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Abstract

NY-198 (Lomefloxacin) a new quinoline compound with a broad antibacterial spectrum. The
present studies were carried out to evaluate the effectiveness useful of local application of NY-198 as
eye drops. 0.3% NY-198 eye drops were instilled into rabbit eyes, and concentration of NY-198 in the
Cul-de-Sac (tear fluid) and in ocular tissue were measured by high performance liquid chromatogra-
phy. 1. After two instillations into the normal eye, NY-198 was detected in the cul-de sac for over 24
hours, beginning 5 minutes after instillation. Furthermore, during the period of 5 minutes to 6 hours
after instillation, the NY-198 concentration was persistently higher than the MIC,, values against P.
aeruginosa and S. aureus. 2. The cul-de-sac residence time in the inflamed eye tended to be shorter
than in the normal eye. 3. When 0.3% NY-198 eye drops was instilled 5 times at 5 minutes intervals,
a high NY-198 concentration was found in the cornea of the normal eye. This concentration was
above the MICg, values of NY-198 against various bacteria. In the eyelids, cornea, and aqueous humor
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of the inflamed eye, NY-198 was detected in concentrations greaser than the MIC;,values. 4. In
comparison to the ocular tissue levels of normal and inflamed eyes, the ocular tissue concentrations in
the inflamed eyes were higher than those of the normal eyes, and this tendency was remarkable in the
eyelids, aqueous humor, iris, and ciliary body. (Acta Soc Ophthalmol Jpn 92 : 1825—1832, 1988)
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TR, EAKTHROHEES LT 7 v h ) iR
REER L, coFkreiiut, afvoFa—7F
Richggk, AEEORME (A ERRE) o[
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VEHEEE/IM BB v e=v 4 (77 1) K THE
FRL, WERREE L, &AL 5~TREYH
LT, £40 NY-1988E % HI%E L,

5. HRHEMRAREE

EWFRRO RS & AR KEY Bk LIEKED
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Tebh, REFRIC 5 IR R O R A R X
DEREDHEE A 2 b bhis,
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£2 FREBHASKA S L OMES NY-19858 & OBEEIHERE (EER)
e B & X B % » 5 O # B 8 @ (h)
1/4 1/2 1 2 6 24
BB OB | 5.45 + 3.56 1.81 + 1.71 432 + 531 9| 1.21 £ 1.05 9| 227 £ 2.13 1.92 = 0.618"
IR 8.36 + 0.84 °| 4.34 + 4922 1.80 + 1.22 0.561#+ 0.295 | 0.503% 0.358 0.995% 0,656°
SHRES 1.90 £ 1.07 9| 252 + 2.00 405 + 3.39 9| 0.694* 0372 | 0.421= 0.205 0.146% 0.113°
B m | 37.82 % 7.30 9| 30.08 £20.31 19.65 + 2.16 10.70 + 5.30 3.75 + 1.65 0.979+ 1.263°
OB | 1046 = 3.48 7| 4.36 + 1.85 1.34 * 3.62 0.894+ 0.432 | 0.839% 1.428 0.334+ 0.332°
STREMG | 303 £ 200 9| 3.49 = 2.29 2.57 = 0.4 215 + 1.28 0.289+ 0.115 0.147+ 0.157°
KB 0.030+ 0.020°| 0.030% 0.012 | 0.077% 0.038 0.105+ 0.044 | 0.071% 0.043 0.016% 0.011°
T 0.015+ 0.0187] 0.097= 0.036 | 0.135% 0.035 0.598+ 0.601 | 0.052+ 0.038 0.019+ 0.017°
IR KRR 1.202% 0.781° 1.08 £ 0.52 1.01 = 0.68 0.542+ 0.282 | 0.472% 0.598 0.089% 0.104°
R g 2.35 £ 2.73 1.65 £ 2.12 @ 0 0.425% 0.950 0"
MEA 240 £ 052 9| 434 % 1.25 9 7.7 + 1.89 9| 350 + 1.89 | 0.538% 0.454 B
m & 0.020£0.025 “| 0.030% 0.021°| 0.022% 0.010 0.015% 0.014 0+ 0 “
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B & 19.10 £ 9.33 5.76 £ 6.01 ¢ 6.87 £ 7.61 3.74 £ 2.58 1.43 & 2.06 1.24 £ 0.83
FRAERE 4.92 + 1.59 492 + 3.68 ¢ 1.26 = 0.90 0.787% 0.919 0.042+ 0.085 0.116% 0.137
sRE | 242 + 1.33 492 £ 465 °| 1.47 = 112 0.238% 0.278 | 0.929% 1.542 | 0.248% 0.377
B OB | 2222 £ 473 | 2062 £ 7.95 ©| 20.10 £ 530 | 10.35 £ 542 | 0.927% 0.19 | 0.301% 0.162
% OB | 24 054 3.26 £ 0.6 °| 2.7 £ 0.9 1.009% 0.485 | 0.553% 0.427 | 0.388% 0.277
ITREHE 4.95 = 0.81 8.98 £ 2.36 ¥ il E Z18 237E .38 0.313% 0.302 0.397+ 0.734
KEE 0.114% 0.031 0.398+ 0.137¢ 0.398% 0.129 0.281x 0.226 0.200+ 0.023 0.028+ 0.023
BFE 0.300% 0.004 0.283% 0.136% 0.273% 0.234 0.055= 0.032 0.036+ 0.039 0.006+ 0.013
BRER 173 * 0.64 137 £ 0.49 ©| 1.50 + 0.69 0.475% 0.491 | 0267+ 0.188 | 0.232% 0.346"
e [ 0.012% 0.225 | 1.08 £ 0.60 | 0.618% 0.438 | 0.156% 0.192 0 0
HIEK 3.41 £ 229 13.90 +£11.80 ¥ | 21.32 £14.04 6.95 + 3.23 0.079% 0.093 0
m % 0.032% 0.008 0.027£ 0.016% 0.026+ 0.017 0.007% 0.014 0 0
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gE@mViREN A LD bk, EER10.46ug/g O
NY-198 K A7 L7z, 1/205R3Ic BRI . 81ug /g,
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OB TH0.1~0.9ug/g O NY-1988 E » & =
iz,

(] 1/aesms B27) 17285093 e R

NY-198 (Lomefloxacin) AR HRFA BIREICBY+ 2 BFop - KA1t

107—(1829)

LlEoARTE#O > be, AR &L FH-
NY- 198EABITLCAE DAL I EREET
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1B 2 T1.0~1.2ug/g, LIB0.5ug/g OBITERE
i Lis, 24BRRIH30.09ug/g TH - 1o, BRI
1/4BRcidde i R hvieh o 7o s, 1/2, 1 1E], 6 Bl
I FRFER2.35, 1.65, 0.425ug/g Hid & bR,

MiFdcid X b THET, 1/4RH2 6 2 R £ T
0.015~0.030g/ml @ NY-1987#& »33EEH S iz,

Lhk, EERRIE NY-1988 B 2 SR Lo o iRE
MEE, AEch - L bERESALR, KRWT
alE, ERAEERE, BiEAK, BRE, SBRHoOIET, TEE
BE, MR, Ao RPN S S BITRES
Aewbht, Kinfk, HFE~OBTRIHETSH-
e,

2) HAERRIC 351 B R

#3, M4wrLi,

SRR ERAR Mk~ (2 S HRL/4RE R, AREC22.22ug/g
@ peak fli% 7T NY-198ME 22 2 Bh, WV THRER
19.10ug/g, BRASE4.92ug/g, T2 ddpg/e, FHERAR
2.42ug/g DIETH » 1o, 1/2KH T & M 20.62ug/
gido b ECBTRELYRL, BK5.T6ug/g, 7+
R #54.92ug/g, Bk &5 B4 .92ug/g, 9 63, 26ug/g T
Boto, 1R A T20. 10pg/g T1/2850 &
RS 2R Ui, HRBEC136.8Tug/g, H\ - Toll
2.97ug/g, PHEREG1.4Tpg/g, BRASHEL.26ug/g TH -
o, 2 BRI A IR0, 35ug/g & S mEDFIL/2
A Ut LAF, BRBR3. Tdug/g, 58HE1.009ug/g,
BRAENE0. 787 g /g, SHIEARD.238ug/g DIETH 72, 6
BEic 7 B & A TI110.92Tug/g E AEEH AL LT
2 BERIME D #91/10, peak fED#I1/20 & s - 7=, REET
31.43ug/g, EREERE0.042ug/g THE ML peak fH
D1/10, 1/100c# A L 7=, AHERAR0.929ug/g, GEIE
0.553ug/g T, peak filid1/5, 1/6Th - 1o, 24KefIE
LIEM T 7ods].24ug/g & 6 REHE & FRED NY-
1981 2 & 5 7ehd, FOfoEMKTIIVTHhE0.5
ug/g L FTH o,

BERAImTE, HEKAICS - L b@mBELRRLED
bhte, 1/ARFRIH#3.41ug/ml OBITIRE X R L, LIE
I HE L C1/2KRFR113.90pg/ml, 1 iR ©21.32
ug/ml © peak A % Hhre, 2 I IX6.95.g/ml
T peak [ D1/ 4 L, 6 Rl L T
0.079ug/ml T peak {HDO#1/250 & s - 7=, 24B5f] T
ERBRRARL T Th -, MEERACXL/ARREIC
4.95ug/g, 1/205H2% peak fiT8.98ug/g ZR L7z,
DA A LT 1 ReRI7. Tlug/g, 2 RER2.37ug/g &
7o b, 6WERI#IC120.313ug/g T peak BFD#91/30i1
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£4  NY-1985 B O RAMA BT

( S AE IR / IEHRR)
Y 1/4 1/2 1 2 6
i
R i3 3.5 3.2 1.6 3.1 0.6
Ee 0.6 141 0.7 1.4 0.1
# R O# 1.3 2.0 0.4 0.3 2.2
-] |3 0.6 0.7 1.0 1.0 0.2
Lol B 0.2 0.7 0.7 1.1 0.7
WoB K 1.4 8.2 8.1 2.0 0.1
IR EARE i 2.6 3.0 1.1 1.1
IR K 1.4 18 | 0.9 0.6

Wb Uiz, 24WEM1E0.397Tug/g T -~ 1o, HIRFERIC
(R1/AWERT A 6 1 BERIEL.3T~1.7T3ug/g, 2 ERIA D
AR T 110.23~0.48ug/g OBITIRE R 2 L D,
BT L/ARFR 225 2 BRI O 0. 11~1.08ug/g
O NY-1983LEE A7 L1236 WRERA LIRS (358 R BR L LA
TTHh o7z, Kiatk, WTFHCELThZh0.03~0.398
ug/g, 0.006~0.3ug/ml OB LB BRI,

Mg~ 1/4R M 2 5 2 BfE] o el 120.01~0.03
pg/ml B4 E BB,

Lk, #IEBrs-ThAREIKb-L L&V NY-
198 ED ST L TR b, BB KIS S Z i3 iE U
THEEAGR L, kO, HCRERE, Bk
B, AMRAS, SR, WIREEEOIETH -7, BEK,
IHEEREEC b BRENRA ED bR LAER
Ehi,

3) IEHAR & RAEIRIC 31 5 IREPIBIE o Hhig

ERER & HAERCET2Ek 5 RAKOEELE
W S O

AHIR SR © L HRAE T 1/4RFR 0 B 2 R O fie] TR
SAERC OB X IEHREN1.6~3.5fFE W EX R L =
Py, 6 BRI LI SER TEE 2 R L, BSR4t
R, A, e, WokERTHERZT &
HELY, kIl EECE L AKIERD G2
EfE 2R THHA TS - 7,

IRERAN AR T, /4R D 6 2 R O BB L2 20
Bio, MEMRIC AP ERE, MIRMSE, B15EK
DuFhizk LT, EFRICESTHEBERRIEHE
NhEdbhiz,

LA L 6 ERIfEic> T a BT, 2R, LHERk
kb kT T hob KAER O AMETRE T,
SAERA O NY-198EES EFREO L hickE~<TL b
FTaRCEATEZ EM S b,
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IV %

VL, MRMAFESERALH+ /e vh (A4 e+
sav) i, IRCHEARZ b AT CREBE D
ALT, EHBOHEFE LTALEBREHSATL
5,

ZOMREFRIIGH & LT, Ofloxacin (OFLX) AHE#|
(Fd#, #0Ey FERADMVMB S h T TInlEER
I EhTw32,

SEIFLE S DERL20.3%NY-198 5K 7 -4
r¥ /e vHlo—oThh, ZoOHEBHENLELT,
FRFICHR L 2BEoBRNEEc >V THBR LA LD
Tha,

9, SEEAMEERICoVTE], FREMREC
AIBLT, 55HITi31,047.74905.5ug/ml © &L
PHEIE E iz, NY-198 8B OWEI120.3% T ebb
3,000pg/ml TH 50T, SR & NY-198 R
IHFRCBETLLOPMESICL b 5 S BImEi
BRI Lo Licie s, LIS #EiR L T305 8
12436.0+£481 . 4ug/ml & HRIEE D#I15% & 7t - 7o,
& bz 3 REME#1216.5+14.8ug/ml T, $0.6% & ic
h, 6EERIEICIZT.529.0ug/ml, 0.3%ZH A L1,
24FFfl#12133.5+5 . 5ug/ml, #90.1% &7 -7z,

FTieioh, 0.3%NY-198EBE*FREFRCSE
LT, AR5 DHMCISBREDODB%ITEAL, 305
#Icx15%, &6 3 REME20.6% & e h, 24BERIEE
121%0.1% 2 NY- 198 EE SR e E+2 = &
Wbt

i T An ) i X AAERICABESELT, 3
Wl 121212.549.6pg/ml T, HIBEED(0.4% %
Th B, 6FHEE3.0ug/ml, 0.1%0 NY-1983 5
MEEH E e,

ERRRRICHE~NT, KERTRL DT H
PUTC, BEEAFHARE ER WA EHALA L E D
bhiz,

7rideFsavSREFHO—>THB0.3%0FLX
RIREIZ X 2 FAHFOEBEHRY T, EFFERE 2
fiE s R LT, SRR I 1230 & T OFLX 2 &
iy, 1R C trace TH 7. £7:0.5% 1
ok X U2 FAAIRI X AuE, 3R S OFLX s
AIERTRETH o 12, 0.3%Norfloxacin (NFLX) i
WTHRICEAE L MER LR TIY, AEEERRE
HRiz50p] 2 EAMRL T, 5 2@ I BB 0#50%
A L, 159 HICi3 X BB L, 3053 13%910%

NY-198 (Lomefloxacin) SHR# olE A ERE B+ 25 « LR
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12, 3 FFfEERIZI0.2%, 6 BRI IC IR 00.3%
O NFLX REAREREEPICHB L TR ED LR,

Fitdt, 0.3%NY-1938 BT & 2 R RSP i
ORI HER (X, 0.3%O0FLX SR & b 4 7 < &5
T LT, 0.3%NFLX SBREoEecEelL
TEREFREN BT Ll mbhicboT
Hatz,

COBRICOWTRDEZ LTIV, EYEE
OB, EFoMEOHEL LY, FBEANE
Bblaz bl Ezbhs,

CHFRIEZ LTS, 0.3%NY-198 AR B A i
RFEHETA 2 &3, ThiEERECERT 58
MR EBb0T, BEREFM LML kS,

I RIERIC B A B BES EFBCsTA L b
LTRSS E AT AEB AR bR L iE, KER
TR, FEREofisibdick s SBREORR, B
MaE < feh, Fh—HTREERTIIEYOBREG
WADRIR, BIHREZI D C LD, MR
MERMIE R EREEZLRS,

LlE, 0.3%NY-198 s B o R P S i i 4,
NY-1980 % & f 8 1= 5 3 580%% 7 A (- & &
(MICqo) DA BB LT Idols, FRK S EERE DAY
BICX 32 MICeot36.25ug/ml, 0o 7 5 Afak
BRI AN0.2~6.25ug/ml THh, BEEZ F v RE
wrtd A MICy 1.56pg/ml, #0fiio 7 7 ABHERE
wwH L Tix, 0.78~12.5ug/ml TH 5, T, 0.3%
NY-1985 lk iz & b REREREA I fF B+ 5 NY-19812, &
BLTS5 400 6HMIch-T, S#EEKIUES
7 EUHEONRBICER e BE A HERET B Lk
5, XD 7 7 AREMERECH L T AR 6 BFREE
LHRBE D 2 bh, 75 ABRERE T AR 3 R
BETHL L NY-198BE A FEEENCHE T2 &
BELNTH -,

WIREEAN ~O NY-198DBTHE >\ Tt
LicéZaiclhiE, RRIEFRIS 545 E5EL
THMRER MBI IL1/4 ~ 24BFRic oo b, T DAY
IZ NY- 1988 E 2 HIE 21T, 0.13~37.81ug/g 5
Lic, e Th BBt - s L ERENBTLT,
0.98~37.81ug/g TH -7z, LUF, 580, FREE, R
B, ARGOETH -7, BERABCIZL b ERECT
0~7.17Tug/g orml THH, 1/4~ 6B ETF~<T
DEREMIZ NY-198REVDHIE Ehich, 24BNz
AR, HHECERRAUTCH-7,

SAEHR LR, AHRERALAL ~120.04~22. 21 4g/ml D
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NY-1983EE 731/4 ~ 24Rs i aotc D BIEE S hiz, EH
B & FkE, fAEiET0.366~22.21ug/ml & & - &b &
st bhie, RCCIRE, EREEEL SR, o
BEDNETH - 7. IRERAE CIXATHB AR T 0 ~21.97pg/
ml & FREA O A BT EE R S h
fo. ERATEEHFEIC$0.313~8.97ug/g O EIRE L
zbhic, FOMOBMTII2. Oug/g LT TH -1,

SAERR & IEH RIS 311 % IR AR N B o Ll T,
EER (F4) THHIHCEBc Y, BlEREIC
o THVHRT LY, BEIEFHEROHNLIE
fExRL T, EFBEOL.3I~3.5EMVBITEEY L
y

ZORBITEICTL L 50, 3%NFLX sRER0KE
TaxbhicROCEHET AL DT, TAH ) REA
BRI 31 5 AR L R Tk, mR S RADE
BAE» CRA~RE BT T5ZL8HLMT
Bz,

oz EREEERE, BERCABRLTEEDREYD
55 2B aATH S,

Yoz, IRARARMBE O REEIFHRBIZ L TR DI,
SR LT 6D NY- 19818 & £ R ik EE & HL§s
T3 &, ERBCRRBTHL/2 MBET1/17, EmET
1/12, faf#-c1/10, BiEK1/13, WEEHKETL/ 14T
BAOLTwA, —HRERTEERTL/15 AT
1/25, #HET1/100, BiEKTIX1/200, MLEERRMA
1/30iid LT b, Tibt, RERTRIENEIC
BT, X032l B mAT B D it
bhic,

oz b, RERTERBEEN~OBTHHEES
ha—7, BA~OPHS Fiide{ied o L&

BHE&EE 92% 115

THLD LB, o CTRIEROHEFEDIRY B
Biciy, SREE eI I LA BEEEINLATH D,

Ll l, NY-1980EMMARE S, FIENOME LK
FTL Ty,

Frah <t X S NY- 180 ERME S+ 5%
MICs120.2~12.5ug/ml TdH % o 6, IEFRTIERAE
DICHRIE, FET K vREY SURESE 77
LBHBEOT R TR ARDRE, A L bhl, RIE
it clriREg, A, BE K MICy, L Lo NY-1985=E
LTz,

Ak, 0.3%NY-1984R#E, REEZILDHET
577 AREREBIVT FoBEYEL Y 7 A5
BREIC X B A R E, & < W ARRREERE R L
CHBERLT, T<hRBRGESEETES LD
ThHbdLELDRI,
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