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Aminosidine =83 5 BF%e

EB RPN BBACE-FE OB TEH-E
REHA - BETHRT - PNESMR - FEMEE
HAREEERAYE EHAM

Kanamycin, Streptomycin, Neomycin 3l D #H &
Fl L LTo Aminosidine (AMD L) ®iZ\{ohD
FTRALKENRDD, —F, KFOERCOWTORE
PbHAHDOT, £E I 7 FURE, XBECHTIRE
¥, BRI X OHEE, BHMEF, BRBE(BEW,
BRIR A e £ D Rie >\ THRE L,

L BESMO coagulase [FET kIHE, Kis
HCx$ S AMD QB2

REHE

FRHE X D 8L 7o coagulase [t 77 F o IRE 100 £k,
KIBH 100 >\ CERAFREIC Lo THIE L, £
FAFZHbiT heart infusion FEREZHE, pH 7.2, bouilland
HEHER | BSEREEL T 37C 24 BRSEAT ko
120

B K

1) Coagulase Bl I % BREC K+ 5 REH D 5 A
3E1IDX 5K 0.8~25meg/ml iz b, A U oligo-
saccharide RHiAEF|D SM R IIBEM KIS
KEdohigv, KM 2 IR RREZHN 52T
Wh,

2) KBEECHTLIRIHFMIEZ2DL 51 0.8~
25megiml i b, 7 FUREOGE & Mk B ik
27, ARFRIIE L KM & isRBORZ R
LT\v5,

%2 Susceptibility of Escherichia coli to aminosidine

(100 Strans)
MIC mcg/ml

0.4]0.81.6]3.2[6.3]12.5/25|50[1%9 or

AMD 1| sl4|22|2] s

sM gl 4| 5|15| 6] 92| 51

TC 17] 9l10| of 3| s | 49

CP 21 9117 4 1 48

KM 8la21|27]38| 6

CL 4117129 | 44 6

AB-PC 8|34|28| 4| 68| 12

NA 26 {3524 |13 2 1

CET 1 8 7126]30] 13 4 11

CER 2 213234 |17 8 3 2

GM 47 | 49 4

I BN S UBEE

AlerE

R A (36]) & AMD 500mg % 1 EIffE L,
30 4, 1, 2, 4, 6 BERSBICEMm, —F, 2, 4, 6, 12
R RR LT, PCI 219 #eaREw s LERE
TlFRES X O RPBEYAE L,

R

1) mepEE : 3HOFEIR 1 0k LT, HER
2 BRic peak 23% b 18.1 meg/ml

%1 Susceptibility of coagulase-positive Staphylococci to aminosidine
(100 Strains) DfExRL, 68R% T 3.9 meg/
1 BB R LY, 3
MIC meg/ml m &kb&ﬂ‘]r's:\: xR LI, ¥
T o A%l half life 13 171 s ¢
£0.10-2]0.4/0.8/1.6{3.2/6.3| 12.5 | 25 | 50 | >0 %,
AMD 70| 4{16| 5| 3 | 1 2) RepBifit: R2kAaB L5
PC-G 23 2118 2| 51 7| 10 [17]11| 10 AEIFHEL 2 B T3 T 156.6 mg
DMP-PC 3115]55]25| 2 NERPHE S h, 12 B ECO
SM 2(12]13]20( 5| 3| 4 1] 40 RepENRERIL 87.3% L EHHTH
TC 45| 2 1 2] 1 |16(33 WM U,
CP 2 4| 815222 1 11 oI &k Y Ot
TARF D FHAF 245 Uico
CER 113 |10] 2114]| 2| 37 .
GM 84 |14 1| 1 -
stop flow ¥ : {kE 12~15kg D
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K1 Serum levels of aminosidine

(3 Adults)
o Serum level mcg/ml (hrs) Half life

ase

|1 |2 | 46 | ®

1 9.017.5(12.5| 56| 4.3| 2.03

2 20,0 — |24.4|11.2| 42| 1.8

3 — | 17.5|17.,5] 42| 3.2| 1.26

Average | 14.5|17.5)18.1| 6.9| 3.9 1.71

§00mg IX IM igjection

S

-~
S
N

Serum levels (meg/ml)

<
L

S

051 2 4
Hours

K 2 Urine excretion of aminosidine

(3 Adults)
Urine recoveries (mg)
Case
0~2 | 2~4 | 4~6 [6~12 (hrs) |Total | %
1 150 9 | 62 27 335 (71.0
2 230 76 | 125 345 465, 5/93. 1
3 90 275 | 17 108 490 [98.0
Average 1%@ Mﬂ 68.0,  56.5 87.3
200 500mg 1X /M injection
$ 100}
2
g
S
2 4 6 2
Hours
BEA =%\, 102 manitol i) OEETH

FASELEBEEFIRYER 2 L, R PAH,
AMD 2 EPICEHEM LI, 2V T—IRERZAEST X b
BT L, polyethylene &% &EA, REN—ELTELIE
¥, Thic clump 2T TR ELELD, 645%
= sodium thiosulfate % #E, X HIT 2 5% clump
EFLCHABHRAOCRE HFR L, REE D%
segment “TOMEHEY EEANTHELT LI,

B3 Renal excrectory pattern of aminosidine by
stop flow method

Tl

300, .
200 AMD _‘_'_]_‘_l_|_r_r—"—

100.
[

600
PAH 500
400
% 00| __ pan
200.
5
Kt mi — Kk
Yo
0. Na*
Mt 5|
gy ,4 5@(’” F Iijmg
ID %
Yol ocutsion [
™~ T T T T T
0 L 0
Cumulative Volume
® &

stop flow ¥R L AFRFEIR IO LT, AMD O
B PR BRI RERAS, SEALIRAIE CORIL, KT
EMRMAETOZWTH S,

IV. AMD OF(CHL(ETHE

RBAZ

hE 120g BB D wister % 5 » + & AMD 17.7
mg/kg, 71.0mg/kg, 177. 0mg/kg 58, SITBEED 4
BV, FREIRE LTARO B~ O FEYBREL
teo ®EFEEER |1 B, B 21 ARKRINC Lo
SEEHEL, MBECIERKEHE L, H5HM
FITEREOHR cage TRE L, HEER, RAECHK
Kok, ERAREYHE, & bic Nat, K+ oRdpkl
B, (8, RESELERXRTE LIz, ¥ic 2] BMRS
BORKRERE, BEMARLHE L,

HhE 2kg ORFICAH 200 mg/kg »Eit 14 BT
EL, B#5EMFORER, BEEOBABAT RO
THHRE L1,

R BESTROBRBRCIREEUSEC LD 0L,
TC DZEREXFIA LABFEEEORRBREXHAB L1,
EIHIGAERILETER D AMD 21 AREGREOENHE T
v b & 14 BEESEREORFRCH LT, & 24 BiE
#c OTC 2mg/100g % EEHRL hHIEL, 24 Rk
Coha bk, BOEE Y & HLUTHEETA 2FR
L, BIEEE CERMEEGDOBEELH I,

SRERRCHE

) 4&E: K40k CHBIHCHE L THRFIRER
DEEMMRITCRLEVHAZT LI,

2) RE: X5 0L 5T RED M RMEE OB GEE
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R 4 The effect of aminosidine on body weight in #3 The effect of aminosidine on the induction
rats of proteinuria
ammasione"77"He | 1 miecrion LM. injection for 21 days
710 v &—aA
1770 » w—a FOk 21 DarS 5 10 15 |20days
CONTROL ’
8 140 17.7 mg/kg| — - - +
§ 130 Rats 71 ” - - + +
5 120 M A = e N
R 110
700 5 10 14 days
' ¥ ¥ i ™~ Rabbit 200 mg/k - - -
5 70 5 2034)/‘9 s mg/ g
B 5 The effect of aminosidine on urine volume 7 The effect of aminosidine or: burn in rats
in rats
M7ngy v 401 L M.INJECTION FOR 21 DAYS
AMINOSIDINE 770 %8 a—aY 1 TN .
N 7770 + w—a) ARZI DAYS ~ 301 2 H
) -
Q;\ao CONTROL o—o § l 2 a
W = 20
§20 3 %
s 10
Lo
s
177 71%%g 177y
’ 5 10 75 20 pays CONTROL AMINUSIDINE
EMRS elbhbs, &F 177.0mg/kg BEETIL, 5) RFEF: K705 AREREHINBICHK

XBEF LB LT 5% OREHEMEYE D 1=, o1
L, 17.7mglkg HEHTIIZ L AL REDOHEIMIED
bhlou,

3) REBBE : K6DL5nETREREES
ATH, &K 177.0mglkg HrH5FTI1X, RBBEEIN
BECHE L TH 25% OETFT%RL, 71.0mgkg #
SHTLEECETYEDS, Ll 17.7mglkg 5
B TRRBBEDETIZREAERDI,

9 FREA: 7y FCEAFESRETS L, X300
LT RTCOBRERTHE 20 AR RES OB
XRDB, —7, FKEILAH 200 mglkg » HifHs L
LBETIE, 85 14 B ¥ TTCEREAXED,

B 6 The effect of aminosidine on urinary osmo-

lality in rats

auwosiome 7"y =\ [ mimecTion
] 70+ a—= FORZ! DAYS
- 1770 + s
N
& CONTROL o—o
|
2
8 200
glooo

) 5 10 5 2py

LURRERORE ER 2B 5, 177. 0mg/kg 5
HTLREEROFHEIL 28.0mg/kg BETH S,

6) BAMETR: 7, beFA % 177.0mglkg &
MG LR T, REEOEH, ik, —FEE,
MIEEEBROMELXRD D, 71.0mglkg BERETIE,
RBEOBRELHZBDB DR TH S, 17.7mglkg #
FHTRREAERIEEBD I,

KEWAFH 200mg/kg % 14 ARMEHKRS L o
FREFTRIFK 4O LT, RABEOEE, 2L,
—HRTE, MERAMOMALRD B,

7) TC om¥irFIA L BAREEEEOKRS
7y FROWTORFRETLE, FH| 177.0mg/kg

%4 Renal morphology following aminosidine

administration in rats and rabbits
LM. injection for 21 days

17.7 mglkg| 12 & A EE{Li L
Rats 71 ” REEEEOBEERM
177 ” RMEOEY, 2=k, —8
B, ME&aMOoNE
ILM. jection for 14 days
Rabbits| 200 mg/kg gg?gg%égﬁggi‘“
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# 5 Clinical effect of aminosidine
P Administration .
Case Sex Age Ch:ilil:a:msis Organisms Result Side
g Dose/day I Duration ‘ Total effect
' Acut
1 T.L 9 30 bf:nghiﬁs Staph. aureus | 0.5~1g 7 6 + -
2MA.| &8 55 ” Strep. viridans 1 5 5 - —
3 C.S. e 27 P ” 1 6 6 + -
Pneumococcal :
4 S.S. 3 63 pneumonia Pneumococci 1 7 7 H -
5A0. | ¢ 38 | Gpolecystitis | B coli 1 6 6 +#* +
Acute
6 T.S. ? 28 pyelonephritis » 1 7 7 + -
Chronic
7TM. ¢ 22 pyelonephritis ” 1 4 4 - -
SRRV TRAERBCBEEORXRELRDDLOH 87.3% DERTH B, “ORVBEHEIE, REE

T, WWREEMIROBEEIL L,
IV. B8 K B &

REIESDEB D THD, BEKEIXK1H, KB
HrEREEE T EBETREL | IR 2D,
Ofchl, D 5PN RE TR, FHCIAREY R
RE & T 5 MEkM%, KEEYFEREE T5EERC
TEHTH O,

EWEBE LTEKRLDDIXS EFTORHNTRADLIRIR
V7o 7 BiTh | B ESRRT OB & ERRIO ~ € v
Briix, oo 6 AIESRFIOBECEEYHLI.
frds, 70l 5 Bl XRRATBCIRER, RBEE, R
REEOPEL TN, 1B 0.5~1.0g, 18R
BEOHEATIIZFEAIRD LRIV,

V. EBLOVICHE

1) B2

AMD 3 Kanamycin 5T {0 RRIAER & LTHER S
hTuws, AFEERHENERTEOBRENSL,
Dawos b 7 FyiRE, KBEEASCHLTIVWEZ
Pep b0 L WENS L, bbhOKEITY coagulase
B 7w, AEEes LT 3/4 M LD KA 6. 3 meg/ml
UFTRBENBIEIND, o, WThOBECHLTY
SM @ hERSHIENR Tk, KM T 5 K
Bohni,

2) W& & U

AHID PR HEC XL O TERHT ERT S, peak
2R B, VENTURA BHO#HE T b AFID M
Eagl, 24 BB cLEMOPREY#RETL LV
DTWBH, MHCESCHRECET TS L3EH
DIEHD 1 DTH 55,

KRNI RRADBTN LV, 20H E TR LR 5FD
1/3 2R Pt &k, 12 05H £ T 0 REIRRZ

RFETHTHHAERE LTOAKOBEHES R L Ty
%o

3) BV OEkEF

4 2% F\ic stop flow ¥ X B AF DB HEfBEF D
BRETE, RREFAKEMNRMAE TRNSh, BURE
MRASETHWERD, T OBHRERFCEUD O
1% Gentamicin 234 %,

4) BHK

A %7 Neomycin, KM, SM ¥ [#§/zs oligosaccha—
ride RYEBECR TS Z L hLBEBUOHE LEE/RIE
THh, bhbhit 7 » ' 8 XL OFRRECEADED
AMD % @t LI BHERHORETE, ARDOBCKS
YETHEIREOERE THOTAMOEARERECE
WEA B ESERS LT L B, AR EY
Fbicws, Tibb, FHOBEERORE R LOMER
L be#s4% &, Polymyxin B, Colistin 7¢ & X b i355<,
KM :RRED LITRRBNEWSHRTH D,

5) EEERAER

7 PIDERRENER LT, Ee o, B%3 6, 8%
2 FIDRER R B, ThbLOYEREIME LM%, B
TELIbhbh O REERLE, HELOHBERER
HT OB ERIAE O HER B > TR 2T,
BRI D\ Tt & BT  DEERI %8 L THRE
THLENRD D,

X [

1) Dakos, G, K.; P. KoMroMiCHALOU, E. PeTassis
& D. BiLawuss: Clinical and laboratory experience
with aminosidin, a broad-spectrum oligosac-
charide antibiotic. Antimicrobial Agent and
Chemotherapy p. 765, 1963

2) Ventura, E.; L. RosBa, L. Lowopice & G.
CarTin: Investigations on the antibacterial
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activity, on the blood concentrations and on the Chemotherapy 15: 275, 1967
hepato-renal tolerance of a new antibiotic. Che- 4) HETEY: RREoFBHeEy, BEBRRE,
motherapia 5: 70, 1962 R A 14: 363, 1965

3) kB F, R B, BEXkX =HFEZ, FE 5) EkH £:BRECEBHUTEER FEBEL E
®, WREX, FH—#, BEEEL, A#HE A 14: 395, 1965
A, WEBRFET, $REM: Gentamicin © R 6) LB R, A8 A FE B SETET@
I, R X O % OFBECH 4 T 5 TR, Wi, EA 14: 521, 1965

STUDY ON AMINOSIDINE

Yasusar Uepa, Nosoru NARAMURA, FumMio MATsUMOTO, ATSUSHI SAITO,
Kazuo Noba, Masanisa Omori, CHizuko FURUYA,
YosHiNORT NAKAMURA & MasasHI IsHIDA
Internal Medicine, Tokyo Jikeikai University School of Medicine

1. Sensitivity:

More than 3/4 of test strains of coagulase positive Staphylococcus and E. coli were sensitive against
aminosidine at the concentration below 6.3 mcg/ml. The sensitivity against aminosidine was higher
than that against SM which was determined at the same time.

2. Blood level:

When injected to normal adults intramuscularly, aminosidine showed high blood level. When it
was once administered at a dose of 500 mg, its blood level reached the peak (18.1 mcg/ml) after 2 hours
and reduced to 3.9 mcg/ml after 6 hours. '

3. Excretion into urine:

The concentration of aminosidine in urine was very high. Urinary recovery rate was 87.3 %, in
the first 12 hours.

4. Renal excretion mechanism:

Renal excretion mechanism was examined with Stop-flow method. As a result, glomerular filtration,
absorption at superior renal tubule and secretion at inferior renal tubule were observed.

5. Nephrotoxicity:

After aminosidine was administered to rats and rabbits continuously, renal function and renal tissue
findings were examined. Nephrotoxicity of aminosidine is comparatively slight and seems to be more
slight than that of CL.

6. Clinical results:

Aminosidine was administered to 7 cases of internal infections. In 5 cases of them, aminosidine was
proved to be effective.

7. Side effects:

Only in one case of the 7 cases given aminosidine, topalgia and slight palsy at the injected place
were observed. In other 6 cases, no side effects were observed.





