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1AN ,
\) FooGHs

Chemical name
1-ethyl-6, 8-difluoro-1, 4-dihydro-7-(3-methyl-1-piperazinyl)-
4-o0x0-3-quinolinecarboxylic acid hydrochloride

Fig. 1. Chemical structure of NY-198
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Table 2. Tear fluid and serum levels of NY-198 after a single oral administration

of 200mg in healthy subjects

“Time after administration‘ \ 0.5 ‘
b .

1.0 ‘ 2.0 3.0 4.0 6.0

Tear fluid n 2

5 5 4 3 3

level

(pg/ml)

Mean+S.D.

0.45

0.97+0.40

0.98+0.27

0.620.0090.80--0.007|0.55+0.004

Serum level
(pg/ml)

n

5

5

5

3

Mean+S.D.

0.43

1.11+0.54

1.25+0.14

1.03+0.20

0.80+0.004

Tear/Serum ratio

o|jlo|lo|jlo| o} @

1.05

0.87

0.78

0.60

0.69

DAUHBLEZLNBERTH Y, AKREOEE L,
B TLBMULEET 32013, RUEH/LTWLEDbR
%, WX Staphylococcus aureus ( 2 ¥), Staphy-
lococcus epidermidis ( 6 ¥k ), Corynebacterium sp.
(2FK), HETHHH, BRTELIEERICOWTIZIHA
NAARURE% Alcaligenes faecalis \CBEAR M H -7z
PISHITRTERL T 5,

AIfERNS, 160, 355 2 BARACBENHEIHIERL
12t BGREICIZES 72,

I k bREABAT

NY-198% 200mg 1 F#E %5 L 2 BRORHENIREE &
MHEMNBERZRIEL, HBRRET L7,

BO#%54£0.5, 1, 2, 3, 4, 6RBFHOZENFY
il L ikttt % Table 2 I2Rd, FEONKIZ2 ~5Th
%, NY-19813i%54£305 & D #, REEiIcBITLIZL
®, £ 6 R TRITVALN, BENE—2I34t
2R RCH ), METIF(1.25+0.14ug/ml), RET
13(0.98+0.27ug/ml) 2R L 72, & DMEIE S.aureus
ERK T BERRTOBR IS T 2 AR O MICHO E—20.78
ug/mESHB LT, +a%hh 2 RIEHRIBELER
%, ZEEDOME % two compartment model THEHT LK
# 7z simulation curve & &% parameter # Fig.2 I
Y. SIS K UIARNI BRI & ) [EB L UK
HRIZBITL, T1/2(8), AUCHER L LML & 5
12, BB RHERRT 5L ER 5,

v £ 2

ek, SMBEBRYSEICH T 2ARIERDESRTH -7
cephalexin(CEX) 2i3 L T2t 7 z AROHIRE
(SHEBRDBEINC & 0 ZDEELEICHA~, 2%
Kb TETW3, CHICHIBT 240L, EES S A
Pt B S U7 T AltER I LIBEWIE h 2R T8 ¥
/arANKYBROWER, LA 70X4

(OFLX)®, =/ %% v (ENX)®, v 7Fua7ax4y

(pg/ml)
2 -

Serum
Tear fluid

Concentration

-
i

Time (h)

AUC
(pg-h/mD)

16.5

Cmax | Tmax
(pg/mD| (h)

1.33 1.4 9.2

TY2(8)
Parameter (2}1)

Serum

Tear 1.02 1.58 9.2 12.71

Fig. 2. Tear fluid and serum levels of NY-198
after a single oral administration of
200mg in healthy subjects

> (CPFX) %5 BA% & LT HRARIROIEH K & { Hk
L7z, L2 s nERIZWT b TRIFLIRE
WBATERTHBEAT L LML ICh -T2,
AEFR DR L7 NY-198 b IRBEABITIZ BIFCA
Fk51% 2 FefIC ¥3140.98+0. 27ug/mDBITTH -
720 SDBITIITERR 2 DIRE L7z OFLX,CPFX ickt
LTREEDHHEICHNBETARFLEBETH -2
(Table 3), F:BEERAICHFRIE, FEKR, SRR
%, BRBIRIEE 2 ¥ D1THICHER L 94. 1% D& AR
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Table 3. Comparison of maximum serum and
tear fluid levels after administration

of 200mg
Item Maximum level (gg/ml)
Drug Serum Tear
OFLX 2.24 1.36
CPFX 1.16 0.75
NY-198 1.25 0.98

BLNTBNARID in vitro DRI E 4K L 725
BTH-72, UL D ARIISMBERYEE K L T
¥% ) oL REAREE —BIROTEA TH 5 L E L
LB, TAREEEHCIER LW lL, AR
BRIE 7207720 EDFRT Ol FHEEEIELHA
PHAT A I NERL Y ORIRBDOEEHLA LN
B LHEEREINTVWEIDTINREER L TN
BOVELER b,

X R
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BASIC AND CLINICAL STUDIES ON NY-198 IN OPHTHALMOLOGY

Koj1 YaTa, CHiHIro SHIMIZU, TAKETSUGU IsHiwATA and Hisaya Tokupa
Department of Ophthalmology, School of Medicine, Kyorin University, Tokyo

YosHiniko UMAZUME

Department of Ophthalmology, Akiru Hospital, Tokyo

We performed basic and clinical studies on NY-198, a new quinoline derivative for oral use, in the field of

ophthalmology.

1) NY-198 was administered orally in a daily dose of 300mg or 600mg to 17 patients with various eye
infections, including hordeolum 6, acute dacryocystitis 2, meibomitis 7, corneal ulcer 1, and lid abscess 1. Clinical
results were excellent in 10, good in 6, and fair in 1, the total efficacy rate being 94.4%.

2) We measured NY-198 concentrations in both serum and tear fluid 0.5, 1.0, 2.0, 3.0, 4.0, and 6.0 hours after
a single oral dose of 200mg. The average peak serum and tear levels were 1.254g/ml+0.14 and 0.98ug/ml+
0.27 at 2 h after treatment. This tear level was considered effective in external eye infections (meibomitis,

hordeolum, dacryocystitis, etc.) caused by S. aureus.

3) No side-effects or abnormal clinical laboratory findings due to NY-198 were observed, with the exception

of stomach-ache in one patient.



