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BERFOERCAT B HE N MIC) %, AR
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S. aureus 20 BRIZ KT B AR DO BE MY, LR
TRHEL 70
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HERBRE (E 2.5~3.0kg) #AVT, FFID
BABT LR L1, 1 B 50mg/kg © MT-141 % #
LT, ERECHTEKS LOMmMBEERL, HEKA
BLOMARERRE L 7o BEERER, E. coli NIH]
YBREBE L L, Penassay agar (3t3) % f\-2 HBF
By THEC & ofco Btk D HFR /e & O'iT standard
curve {Eflic i3, pH7.0 @ phosphate buffer solution
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FRTEERABC TRIE Lo

5. FRIRIEER

EfI, SUHREEX1H, AREEET 6. AREE?2
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AKIOHBE HEREL T, Cefmetazole (CMZ) K X
¢ Cefazolin (CEZ) ® Zh & B L 7cBifK%, Table1
IZRLTo

MT-141 O E L, H. aegyptius 3.13ug/ml, M.

Table 1 Antimicrobial spectrum
10°CFU/ml (ug/ml)
Organisms  [No.of strains| MT-141 CMZ CEZ
H.aegyptius 4 3.13 12.5 20~50
M. lacunata 7 0.19 0.39 0.1
S. pneumoniae 8 6.25~12.5(0.78~1.56| 0.1~1.56
C.diphtheriae 4 0.19~3.13| 1.56 0.1
N. gonorrhoeae 1 0.19 0.39 0.1
S. hemolyticus 2 3.13~6.25(0.39~0.78 0.1
S.viridans 2 25,>100 | 50, 100 | 12.5, 50
S.aureus 4 3.13~12.5(0.78~1.56( 0.1~0.78
P.aeruginosa 2 >100 >100 >100
S.aureus 209p 1 6.25 0.78 0.1
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lacunata 0.19 ug/ml, S.pneumoniae 6.25~12.5 ug/
ml, C.diphtheriae 0.19~3.13ug/ml, N. gonorrhoeae
0.19ug/ml, S. hemolyticus 3.13~6. 25ug/ml, S. viri-
dans 25, >100ug/ml, S.aureus 3.13~12.5ug/ml,
P.aeruginosa >100ug/ml THhH -7, S. aureus 209p
i3, 6.25ug/ml TH i,

CORRIE, TBCEE LG L CMZY, CEZ» ©
HEAR7 P VCRBEILTH Y, HEX 7T 2BHER
Bzt CMZ, CEZ w4 % »%, H. aegyptius © 75 i
FEMERRBEE T, X DEVWHENRRLI,

2. EEIRSEED S. aureus DREEM

Fig.1 wRT X 5, S.aureus 20 #ix MT-141 0
3.183~12.5ug/ml AH LT, 6.25ug/ml © MIC %
ATHEDY 10 Bk (50%) THMD Uk Lico RFHCH
FL7 CMZ i 0.78~3.13 ug/ml, CEZ |3 £0.19~
1. 56ug/ml CEZFWLMHERLT, S/HO WL CMZ T

Fig.1 Sensitivity distribution of S.aureus
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Fig.2 Aqueous and serum level of MT-141
(50mg/kg i.v. rabbit eye)
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Fig.3 Ocular tissue concentration of MT-141 (Rabbit eye 50mg/kg i.v. 1/2hr)
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FLTABN, MIRGEEC D 9.2~15. 0uglg, Fig12.1
vglg DBEXRUI, Kiufs FHE BEECR
Ea&hich -7

MABET 34. Tug/ml THoto,

5 ERIKBUS

Bgix Table 2R3 X 5 THh 5o

ER 1 32 FEEAT, EREFKEOFKK EiRA
BECRDHh, BREMLEV. KEVH BRI
W, EF|1[E 2. 0g & SEEE L. 5 AR 10g 2%
ELTHEMEERIERLT, BRTER L,

ER 2~8 1 LAKERE T, BERHL O S. pneumoniae,

FhEhBE S hic, 1% Atropine i, KHID 1% XK
w1 H6EARLT, 1@ 1g ¥721320g %18
178U 2 EAFEHIE L oo iEFI 8 © Kt Gram
positive rod (GPR) MIFBB I MicfEFAITIX, 1.0g 1 B
13, 5 AfE#EE T EEBIEBCHALT, EHERL
too FEBI 7 (L P. cepacia p I N T, AF%# 1E 1.0
g, 1H2EEHLTT7 B CREE, WESRCELK
CEHThoto Db, MBRAFICEEHEL TERK
Exhic, XFDMDEFTREREFREHTIER Lo

BEBEE 20D %, FER 9L S. epidermidis, GPR
PRHEINALDOT, 1 B 2.0g1BESNC LY, BE
ERDIHEE L TER R LI D 1 Flix S. epider-
midis BB LD T, 1HO0.5g 2EEHCIVE
BTH 1o

EB 11 12AEO S AD SRIE L I{LIBMIT ZEHE
£T, WIEKEE? () ©RZdbhi, Fill, BED
B\ o AFIDKBKD RIIC 1% Atropine SRL, 1 H

S.epidermidis, S.viridans, P.cepacia, ERSHEEH 1.0g # BELTSHEF CREBEABRBIIHEL, A&
Table 2 Clinical results of MT-141
. Days of Total .
A . ,
No. Sge Diagnosis Eye Organism Dml)( d)osage Administ-| dose Effect ?;de
ex g ration (g) ettect
1 g; Acute dacryocystitis | OS | S.epidermidis 2.0X 1 di. 5 10.0 + -
69 . .
2 Q Corneal ulcer 0S S. pneumoniae 1.0x 2 d.i. 5 10.0 + -
3 5; Corneal ulcer 0Ss S. epidermidis 1.0X 2 d.i. 12 24.0 + -
4 6; Corneal ulcer OD | S.epidermidis 2.0x 1 d.i. 5 10.0 + -
5 539 Corneal ulcer OD | S.epidermidis 2.0x 1 d.i. 5 10.0 + -
6 5§ Corneal ulcer 0s | Jiyiridans 1.0x2di.| 6 12.0 + -
7 %8 Corneal ulcer OD | P.cepacia 1.0x 2 d.i. 7 14.0 - -
8 4$6 Corneal ulcer OS | Anaerobic GPR 1.0 1 d.i. 5 5.0 + -
9 | ¥ | Corneal abscess 0s | Jppdermidis pox1di| 6 12.0 + -
10 20 Corneal abscess OS | S.epidermidis 0.57 2 d.i; 7 7.0 + -
11 ?: Iridocyclitis purulenta| OD | Anaerobic GPR 1.0< 1 d.i. 5 5.0 + -
12 5; Iridocyclitis purulenta| OD | Anaerobic GPR 0.5% 2 d.i. 5 5.0 + -
13 ’Q Orbital abscess 0OS | S.pyogenes 1.0X 1 d.i. 6 6.0 + -
.mirabili .

14 ? Orbital abscess 0S g ;’;;r;e’:e;s 2.041 d.i. 5 10.0 + -
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BEOLALHEB LI, BHOITD - 7o HEEAL WY
M HEESHE GPR BB Ih, EF 12 3EREDHR
AR XD RELELOT, ESHE GPR AHIhic,
1E0.5g, 1 H 2EEHT5 B BCERDBERS L Sh
TEHTH >0

fEG 13, 14 RA—ERADOBEFATH %, MER B
M LOBEIEA D D, ThI vV BHOER LR
T, S.pyogemes M¥EHEIhic, FFI1H 1.0g % A%
BELT6ABEE CRBHAWINHBLTEY TH -
oo 2 A, BUOSWMHALZLRTERL, 0L
DEEFTIL P. mirabilis L S.pyogenes O BHHEH K
Hahtol1l B 2.0g CHEELTHESL, 5 HETEBH
HWEIHER L THEZICIER LI,

U ELIERD 5B RO ERIRZI R % 2t & DA% Table
3 THb, S epidermidis, S. pneumoniae, S. pyogenes
D 7S5 ABHIRE, 7 HONC P. mivabilis, #5M GPR
T FhEZTH > tco P.cepacia i3, EHTH
ofco BRILLER 14 Bt 12 B (85.7%), RHEZL
ki 13 B (92.9%) Th-oto

£ 14 EFOFRY —IERRTH L, Tabled Dl
DTHbo TiehbER 3, % 9 PRER 1, £
1DETH - 70
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WBC, Plat, Eosin) TR2%EEXRLA0163%%
bBhigd ot

1. % S

Pk, MT-U41 2o TR LTELh RS, £
KD €7 = £ RIEH L HBEL TEREINL TR\,

HIEANZ P ATk, AFx CMZY, CEZY il
LTk b, H aegyptius T h b 2H X hEHEH
EhbObLIh, 77 2BUERECIIELRE THo
oo TRIIAFFNCOWTHE 31 Bl H AfbyRkssils
DRIV HEO U 4D L LTRE Sh-RECRLT 5
HDTH T

BIRDHED S. aureus DR TIY CMZ, CEZ izl
NTERZEHEUC O L T Zhikn vy ey
A KT B LBETCEROERTH - 10

FHROBABTOREZELRVL5THB,

FLEDOBEIC T, FR 1@ 50mg/kg &k
LT, BIEAKACIL 1/4 BRI peak fE 11. 1ug/ml A3
BohT, 6 BRZKLMETEOBITREN B D bh
oo BIitIT 1/4 BT 17.2% Thotco Thikr

Table 3 Clinical effects classified by isolated organisms

Clinical effect Efficacy rate(%)
Organism No. .Of Excellent | Excellent
strains | Eycellent| Good Fair Poor | Unknown |~ N
~Good ~Fair
S. epidermidis 5 4 1 80.0 100
S. pneumoniae 1 1 100 100
S. pyogenes 1 1 100 100
P. cepacia 1 1 0 0
Anaerobic GPR 3 2 1 100 100
S. epidermidis+GPR 1 100 100
S.viridans+GPR 1 1 100 100
P.mirabilis+ S.pyogenes 1 1 100 100
Total 14 3 9 1 1 85.7 92.9
Table 4 Clinical effects classified by diagnosis
Clinical effect Efficacy rate(%)
Diagnosis No. of cases
Excellent| Good Fair Poor | Unknown Excellent Excell.ent
~Good | ~Fair
Acute dacryocystitis 1 1 100 100
Corneal ulcer 7 4 1 1 71.4 85.7
Corneal abscess 2 1 1 100 100
Iridocyclitis purulenta 2 1 1 100 100
Orbital abscess 2 2 100 100
Total 14 3 9 1 1 85.7 92.9
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AESA CMZ DWW THRE LR & B L Tate,
CMZ 50mg/kg #E LIcBRIL, BIEAKA~NE 1/2 B
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20g¥ 1 H1/WL 2ERFHEL T, S. pneumoniae,
S.epidermidis, S.viridans, P. mirabilis, 5t GPR
k&7 sBtE BEELSBEIRCERAC, ThXth
EME IR ITIER Lo P.cepacia DIEFITIIERD
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VWERHEEAC LB b0 EbEL LIRS, BIFRELTE
R FEDBHRE L0 <, MK (RBC, Ht, Hb, WBC,
Plat, Eosin), Jf (GOT, GPT, Al-P), & (BUN, S-
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FUNDAMENTAL AND CLINICAL INVESTIGATION ON
MT-141 FOR OPHTHALMOLOGICAL APPLICATION

Masao QOorsar and Suiceo Nacal

Department of Ophthalmology, Niigata University, School of Medicine

We did fundamental and clinical studies on MT-141 for treatment of ocular infections. The drug
widely exhibited antibacterial activity against both gram-positive and-negative organisms, and was
especially strong against gram-negative bacilli. The sensitivity distribution to 20 clinically isolated
strains of S.aureus was from 3.13 to 12.5 pg/ml, with a peak of 6.25 ug/ml. Ocular penetration of
the drug in a single intravenous dose of 50 mg/kg was investigated using matured white rabbits.
The aqueous humor level reached the peak of 11.1 pgg/ml at 15 min. after injection and the ratio
of the aqueous humor level to the serum level was 17.2% at this time. The drug also penetrated
well into the extra- and intraocular tissues 30 min. later.

To evaluate the clinical efficacy of the drug, single doses of 0.5, 1.0 or 2.0g were administered
by intravenous drip infusion once or twice daily to 14 patients with acute dacryocystitis, corneal
ulcers, corneal abscesses, iridocyclitis purulenta and orbital abscesses. In 3 cases the efficacies were
excellent ; in 9 they were good; in 1, fair; and in 1, poor. No patients were observed allergic
reaction and had abnormal clinical laboratory test values.



