.14

43)|(1. 69~3. 55)|(1. 18~2. 64)|(0. 36~0. 68)|(0. 06~0. 22)

1.59 4.58

Amoxycillin|500mg|before-meal

(0. 69~2, 42)|(8. 12~6.

7.23 2.95 0.57 0.19

04)[(5. 87~8. 59)|(2. 01~3. 89)[(0. 35~0. 79)|(0. 11~0. 27)

0.07
(0. 01~o0.

Amoxycillin[500mg| after-meal 2.47

15)|(0. 84~4. 10)((4. 13~8. 59)|(1. 97~3. 99)|(0. 67~1.

6. 36 0.94 0.33

21)|(0. 20~0. 46)

2.98

1.16
(0. 46~1.

Ampicillin [500mg|before-meal 2.52

86)|(1. 32~3. 72)|(2. 17~5. 87)|(1. 39~2. 33)|(0. 40~1.

0. 20
04)[(0. 08~0. 32)

4,02 1.86 0.72

0.19 1.08

Ampicillin [500mg| after-meal

(0. 14~0. 52){(0. 40~1.

2.90 1.99 0.76 0.27

76)|(2. 28~3. 52)|(1. 32~2. 66)((0. 54~0. 98)|(0. 15~0. 39)
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Fig.4 Before-meal and after-meal serum levels
of amoxycillin given orally at a dose

of 250 mg in a cross-over experiment to
healthy volunteers
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Fig.6 Before-meal and after-meal serum levels
of ampicillin given orally at a dose of
500mg in a cross-over experiment to

healthy volunteers
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B RHRB G- DI 5 DBCECEIREKRERL, #5ES
¥ & T ENRERITERERF B 50560, 82213 LT, &k
B 55, 095% 71 LT,

AMPC 500 mg #5-DB A%, BHO 2 BMASHIXZE
IRRF 5 14. 9 2815 LCRABB SRS 11.1 95 & 0B
2, R T RTEERE L A%ERE L oo EL
T, 8RO ENRRIXZER Y 5-R46. 195, AKES
F§48.0% TH 5 (Fig. 9),

¥ 7z, ABPC 500 mg #5 T, BAID 2 BRI D EIR
RITOERFE 5B 14. 0251 LT, ABBERNT 7,09
T Eiev, TO% SR ¥ T2, AKRSL L 2y

Fig.8 Before-meal and after-meal urinary reco-
very of amoxycillin orally administered
at a dose of 250mg in a cross-over ex-

periment to healthy volunteers
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Time after administration
Fig.9 Before-meal and after-meal urinary reco-

very of amoxycillin orally administered
at a dose of 500mg in a cross-over ex-
periment to healthy volunteers
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EoRFPEIRICKZELRET, HREGHK8RHAO
FRAP BRI 22 R By 5-RF4 1. 92613 LT, RERELERS

1188.995 L haig b EfH% T Lic (Fig. 10),

Fig. 10 Before-meal and after-meal urinary re-
covery of ampicillin orally administered
at a dose of 500mg in a cross-over ex-
periment to healthy volunteers

60} ~— before-meal
-——= after-meal
50
40.1% 41.9%
401
sof ‘ Daiag T 8%
_____ ——
2ol 25.3%
14.0%5
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______ _——
7.0%
1 L
0~2 0~4 0~6 0 ~8hr.

Time after administration
C ERBRIR AR
AMPC #5135 D&%, Table 6 I —iEHR

T %,

fEG 1, ¥910EBTHEMK, WEMH D, v 7 > Hl
B 1AM B, WERKREHDO D
AMPC %85 L, ERIZBHECHE Lo

SEG 20 %9 1ERTHSEW, BRI E LIYL0H #ios
DUEIRIRYE & 72 b, WERHDIHAERE & Hemophilus %
L7, AMPC #5012 X v, 4~b BT RIENE
EEich, EHLEBHR L, Ll AMPC 81HRE#HS
BT Lo T LR ORAEOHRIZB LRIgD
<o

fEG 3, #U1 7 ARib2FBE, BREHFL, W2
BT S HRMERE R hn, 87~88.5°C DR# B D, #8
AR CHAFIRS 2 Z 3 o5 @ ked, RA»s
ERRL Rl Lic, VR TETHCU F AR
BAdD, HIMERE 11100, #Kik 1 BEE 58 mm, CRP
() ZRL, WBHR»L MRS 78 Lic, AMPC 1
H1lg $#55 A BCIXELCHEE, ThEFPT LB
g, BorEbiER L, 1B EMmIRE6500, HKit
fE48mm, CRP (—) &b, 2BHRCIWRRERY
Bz EAENE LI, LL, ZOfEFIE Table 7 ©
R LI X 5ic AMPC #5.4 GOT, GPT 0 ER%##»
fefedd, 2:BMITRGEERHIEL,

FEG 4, WI0EFIAD 88°C AL DRE, EH oKUK,
HBEDOWEREYTi%, Cephalexin D54 5 Ff-p ik
7, WREER, BEOFREHELHFLTEL L,
B VB CETHICHEEDV X AMBEXRY, 1
[ EREL 10400, kit 1 BEfEfE 118 mm, CRP (i), &4
VR T 128 X (Bt MR D BB O W2 2l Lo hiiE R

Table 6 Clinical results with amoxycillin

Dosing'l?_f lini
%:fe Age|Sex| Clinical diagnosis Complication S:::;tsi;e ?)Izﬁ};vgu;:- 1!(131211 Side effect
dose | tion|effect
(g) ((days)
1159 | f |Acute pharyngitis| Diabetes mellitus ? 1.0 7 +H -
2|20 | £ | Chr. bronchitis - D pnoumoniae | 10| 31 | + -
3|59 | f | Pneumonia Chr. hepatitis D. pneumonige | 1.0 | 14 | 4 G%?’Zﬁgngg%
4135 | f ” - Mycoplasma (?)| 1.0 | 14 + -
5142 | f | Lung abscess Hemophilus 1.0| 22 + -
6 | 59 | m | Cholecystitis g;‘géee‘r‘?f‘fa‘ﬁ bladder| Klebsiella 2.0| 6.5 — -
7172 £ | Acute cystitis Renal dysfunction E. coli 1.0| 13 + -
8172 | £ ” ” E. coli 1.0 18 + -
9121 | £ ” Mitral stenosis E. coli 1.0 7 - -
1071 £ ” Diabetes mellitus E. coli 0.5| 25 +H -
11 (27| £ ” Renal stone E. coli 1.0| 14 + -
12 61| £ ” Diabetes mellitus E. coli 1.0 10 + -
13 34| £ # Nephrotic syndrom | E. coli 1.0 4 ? Rash
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Table 7 Serum GOT and GPT, alkaline phosphatase, blood urea-N and protein in
urine before and after administration of amoxycillin
Alkaline .. .
Case GOT GPT phosphatase BUN Protein in urine
No. before | after | before | after before after before after before after
2 - 12 | - 9 - - - - ) (=)
3 49 150 38 68 — 14.5 7 13 () (=)
4 42 90 47 158 16.3 7.5 15 12 (+) (=3
5 - 12 - 9 - — - 10.5 — -
9 - 19 - 16 - 7.0 - - - (+£)
10 41 22 10 23 — - 12.5 12.5 () (&)

EEME LB ol AMPC#E 5 HH#ICITRBULSE
LREEL, 1:BHHDOH[MmRKT00, #HRIG{EI20 mm,
CRP (H) #@sIns12 X Bk, 2 BRI il
REBMILIZ LA LSELNE L, FRiE 86 mm, CRP
(=), ERBERIT 266 X LR Lico REBF D,
Table 7 Zi# D X 5 GOT, GPT D LAY RDR
M, AMPC B ERINBTAA IR A7 » Z2—XD
Y Rl ted, 137 LT AMPC#ER X5 LD
BEMIEERITH Do BRI REBERIGD LR D
HT, BEEI<A 275 X<DAREMIKTH 5,

FEF 6, #9127 ARIOEE, HE, EloE %W,
ERkD Y, ML EFCEP A Lincomycin, St-
reptomycin, ABPC 7o X D#b5% 5i37chd, [EHR
MEEE RO RESRE LICRERI TH B 5, Ko LEc 2%
ot B MR L R, HMmERE 10200, ik 1R
{ 44mm, WERH S Hemophilus % 4y¥f Li-, AMPC
B 1 BEBCIIERED, 1088V BEOREMER
EEMT AT LD, SBHRIIIERTELTHE, &K
fE10mm, HfnEk¥E6600, ViR CZFEREOBEE
RHER L,

fEF 6, 6 FRTAGHAIET X 5 A BB IIEREY
RELTWEEAETHSEH, ¥10HFTH589.0~89.5°C
DFE, HIMmIRE 26800, FiL 1 R fE 69 mm, B EH-
(IRECTNEE, A, CJEH2:5 Klebsiella % 4y U ic,
AMPC 1 H 2g O#L5#{TlcolkerERKERT, 6.5
BCHS Ik Lico REMIEORFAMCEELT, Ho
5%, BAEDMIC, IO 5 BOFELRDI,

fEB T, BREBCTABRLO0ER, BREY S
LABE MR RA 89°C mFsk, HIRLYFL, RICEH
mERi 1 HEF80~90, [RepKIGE 105/ml L E, AMPC
52 BRI iRE, RITR L 2EcHE, RPEXEHE
Bk Lo

FEB 8, FERI T LFEI—BHETHDA, Lo X >l
Ptk 1B THORBROERMBL, B0 AMPC2#5 L
Too E0le  [AERDOREE THEREIR DI FE L Aicdd, AM-

PC #518H H nfR¥Ez# T E. coli f}>>C Proteus
& Klebsiella %45y Ut tcsd, AMPC $ybaduil Uiz,

FEG 9, fAMEFARAUEIC TABRH, 2R 41°C DRk,
TIEEM, BB EFRL, RPamER 185 120~160,
E. coli 10¢/ml [) E, 7k 1B 64 mm » 7R Lz,
AMPC #EH OB VBB T, b HERTD T
LI h, BEERLEACHE L2, RITFROHK
FXbTNT, R E coli IBRFL, EHEHEL
o

FEBI0, WIOEFIALHREFL, RITEHD 2k
e & Wi Lico AMPC #5.02 X b BHERERIL 258
Wk, Reh E. coli 4%k Lio

REGI1L, HERME, BREG BUREH 1 EMETH»SHFL
7o R E. coli 106/ml L)k, AMPC #5ic X b, 3
HEH2 5 BEEREER Licdd, RILETRo%#EL e
RSBEE Lico 7272 LRAR E. coli /X144 Lo

FEHI2, FREEFRE L, RPEMER 1 REF40P954,
e E. coli 105/ml [, AMPC 5 3 HE»HHY
FEREEL, RICEFTR b%FE Lico RE E. coli 1
106/ml LT ifdr Lic SR R ighy ot

FEGI18, * 7 » —YEEBEMGRES, BIR, PR, &
EoX#LYFHL, RILHEH MK 1 HE200~800, K
E. coli 108/ml Ll k., AMPC #¢5i X b HEERIT
gk Ligdicht, 58 BENLRBEYE Ukkicd,
AMPC #5% ik Lic,

D B % B

FEMI8IC3\WT, AMPC1H 1g 53BN, M
LB DEFE X PO T FARM B, BRI, ™
I m BB X SicisDfetzsd, AMPC #hh
1k Lico ik 2 BEICHBILHERR Lic, I FEMLA
FRIEF 7 v ¥ —DFEAERE LTWinhols,

AMPC #50CBE LT, ITH8EE, BEoF = » 7% L
TIEFI DMK S A, Table 7 1K T, EHAS B LV 4
128\ T AMPC # 4.1, GOT, GPT DBEED LR
abtchs, fER 41X AMPC # 5 §if4s & Alk. Phos-
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phatase DFEfEX R %57 ¥, Transaminase O L H
Aixic LT AMPC 2 X % & O/ /RIT G T
BDo FIAEG 8 LEERDOBIREE LIAIRREBOISHERT 42
A LTWAEETHD, GOT, GPT 0 LA HE
LedholcREBIepotc b BExbh 3,

P EoDizds, £FIRRICH > BILEEELRLT, £
DR BITERXERD B inhy ot

V 8BELLVICESR

FRBLTHE T T Y BREES AR B N KR EE28HRIC X T B
Amoxycillin OHE % Ampicillin DHE N & Lk
L7:#ER, in vitro O H1E J1 O HE TiX, Amoxycillin
% Ampicillin & KZEHR IR EERDI, A
FHIMIC X it D E R BdTo

AMPC t ABPC DH{LEH» DL ORISR HE L,
X B EFHEAOWHLE DD OB 5 A IHERD
HEYRFT AT, REAOBERALHZELT,
cross over i kb, AMPC 260mg 3 X ¢ 500mg,
ABPC 500 mg D% 1 # 5% 25k I X ORI I8,
MR DR e b O Rk B 2 el Ui,
22 ERS Y 5 D I 7 R E o peak (X, AMPC 260 mg
$EBHT 4. 49 meg/ml, AMPC 500mg #5153 7.23
mcg/ml, ABPC 600 mg #¥5-K#E 4.02mceg/ml #/8 L
Amoxycillin D% 5 A%, [F—& D Ampicillin ¥ 5 kD
L 8fEE MIEPIRE SR L, 80 AMPC %3 ABPC
LIFRAREOMBEFRELRT Exldic, AERR
LR M O peak i3, AMPC 250 mg # 5-Fi1
2.62mcg/ml, AMPC 500 mg # 53 6. 36 mcg/ml,
ABPC 500 mg #5-B5(% 2.90mcg/ml T, ABPC Tik
AFERC X b MIEPRELRONG ERCRDLH
fehd, AMPC Tk, ABEELEER, BRUIPLCERS D
DD, MmEFEED peak {HiICIX, kKEXicEE, L ALR
T8\

8 BERIN D RBEULRIL, ZERY 5084, ABPC
500mg # 5K 41.99%THH DR L, AMPC 260 mg
P 5 R260. 895, 500mg #y G 46.19% & R CE\MH
R, i, AEESOHE L, ABPC Ti133.9%
CAETF3 525, AMPC Tii 260 mg £ 4.3 66. 0%,
500 mg #¥5-H5348. 095 LB T IE A HATE\,

7%, AMPC (3 ABPC i ltiss L THILE DB
DI X B S, 20, REHIROPEIEDTH Y,
MIRFIE LT ABPC X h 3 <hictEax b ol &%
Bz,

SHIREEK 1), 1@RETR 16, Mik2 6, Mk
BeiE 141, B> %161, SR ATH, 1381
AMPC 1H 0.5~2g 25 L, E436, HH7
B, #&xh2 Bl ZHEHEREE 1 Pl LBz, B

D5, FEF 6D SEEE L, o, BEEL AM-
PC RS AR S\~ Klebsiella Th 5 1= > & it
WROFERLEZ DD, ER 9 XHIEARBIELY R L
TUWBMMUE IR TR Y, Hic AMPC EZDOFRERIIIR
Dbhiehot, ¥hBEHEEBLRILHOTIEADSE
3, FISHOEBRELXETOIEETH S,
DEBOhBEREMIVE T H b, ABPC &%)
BT 5 2 LIXRTRETH %o

BElifEE LT, 1658 HERESY L, B
ARk L, fbD~=>) vARk KElkOWT
3, BECELTT VAF —RIGEORECIFTHEEY
HELERDB, ZOfft, 1FC-—@EDOFF VAT S
F—EDLFEREDIA, FRTNEZEWERIRDLH
Lot

v & 3 U
AMPC 1D\ TR 76 & O FEIRPIBET 21T 7e b,
PUF OBz 37,

1) REENPEIE ABPC L3 ERAKTH Y,
ABPC } O X2 FEET %,

2) AMPC i3 ABPC it LTE{LE D D ORI
TR, BT X 5 AFERROPELE DTN,

3) WLEH D ORI DRE DT, RebiitE
3 ABPC X h&EfEZTRT,

4) 1BFORFRERIECE S L, E8H, BT
B, sE%h2 Bl BFHEARRE 1 QOB BfERA
LLT, %P5, FIVAT IF—XDLEAIK 1HIRD
b,

X [
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FUNDAMENTAL AND CLINICAL STUDIES ON AMOXYCILLIN
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Tomokazu Asal, MicHIHIDE Kawal and Kenj1 KuBo
Department of Internal Medicine, Osaka City University Medical School
(Director : Prof. KENzO SHIOTA)

Abstract

Amoxycillin(a-Amino-p-hydroxybenzylpenicillin)is a new semisynthetic antibiotic developed by Beecham
Research Laboratories, Great Britain. Its in vitro antibacterial activity and its absorption from digestive
tract after the oral administration to humans, were investigated in comparison with ampicillin, and
the treatment effect was investigated on several kinds of infections. The results obtained are as follows.

1) Antibacterial activity : The amoxycillin sensitivity was measured on 34 strains of Staphylococcus
isolated from lesions, and 14 strains exhibited the MIC of less than 6.25mcg/ml, while there existed 11
resistant strains of more than 100mcg/ml. As to Escherichia coli, 17 out of 23 strains were inhibited
the growth by 3.12~25mcg/ml of amoxycillin, though 5 strains were resistant at more than 100 mcg/ml.
This antibacterial activity of amoxycillin was almost the same degree as that of ampicillin which was
measured simultaneously, and a cross resistance was observed between two drugs. '

2) Absorption and excretion : Amoxycillin (250mg and 500mg) and ampicillin (500mg) were ad-
ministered orally at an empty stomach and after meal to 12 healthy adults, and the transition of blood
concentration and the excretory amount in urine were compared by a cross over method. As the results,
a peak of blood concentration after administered at an empty stomach, demonstrated 4.49 mcg/ml with
250 mg of amoxycillin, 7.23mcg/ml with 500 mg of amoxycillin, and 4.02mcg/ml with 500 mg of ampicil-
lin. That is, amoxycillin showed the blood concentration of 1.8 fold higher than that of ampicillin with
the same dose, and thus amoxycillin may show almost the same blood level with a half dose of ampicil-
lin. As for the peak of blood concentration after meal, it was 2.62mcg/ml with 250 mg of amoxycillin,
6. 36 mcg/ml with 500 mg of amoxycillin, and 2.90 mcg/ml with 500 mg of ampicillin, and thus the blood
concentration was suppressed remarkably by intake of meal with ampicillin, whereas the peak value
of blood concentration was not remarkably influenced by intake of meal with amoxycillin, though the
absorption was a little delayed there.

As to the recovery ratio in urine within 8 hours, when the drug was administered at an empty sto-
mach, it was 41.9% with 500 mg of ampicillin, while 50. 395 with 250 mg of amoxycillin and 46. 195 with
500 mg of the same drug, showing thus slightly higher values with amoxycillin. On the other hand,
when the drug was administered after meal, the ratio lowered to 33.99; with ampicillin, while 55.09
with 250 mg of amoxycillin, and 48.09; with 500 mg of the same drug, exhibiting thus no fall.

That is to say, amoxycillin is absorbed from digestive tract far better than ampicillin, and the effect
of meal intake is more slight as well.

3) Clinical result : Amoxycillin was administered orally at a dose of 0.5~2g per day to 1 case of
acute pharyngitis, 1 case of chronic bronchitis, 1 case of bacterial pneumonia, 1 case of primary
atypical pneumonia, 1 case of pulmonary purulent inflammation, 1 case of cholecystitis and 7 cases of
acute cystitis, totalling 13 cases. The results obtained were remarkably effective in 3 cases, effective
in 7 cases, ineffective in 2 cases, and undecided in 1 case.

As to the side effect with amoxycillin, no remarkable one was observed, except 1 case in which the
administration was interrupted due to an eruption 4 days after the beginning of administration, and
another 1 case in which a temporary rise of transaminase was noticed after 2 weeks of administration.



