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Haemophilus aegyptius (Koch-Weeks #) 6.25¢g/ml,
Moraxella lacunata (Morax-Axenfeld &) < 0.19 ug /
ml, Streptococcus pneumoniael2.5~50ug/ml, Coryne-
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Table 1 Antimicrobial spectrum
(ug/ml)
Organi No. of AC-1370 CPz c

rganism strains - EZ
Haemophilus aegyptius (K-W) 4 6.25 0.39 ~0.78 20 ~ 50
Moraxella lacunata (M-A) 7 <0.19 0.78 0.1
Str. pneumoniae 8 125 ~ 50 156 ~ 25 0.1 ~156
C. diphtheriae 4 3.13~25 156 0.2~0.39
Str. hemolyticus 2 0.78 0.19 0.1
Str. viridans 2 6.25,50 25,50 12.5,50
Staph. aureus 4 3.13~ 125 0.39 ~ 156 0.1 ~0.78
P. aeruginosa 2 12.5,25 6.25,25 >100
Staph. aureus 209P 1 3.13 0.78 0.1

Fig. | Sensitivity distribution of clinical isolates
AC-1370
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bacterium diphtheriae 3.13~254g/ml, Streptococcus
hemolyticus0.78ug/ml, Streptococcus viridans6 .25, 50
ug/ml, Staphylococcus aureus3 . 13~12.5ug/ml, Pseu-
domonas aeruginosal2.5, 25ug/ml Th -7, S. aure-
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Fig. 2 Aqueous humor and serum level of
AC-1370
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Fig. 3 Ocular tissue concentration of AC-1370

(Rabbit eye )
50mg/kg i.v. 1/2hr
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Table 2 Clinical results of AC-1370
Daily Days of | Total .
Case | Age . . . T Side
Diagnosis Eye Organism dosage admini- | dose | Effect
No. Sex (g) stration (g) effect
1 6: Lidabscess OD | S. aureus 20X 14d.. 5 100 + -
68 H. influenzae
2 o Acute dacryocystitis OD | Str. viridans 20x 1d.i. S 10.0 + -
S. epidermidis
66 . S. epidermidis .
3 o Acute dacryocystitis oD Anaerobic GPR 1.0 X 1d.. 6 6.0 + -
4 566 Corneal ulcer 0S | GNR 1.0x 2d.. S 10.0 + -
64 . .
5 0 Corneal ulcer OS | Non fermentative GNR | 2.0 X 1d.i. 7 14.0 + -
65 S. aureus .
6 o Corneal ulcer oS S. epidermidis 2.0x 1d.. 7 14.0 + -
7 568 Corneal ulcer OD | S. epidermidis 1.0x 2d.. 6 12.0 + -
70 .
8 s Corneal ulcer oS | (=) 20x 14d.i. 8 16.0 + -
9 663 Scleral abscess OS | Anaerobic GPR 1.0 x1di. 7 7.0 + -
10 6: Iridocydlitis purulenta | OS | Anaerobic GPR 20x1di| 8 |160 | -
11 | 7| orbital infection os |5 epidermidis 10x2di.| 5 |100] = -
Q Str. viridans
Table 3 Clinical results of AC-1370 LD heh - 72,
Clinical effect . % =
Di i . i oy .,
ognosts el IOV IR I I L, AC-13700) KERERY - BRAREIMRT % 17> T2 b1
) Rk R, RRELAINETICHBE L7 72 AR
i“‘absze“ » bt L FEA DA & e L T,
e (Ao ocy SIS j ) i REIDFH A~ 7 b LiE, CPZU M L CEBHETH
o L
i X , ), 75 LBPEEREEC L Tt CEZC %% 5 il
Iridocyclitis purulenta 1 1 ERL 1z, ZHUSRILER AR 2R 2, ks
~ N 3~ 3> _ L - y ”)
Orbital infection 1 1 >R AN BT 5 AC-13700 BRARIC %Eﬂ)\'d" )
ThH-12,
Total 11 |4 |6 | 1 BAHS B S. aureus 131.56~25ug/ml (2 BE AT

%R, 6.25ug/mUI AR DA B b L7z, Flo B b
e 7-CPZOTIE, S. aureusi:0.39~3.13ug/mlich
), 0.78ug/mUC B H DA H Y, latamoxef (LMOX)*
T141.56~12.5ug/mliz & ), 6.25ug/mliz HHFOWD
Zbiz, L72hi-T, AC-13700S. aureus&HER,
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LMOXic i3 i3Il L T N, CPZ & N KRZH Iz
HT B P LNT, P aeruginosalZ DT A 5BIC,
AC-13701312.5~50ug/ml 1250#5 L T, 25ug/ml i2 575
Nl %ETRL 72, CPZYT133.13~>100ug/ml 24 N 12.5
pg/ml Iz BF DA S ), LMOX 1325~ 100ug/ml, 5
HoWizs0ug/mlic & b 2 &b s, KEIDPs. aerugi-
nosa BFHEN 5 Hi 12, CPZ & LMOX O flicH 5 & v
2%

NSl A O I P AN | RINS 15 -
BEFOBEICHEUT 2 L0 TH- 72,

AROBRBITIC OV TOBEIL T 727\,

FELORRETL 72 & 2 A kg, RRIZ50mg/kghbiE
LT 1 BRI BT KIS T lug/ml DR ERATIBEE »Y
LHNT, BMEIZIS A% TH » 72, LR E LD HRE
L7: CPZ iz, 1/28%R123.2ug/ml @ CPZ peak fin®
2N, BMtIZ6.57% Th - 12, %72 LMOX TI3[E
FE1/285 R #£126.07ug/ml O peak fET, 20.2% D E M It
ML BNz, LzhioT, AC-13700EiEKA#ITI,
CPZ, LMOX & W & iBE D peak N 2 51T, Btk
BRANGEREICH 72 LD TH S, IREBABEIC DO
Ti3, CPZ1/28% Rl THMIRERAMEIC 5 ~T04g/g, BREK
MERHRL TS 4 ~35ug/g Th > 72, LMOX"1/285FME
TIIMRER T16~107ug/g, BRERINER T3 5 ~50ug/g T
H- 12, AC-1370 TIZ MR ERARAE~10~60ug/g, BREKA
HNIE 4 ~20ug/g DBATBEZRL T 2h 5, KA
13 LMOX & ) RfE T CPZ IC 13T UL IR BIBE +
REZ & B,

Ll Eo®pgamath 5, AC-137013 kNt 7 70 2
TV REREBCECHEZ R P LEAEL, 7T LM
PR I (3T TH 2077 7 LR ICE VT
EHEBbTZ trfbns, IRABITIZENRETT
HHZEhb, IREYSEICBERICH L THRIEIIFTE
S5lEirTREIN,

BRARAYICIZ, AKIZ1.0g F/72132.0g %101~ 210

S E L T, S aureus, S. epidermidis, Str. viridans,
H. influenzae, GNR, &M GPR A8 & n/z REGIR
B, AR, AT, e, (CIREITEERE
4%, IRERURTEICZNEFNAEMCIERL 7,

4[], BLELDEEER T, S. aureus, S. epidermidis
DT LBHEERERYMEICE N L W LA LS Z S
Nz by, AEOKELREHE LT in vivo 2BV T
RRINFE SR D iR A 5 2 T, MdEE T L b EHR
HEBHLNDE LV ZEICERTLIOLHN LV, W
FruzLTL, 77 2BMBEDAL ST 7 7 LRk
Bic L AR L TL, ARl BIFZIRNBITE
HE->THTOMEIGPRFTED LN EEZ ST,

BIERIC DWTid, R &L DBBRERITIZ 1HIIC L2
HENT, EHRFIEICITHO MM, T - EHRIERETR
FEEERLZLDIR G o7, HEL > KoL 1PT
13, &E%EH N1, 3538615161, 3.8%IZEBIfER A A LN
T, REH18FI, 1.3% T, 20MBEREE, Bl L»
0.1~0.2%IcZH LN T2, BREMBDERE T3 GOT,
GPT T2 1%IZBEHN A LN T T2,

Ll b s o, KElL 77 26B0, BHEHEICE DR
BEYYEIC A L CRRAMOBVWES A7 7o 2K Al
ThHbEEZD,
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897 ~903, 1980
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|2 B K 0982 55 —. Chemotherapy 18 : 805~811, 1970

3) F3AMEHALEREFELRBE BEL R 741,
AC-1370, kB, 1983

4) KAHIEXR, EEEKXR, ALFEo-F. L K, kxH
HK 1 6059-S NIREHAYIG R 0 72> D IEBEAY - BRIREY
R, Chemotherapy 28 (S-7 ) :972~976, 1980
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PRECLINICAL AND CLINICAL STUDIES OF AC-1370
IN OPHTHALMOLOGY

MasAO OHisHI and SHIGEO NAGAI
Department of Ophthalmology, Niigata University, School of Medicine
KENJ1 NISHIZUKA
Department of Ophthalmology, Suibarago Hospital

We made preclinical and clinical studies of a new cephalosporin antibiotic, AC-1370, for application in
ophthalmology.

The agent proved to have a broad antibacterial spectrum including not only gram-positive but also gram-
negative organisms. The antibacterial activity of the agent was found to be weak against gram-positive mic-
robes, but potent against gram-negative microbes compared with that of CEZ. S. aureus was susceptible to
1.56 to 25 ug/ml of AC-1370, with a peak of MIC at 6.25 ug/ml. Pseudomonas aeruginosa was susceptible to
12.5 to 50 ug/ml, with a peak at 25 ug/ml. When white mature rabbits were injected intravenously with 50
mg/kg of AC-1370 once only, the level of the agent in the aqueous in the anterior chamber reached a peak of
7.1 ug/ml 1 hour after the injection, but was no longer measurable 6 hours after the injection. The aqueous:
blood ratio of AC-1370 was 15.4%. Half an hour after the intravenous injection, the agent was transferred
into the external eye tissues at as high as 10 to 60 ug/g, and in the internal eye tissues at 4 to 20 ug/g. A total
of 11 patients with lidabscess, acute dacryocystitis, corneal ulcer, scleral abscess, purulent iridocyclitis, and
orbital infection were treated with 1.0 or 2.0 g of AC-1370, once or twice daily, by intravenous drip, respec-
tively. The efficacy of the treatment was evaluated as excellent in 4, good in 6 and fair in the other patient.
No allergic reaction was observed as a side effect of the treatment, nor any abnormalities were found on
hematology, hepatic and renal function test.



