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A EB-A
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ERKEEES B REERR

¥/ o v RABIER NY-19812 oW TEEHY, BROBRNE1T%V, ROGHREZE.

1. NY-198% MR 200mgi R O BEES- L, B, LRSS & CRKPIRE & miFiRE %
BE L7z, HiR 8 Hl T3k 544355 ~ 1805 T0. 30ug/ml~ 3. 03ug/ml, EBRKERE 7 B TI3 57478
A~180T0.17ug/g ~1.82ug/g, WHKLIFITIZIR 541205~ 2405 T1. 76ug/g ~5.001g/g, 1L
H2661TI33% 544355 ~ 2405 T0.07ug/ml~2.97ug/mlTH > 72,

2. BHPERZMEHE 64, BEIRERIMNE 4518 L UBIERR SIIEEE 9 FIOEH 195
X UNY-198% 1 A600mgs 33%5-L, ERPRSIEIIER) 2H, ARL0F, LB 7HE %D, 63.2
RDENRTH 72, DEERHIZIF 6218k BEI N, T5. 0% DEERETH -7,

3. BWEAS I UEIRRERER 1HILBDLh 72,

NY-198i3 Fig. 1 iR $ILEBEREFTH2X /o>
ROFLWABRMERTH N, EW7 7 LBEEL LV
75 LBEHICH L TaWIBEA %2R L, FRMnor-
floxacin(NFLX), ofloxacin (OFLX), enoxacin (ENX)
LRAZEDMENZ2RTY. BOK/EZOBIND RIFTHE
BHS~OBTIEN, BEiHIRPNKESH R LE
NEFHMI DY,

AE, FESIIHBEGERERICE T 5 EEEE~D
BT LR o AWM L BEREICHREL, 20
BotE, B2 RITTIERMNRAOBSEZH/LNT
ZOR_REBET 5,
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Fig. 1. Chemical structure of NY-198
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FRBE L BEREAENS, YR ERBESHIL S
HiR, 18RI MpER B 7 Hilod FAERC LSRRGS, 194
MR BE 1B FHFIC RN % I % L RRC 2
NENIRM L 477% vy, NY-1980iBE 2 HlE L7z, NY-
1980#% 5- 13 ZEMAFIC 200ngiE I IR 5-T, & 55 L8

BRI S TORFR 3355 ~ 24003 TH - 72, BRIEKIZHIR
% (kT MFEIEER) EHIC—80C THBRMEL 2
BERIE IR B F 3BTRS ATIC % T
L, Mm#E HiRiZZNF F ERFEMEES & CRKIZHFR
%, FNDERD 2/&E D 1/15M phosphate buffer
solution (pH7.0) ##nz, ULTRA TURRAXIZk 3
sonication {2 C homogenate #{EB L, 3,000rpm105
LR O HE%, 20 EE 2 BIEICHE L7, NY-198RE R
E 2 Escherichia coli NIH] JC-2¥k2REEL TS
Agar wel BRIZTHEAT L7, ZRAME LTI 2—F
—bt > b o EREH (Difco) Z6EM L, HZHERSRFIZM
#HTi3 Consera (H7K), £Nftbiz1/15M phosphate
buffer solution (pH7.0) ([ T/EBYLEERA L,

2. ERFRRIRES

BHEFERBEHE 6 5, 1BtEIIRERBHNE 46
BEUBEREKR BEHE I HIOFHFICH L NY-
198% 1 H600mg5 3 THEAKIMCIkG L, AME, &
HERRAT L, HRNII B 4B, KHE1SH), FHI1315
m~T1%, %5 8%i33 B~150, Bik5RI31.8g~
8.4g THH12,

FERE L URTRIS TR X ) S HBERL, BRHR
BXUEBWERPHE L, $72, B5AETHR A
MEEEREHE Y & 2L, BORZES L FNY-1980
MIC # BAALERGREAtEHRc L D RIERIT S > 72
MRS & B CHRE LI SRR TR » &
NEETEHEEL,

BRI I B R B & VBRI SUR % T
L, MR OER LT, B8, A 0B,
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E3hD A BREETHEL 2, 2. BEEERMIRET
I @ NY-1981A5% 17 7% - 72 B BIRMERRERBEE 1951
BEE#% Table 12, KEHNICEKRGREZ T LD bN%
1. X@riet Table 2 I2R”¥, BUEFERBUEHBEHFITIIE 1

HREPRES L VIIEFRENBE R Fig. 2 1R,
$58133.28ng/kg~4.65mg/kg T, FRENEERT (3355 ~
1803 T 5, MEHEEIZ0.84ug/ml~2.97,g/ml, B
WHIBEI30.30ug/ml~ 3.03ug/ml % B8 72,

LI RBE S L CEREBEORK % Fig. 3
R T, 5 RI32. Tdng/kg~3. T0mg/kg T, HRANEEEIZ
787 ~1805 TH %, MEHIEEI30.074g/ml~1.51
pg/ml, FERFEERIBREI30.17ug/g ~1.82ug/g ¥ 52
bz,

RRRRES L CLERREOBE S Fig. 4 1ITRT,
#58132.53mg/kg~4.65mg/kg T, EREURFRTIZ1205 ~
403TH 2, MFPEEIZ0.86ug/ml~2.63xg/mlIT,
IR IX1.T6ug/g ~5.00ug/g % EDT:,

B, B# 3B, RRER2HIE LY, 66.T%DEMET
Hot, BHABERIEEE 4FITIIBADIF, DR
BHLBIE R, 15.0%DBHETH 72, BHERHER
SUREIFGITIZFD LA, A4, LEM4HIL
%0, 55.6BDEMNETH 72, 2ENDIWITIIFR 2
B, BB, LB THIT, 63.2%NEHETH-
72
5 B B (31501 5 & Staphylococcus
Streptococcus sanguis, E. coli, Enterobacter cloacae
T E21BREER 1, BRINREIZ S. aureus 6 BRT66.7
%, S. sanguis 4 ¥ T50.0%, Pseudomonas aeruginosa
1 BRSBTS T 0%, MiI2TIHELL00%, 2% T3
75.0% TH ~7=(Table 3), FEHlEGOMBEEHNRIS 14

aureus,
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1 < 1 °
°
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°
0 - 0 Y
60 120 180 min 60 120 180 min
Case Sex B. W. Dose Time Serum Aural discharge
(Kg) (mg) (mg/kg) (min) (ng/ml) (ng/ml)
1 F 43 200 4.65 35 2.28 0.68
2 M 59 200 3.39 70 1.55 1.39
3 F 43 200 4.65 70 2.89 1.29
4 M 61 200 3.28 90 0.84 0.30
5 M 53 200 3.77 120 2.97 1.62
6 F 45 200 4.44 120 2.52 3.03
7 F 51 200 3.92 120 1.39 1.02
8 F 48 200 4.17 180 1.40 | 1.22

Fig. 2. Serum and aural discharge levels after a single administration of NY-198 200mg

p. o. fasting
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BITHETE, HK5H, W56, HRRAFTH-
A
BlIfEA B & UARIR S EITRICIT & - 2 ERIKRFAE
(Table 4) DREXMI 1FLRDLNLH»r -7,

m # &

¥/ arROFL WABHERTH 2 NY-19813 %%
77 LBEMEB S U7 T AR IR L TENHED
ERTERE LTBBL, 20LEEERI RIS R
F#o NFLX, OFLX, ENX * RIZDHiE 2/ oi13H»
NT%L, BOKREHOBIN D BIF» >Z TR
DBATLRFLIBEINT VB, 72, HafE D JRpP~K
HAPWAEMEDFE Z L INT B LW,

1. EBIBEHCOWT

I o THUEA, TUERIDORRIGERZ 1T 1B
L T parenteral Zc3t 53kl L TR O E IOV T
Nk ¥ TORE LDVFEFIXEH->TH, BLTHHEL

TR, EMRBC A LBETIREL ) 20—Hkofg
BOEREECWEL DDTH B, Taw, MBEDTERLT
WRHEZAEZTHBITTADIFTH B, ERDEE
B L URREIRRSRICOW TOEIFRIZH EonwT,
RDBEERFBRICDEAINEEZ ZDLBDOYURTH B,
ARIDSHTIIIEEFESEF RO 711 & ) ERELH
EMEZH LT 52720, BREDERMLRLTESIH
KizbiI T, 7, HRE2SPEREAMMES
BOFITH B, KEIRBETH 572D DRI 5 Kb
DOREICET OB S ) FLUplIEMLIcE->TLE-
72o SHUSITH LBRMSE T ICEEIR { Xomed HBINR
BB v 7RI L2, SRTOBEE 57272
DIZWTN L 180 LIRICIE > T L & » 72, LEHIKEE
R T O F4firs, MRS SR T OFMBFORINTH -
727%, WRIORORSD o nERESNML EB Tt
Adrolzl, FRFMBEREORRELY, FIZIER
BRIZ 2RI D 7202 1205 IR DFlIE 7\ 7 ¥ DR

pg/ml ug/g
2 24
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0 v 0 v -
60 120 180 min 60 120 180 min
Dose . Mucosa of
Case Sex 1?KW) ;r‘:::le) (Ser/un;) maxillary sinus
g (mg) (mg/ke) fg/m (rg/g)
1 M 54 200 3.70 78 0.07 0.17
2 M 73 200 2.74 110 0.68 1.42
3 M 60.5 200 3.31 117 1.51 1.82
4 M 58 200 3.45 130 0.55 1.50
5 M 58 200 3.45 159 0.65 1.56
6 M 58 200 3.45 160 0.17 0.19
7 M 73 200 2.74 180 0.62 0.91

Fig. 3. Serum and mucosa of maxillary sinus levels after a single administration of

NY-198 200mg p. o. fasting
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bH-o72,

HiRicBIL Tid, 0.30ug/ml~3.03ug/ml(355~180
2) Th b, Fig.212A 5L 607D 4Hl0 b
1/2T1 ug/mlEZ 2 TVW3 L, 1200 TidvwThd 1l
pg/mETHIZIS. 03ug/mUCEL TV B X\ 2 &
2, R LT L N BWE—22 023 DTidk
wh W) FRE LT b 2Rk, BIFLEBARTT
bdrrwz ) (lug/mbllk6/8 75%), BAIZ, & b
TidZwy, BELACINETELEY P TOD
BAY 09867 (ciprofloxacin) 7 BEXEREREE H3% 51% 30
AT pug/mlE 22BN HDIZL W) EHDH B,

ESRIRRERR (0.17ug/g ~1.82ug/g) b rhEMGIERIAE
BIIZN DWIHERBETH 5. 0.9ug/g LLEIS/T T1%

(Fig.3) T, HEICH L WO BIFLBITTH 5, B
2, KA 5\ L 60FRIRDFID 1T LA - 727,
FHBER R MBI L D TR E /L NI ETH 72,
%8B, FRH»RDEDOTHR—ICIIRE LNV, BIHD
BAY 09867 (ciprofloxacin) % 4#] & [A]&7200mg$E
15 LT 4 Blon BRI 2 IE L7 6 g
T3, 605, 120LdicnFhd 1 ug/mlTTH-
72

RIS EERRS Th N IEBIEOREE & (387 D TH
BABITREL B VDI SRS LMk w, £iR~X
7RRIT1207 IR b D L7\ B L, 211 ug/g Ll
Tobniz%< (Fig.4), 1.76ug/g ~5.00ug/g TH
Y, B EAL L CRBIDFEEE T L 3.57ug/g

pg/ml ug/g
51 5 [
Y o
4 4 L4 °
[ J
- i °
E b ° E ° o
& &
2 b 2
) f : °
o
1 1
o
0 H— 120 180 240 min s 120 180 240  min
Case Sex B. W. Dose Tir'ne Serum Tonsil
(kg) (mg) (mg/kg) (min) (rg/ml) (rglg)
1 F 49 200 4.08 120 2.57 5.00
2 F 55 200 3.64 130 1.80 4.55
3 M 60 200 3.33 130 1.34 3.38
4 F 60 200 3.33 155 2.63 4.60
5 F 49 200 4.08 180 1.42 2.48
6 F 43 200 4.65 180 1.73 4.01
7 F 51 200 3.92 180 0.86 | 1.76
8 M 79 200 2.53 180 1.84 3.31
9 M 56 200 3.57 210 2.06 3.94
10 F 53 200 3.77 240 1.54 3.78
11 F 54 200 3.70 240 1.65 2.52
Fig. 4. Serum and tonsil levels after a single administration of NY-198 200mg p.o. fasting



1988

JUNE

CHEMOTHERAPY

1284

¢I'¢ | smododoidong-g S0EX5 91008
- neg | peoeidoy zv | L €% 002 - none i o | L |ra o
96°1 snainp °§ spisnuis JIuoIy) 6S
— — . UuoI}eqIadBXd IJNoe g .
poor) (pajedipely o o 7 48 4 L £X002 suidulreyg susnurs S0y 2S 55 nv 6
_ B . UOI}BqIdJBXd 9NdE q .
pooy  pajedtpery ¥'8 4} €X002 - 0S OH '8
95" T av1uomnoud - suisnuis dtuoIyy 12
_ poo umousu ouop jou . UOI}BQI9OBXS IINOEB g .
D n _ v's 6 €X002 - s1jIsnuIs dIuoIy) 8v g [NH 2
6€°0 Snipomioqut °§ uol}eqI30BXd 9INdE
- meg | peoejdey 8T | € £X 002 ~ cpom ame omomty | € | oy |LE 9
6€°0 snainp °§ I m I D
BIO[J [BULIOU st
_ . NIYIULIAQe] WNIdG uoneqIsadexa Inoe Aq .
poor) |umouyup - sy | L €X002 uorsusyiodApy | erpew snno owoxgy | 7 | 09 LA s
6870 spoan [ g uone
— . 11BqI90BX9d JInoe d .
ey | peoerdey uo | 0'e | ¢ €X002 snqjuLAqe] wniag eipow syno omoryy | &7 | gg [OW ¥
WN14210DQOUKLLOD)
_ B . _ UoI}BqI3JeXd I)Nde q .
JUS[[9dXy | uMouyun) — 8"y 8 €X002 eIpOW SH1O SIUOIYY) 2s 1, IS0 E
[+4 vsourdnian g ot
— . _ 11BQI9JEBX3 J)NOE q .
pooD | PosERRQ) gy sgoo g |V |7 gx002 erpow sumo owonyy | 8 | gg [NL ¢
4 vsouriniav "
6€°0 snainp g uol}BqI30BX3 9Nde
— . _ : Aq .
Poo5) | paseardsq <9 SnFus g 0°9 1) €X002 eIpaw snno ooy 14 o¢ Ll T
8L°0 Snainp S
[w/37) 3 (sawny x 3ur)
$30933° 309339 | osuodsoy ( wstuedip sAep 331) | xeg
OIN 1810, Aureq 1p Suid[1epupn sisouder(q ( ase)
-9PIS | [edMul) Surpuly [edr3o[oriajoeg 86T-AN ‘M'dg| #8y

86T-AN Y# pajesy sjusned pajosjul 6] jo Arewwns [edtul[) ‘I-T d[qe[



1285

CHEMOTHERAPY

VOL. 36 S-2

_ 1us[90Xy [parEdIpRIY B . % _ UOI}BqIIIBXS I)NOE W .
650 JEy— 0°¢ S £X002 STI[{ISu0} druoIyy ¥9 1w (4L 6T
- poon |pajedtpery oe | g £X002 - UOREATOOBXS NN | gg | I LN er
¢ 'z1 st g spI[Isuo} druoIyyn 114
- neg |pajestpers vlol} [emot 0's g €X00Z j00J pue UOHEQIEXD ANIE | . d |nx 1
95T st g puey uo sa[misng SI}I[[ISUO} dIUOIY) 99
SZ2'9 Sni4vaips S
. GZ°'9 NS . wsjewWnayl Ie[nonly UOI}BQI30EXD I)NOE W .
e d
red | pavRIdey S0°0 2090010 "3 0'e g €002 uonoNIsqo [eqny, SI}I[[ISUO} druoIy)) &4 6% HI "ot
GZ°9 sin3uos g
—~ poo |umouyup B lve | £ 002 - voneqieonxs el ev | & |HV ‘et
el0[j [EWIOU SHI[ISu0} druoIyy 14
— Poon) | pasealdd( il o S ¥ L £X002 spIsnuls NIy UOHBQIOOEXS SINdE | . 4 1sx 91
051 snainp g SI[ISU0} druolyy ve
- neq |umousup TR et | e £X 002 — UOHEQIEXS AN | o | d |y x g1
) 1°0 a0oD0p? SB[IsU0} druoiyyn SS
— Ie, |pasearddq 59 simauns 'S 0'e g €X 002 9SBASIP S ISTUIA UOHEQISOEXS Sjnoe | o N NN 2T
' er'e sinuos 'S e SIII[[ISUO0} druoIy) (44
8L°0 Snainy S
SZ0°0 sin3uns 'S
— 00 asea1oacy| §40°0 DpunIv] W . _ UOI}BQISOBXD 9)NoE d .
pood P @ "gr0 tifomy vy |VE | T gx00e soumsuoy oworyy | 8 | gg [T T
GZ'9 sim3uvs 'S
$309JJ9 109339 | osuodsoy (rw/31) wsiue3iQ .wmwv shep Amogm_wmx ) (831) | x°8
OIN 18301 Ited oseasip Surf[iopun) stsou3elq ase)
-9PIS | [ed1Ul[) Burpuyy [edr3o[orvjoeg 86T-AN ‘Mg | 98v

86T-AN UMM pajean sjusnjed pajosjul g1 Jo Arewwns [edul[) ‘g-T d[qe],



1286 CHEMOTHERAPY JUNE 1988
Table 2. Clinical effect
) ' Clinical effect Efficacy
Diagnosis No. of case rate (%)
Excellent Good Fair Poor o
Chronic otitis n}edia 6 1 3 2 66.7
acute exacerbation
Chronic sinusitis 4 3 1 75.0
acute exacerbation
Chronic tonsillit_is 9 1 4 4 55.6
acute exacerbation
Total 19 2 10 7 0 63.2
Table 3. Bacteriological effect
Leolate No. of Bacteriological effect Eradicated
strains Eradicated | Decreased | Replaced | Persisted Unknown rate (%)
S. aureus 6 2 1 2 1 66.7
S. capitis 1 1 100.0
S. prneumoniae 1 1 100.0
S. sanguis 4 1 1 2 50.0
S. mitis 2 2 100.0
E. coli 1 1 100.0
E. cloacae 2 1 1 100.0
A. lwoffi 1 1 100.0
M. lacunata 1 1 100.0
P. aeruginosa 1 1 0.0
Corynebacterium sp. 1 1 100.0
Total 21 10 1 5 4 1 75.0

7, AED 3WOBREN S bTIIEETH B, 72,
2402 T 0 2 pg/g 2EILTICEMBEMELTWE
EYRINTz, BIHOFELYY 6 BNk E FARRIE L
Tvw5%%, BAY09867 (ciprofloxacin) 200mgit0#t5
Ti360~ 1202 TN d 1 ~2 ug/gicik->Tw3,
CORRICH R E L7z 3 DDREZ D b DOIZHIHIFIT,
Thbb, FERTIIHRIC, BISER T3 LR
12, kR Tlampkic NY-198I13& 0ic & > T O BN
ARBITHER R Db DELERTE 2,

2. ERERMIBREHCOUWT
BEFERBMREIL 6 Fil LAEFIH N E I D%
THIER Z LidW 2 0w, TR HDBEIZBEIC- L
DR TRE ¢ R DXL E % ZIFT W3,
% LT S.aureus k. »* P.aeruginosa »*53#EE > major-
ity THEEVWIRELBHMALLDTII A X>TWw5
(Table 1), TV TAFICE D 6 FIhE 1

Bl, B 3B, B2 BITHEMNE.T%TH 72D
3% ) FHETE %,

B HRIRIER B HRE TITERRIZZ/ANT5.0%TH
72, BNV S TINSDERTIS, ARBIZ—
FEDRIEADOVEFITHENT, HHETELRRE
W2 %, HifEd Streptococcus pnewmoniae, S.aureus,
B-Streptococcus % & TH -7z,

BHRRA AN E IBITIIER 16, 4B, R
DB A PICERIIS5.6%TH -7, HELUIHD
KR TAERHER 6 FLIC83BDEMEEHA, T
B-Streptococcus 275% % B I N bIZEY FU A
VR BRER #1453 5 & BHE(LR focus infection
DERE & 7 BB %D~ TV59%¢, Table 1 DEEMFI1L
~19% R2MVBUERKRIAEMEFA TR
A-Streptococcus i3 1B RIBE N T Wiw, LAbAE
BHIEM 4D 5 56 L FEEBTH B, ULAHEE
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DIET LIS REDEBRILE 5 stage bEZ L H
BNT, SEROBRREINBK D 55.6% TR ET~E L
W HBIR G % ) 10, B 5 ICK195ITIE63. 2% DA
HETHAE W DT\,

SEERIEREIITS% T, 1610 P.aeruginosa 1345
Liehrote, $72, BEBHEOMB2IECIIEL, ]
B2 5 FIH L CHERMI 4 BITH 72,

BRI 2R LB 1AL %, EERREiiic R
TENIA LNT, ARIEHPORLELVDEEL bR
5%,

X [
1) 350 HALEREELEL, X VRV VAL

2)

3)

4)

5)

(3), NY-198, 2%R], 1987
ek 8, WNES, 0 % sk, SRER
F, 0% — BREBEMERELIINT 3
BAY 098677 B IR i, % B i KR 5, Chemother-
apy33(S—7) : 970~977, 1985
# BN, BEEE, ATHRD, iAR_, BHEs—
BS, AR IE PR . FRIEBRIERICEITS
BAY 09867 (Ciprofloxacin) D#B7% & URICER
#tkat, Chemotherapy 33 (S-7) : 978~985, 1985
HHERHL, WNE=, B8 8 HOE— FAEE
FHERELEE 1A 5 AM-T150 68, Chemo-
therapy 29 (S-4) : 762~765, 1981
MHEBH, FINES, #®% 8, O FREE
RHRYEICK$ 5 DL-82800fEf#kER, Chemother-
apy 32 (S-1) : 1013~1018, 1984

FUNDAMENTAL AND CLINICAL STUDIES ON NY-198
IN THE FIELD OF OTORHINOLARYNGOLOGY

Taxasur Furaki, Mer-Jin Syu, Harumi Suzakt and Yasuya NoMura

Department of Otolaryngology, University of Tokyo

Fundamental and clinical studies on NY-198, a new synthetic quinolone antimicrobial agent, were performed,

and following results were obtained.

1. Concentrations of NY-198 in aural discharge, mucosa of maxillary sinus, tonsil and serum were
measured after a single administration of NY-198 200 mg per os at fasting state. In 8 cases of aural discharge,
aural discharge levels at 35~ 180 minutes after the administration of NY-198 were 0.30~3.03zg/ml. In 7 cases
of mucosa of maxillary sinus, mucosa of maxillary sinus levels at 78 ~180 minutes after the administration were
0.17~1.82ug/g. In 11 cases of tonsil, tonsil levels at 120~240 minutes after the administration were 1.76~
5.00¢g/g. In 26 cases of serum, serum levels at 35~240 minutes after the administration were0.07~2.97xg/ml.

2. Nineteen infections including 6 cases of chronic otitis media acute exacerbation, 4 of chronic sinusitis
acute exacerbation and 9 of chronic tonsillitis acute exacerbation were treated with NY-198 200 mg t.i.d..
Clinical effects were excellent in 2 cases, good in 10 cases and fair in 7 cases, and efficacy rate was 63.2%.
Twenty-one strains were isolated from 15 cases, and eradicated rate was 75.0%.

3. No side effect and abnormal laboratory findings were observed.



