554

CHEMOTHERAPY

R 33 RRUAE 12 B 1T 5 NY-198 D BE KRR 5T

AL —D-BEAED-MAFH
NER & KR 2B AR

Ptz A EBISRER S H TR 3 1, EFFHEBIKHRSH L AXRFRFNX ) 0 v VKR BRD
ZOABIERD NY-198% FEIRISELAE 1261048 5-L, £ DEHR#E L BWERZ LI oW TRETL
72, RIBEFII BN, KUE 6], ERSHII/EE ) T4E (FEHERSL.48) CB IV, KEADA
RIFABEETTR, SMEERE I, Bfrfk- TR LIIRE 2§, BEREXR2H], VA
HIMSE XK, WRE 1HI0F126ITH 5, $25HEI3 1 E100mg, 1 B 3EA 5%, 1[E200mg, 1
A 3EA»7HIT, ¥ 1FIEBREEE4 H, SR140 (BHE5A%9.78), BR5RI1.5¢
I 0 8.4g (FHHGIES5RA.28) Tho72, BHRDBIZEDSH, 0B85, £026], HETHE

1HIT, BRHRIIT2.7%Th -7, KBTI RWWEER 3FUILTHY, IHEREZR IFPER
2, ERHEAREE 1B, Biled - KB XHGRE 2 FlI AR, BEREZRD 261 (KIREIC L
2) I3RREH1IH, B 1F, FRIIES UZAEMESEIRIIEDTH-7

MIBERIREHE 7 BN BRIE % %177\, Pseudomonas  aeruginosa @ 4 i3 2 FIABREAEE,
Haemophilus influenzae > 1 FliIBRE T & 7275 1FICERMERD & H. influenzae \ZHRAL
72, BUER E LT3 1HIIcFED LMUE R RH7205, R, RF, IBS, B, TH, HTWEi%
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CERREMTOLAAIC L 3 L BEbN 2 BREMIIED L -T2,

NY-19813 dtpEmE kR H THRICAR S N, BT
BUEKRLH L XFBEFOX /) 0y ANVKVBRD
SLOEMENT, Fig. l icznft2BERXERT LIS,
X))o ANK O BEEABEC, 1iLczFLE, 6
B LUBAIC7 v REF U LI TALIZ- A FAER
U/ EEL-TwE,

AR IIBREEICERL, in vitro 2B T Sta-
phylococcus aureus, Enterococcus faecalis, Escherichia
coli, Klebsiella spp, Enterobacter spp, Proteus spp,
Serratia spp, Pseudomonas aeruginosa, Haemophilus
influenzae, Neisseria gonorrhoeae s ¥ , S HE % &4
75 LB, 77 oBEEICH L TARE L hEEYE
#bb, &6 ICEAOERRIGEREICH L THENHE
h#ERLTWw 3, 2D4HE 5112 pipemidic acid (PPA)
*i35»Iici# X, norfloxacin (NFLX) 3$ X Uf oflox-
acin (OFLX) L ZIZRIBETH D, & HITBREFHEHHR
12k % in vivo DIE NI W T LABIIEBN R E
RLTWw3,

AE, bibilZIPERSREELRFICAR ZERT 2
WL 2BLNT, TOBEKRE SMERALEICOWTHR
535,

F. COOH

-HCI
She
\\1//J F CzHs

Fig. 1. Chemical structure of NY-198

I HBRELUIEHE

AR BEERERZELBARE & UBIERBEAR
128135 Table 1 127K L 721260 bRk 2w FI T H
5,

EMOFIIEE D TAET, FHAERIIS 4% BK
izBEefl, ZE6GHITH 3,

MBI BOWRIZ Table 115RT & T, AMIHEE
R, BHEAEZRE 3G, Bt k- - [UERIIRE, 18
HEEZRE 20, UFAMAMRELER HRE1H
ThH b,

AREREERNC ¥ / 0> AR BRIERICHT 2%
RT7 VX —BEREMZ L nbicit 5 2BE L7

#5513 1 B1100mg, 1 B 3 E4ES5FH5 ), 1M
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200mg, 1 B 3 EH5FI»* 7 HITH ~72, $%5HRIIEER
NOBESTREZPIELFIZER-TE, BE4H, &
EI4BTH Y, FHE5EHII9.78, #B%5REI31.52
SVEBK8.4g TH N, FHIRERII4.28 THH7,
BRMEDHEIZE - EEREROE2I, BIMmERE,

CRP, #ik, Mo X #FTR % £ DHERERR L B RED
HR, WRE, WROMRA L 2SE L LTHRARICH
WL, Fsh (Excellent), f%h (Good), RFE%) (Fair),
&3h (Poor) B X US BEAME ABRIDSRRES L
PRG3R EAREE (Unevaluable) & L7z,

I & &

FRIKEUEIE Table 1icm3 2L T, B8 HI, %
A2 15, 45 2 B, ShRHETRE L BT, BHRIZT2.7
%TH 72,

RBNTIIAMHEER D 3FZLTEY, AUREX

RO IFUIER 25, $hBHEREE LBITH 72, R
HERREISEFIL D 42D BHFIT, A% 1 [B]200mg,
1 B 3ERAZICFD L U 2O B2 TlREZ itk
L72BITH 2, BUREXRD 263 L LICP. aerugi-
nosa (L34 FBY) DFEGITH 4%, 2B 16, £
NIBITH Y, BRE - REIRED 263 E
CER), UEAAMSESRD 1Fli3ED, MR 1
FUIEHNTH 72,

MR ZRNRIIAREE 5HIC 7 RICEBISE 2 T2\
BREDHEEIZHO DY, fEFIL, 2, 5 TP aer-
uginosa (&2 4 FRY) %, #EMH 3 T P. aeruginosa (3E
LaA FRY) %, 5EFl4 T H. influenzae %538 L7255,
#£616, 11i3 normal flora DA TH 72, AFHESIC
X VERIL, 2D P aeruginosa (&2 4 FEY) IBRELR
HET, BRRRLED, SRRBMcLEE -7, RIS
DP. aeruginosa (L2 4 FRY), 5ERFIS DP. aerugi-
nosa (L34 FRY) (3E b ICHKBOER L AT
H oA, ARRE148%ICITERIERHITTE kb >
72, BRETTHERI & &2 Sz, FEFL6 DU A MM
KB X RHITII normal flora » & &Kk 54%iC H. in-
fluenzae \ZHER L7z,

u B fE A

ARG L 5 L RONDZ RS, RE, B, EH,
THILY, %2, OF W, Hip )k ¥ ObERD
BUERIZEED Zedr > 727%, FERIILT, 1[E200mg1 H 3]
FRAZRICFO LUNE»HEL, B TIRERHIEL:
7, ARIPILIC TERPICRE L7z, ARHR SR OBREK
REEDREL 472,

MEAECFERE S Table 2 ISRTT L TH B,
£ 2 0 GOT, ALP D8R FRSAEGIHHBER B I

FFE%Ehd ), HEEC DREDBRREENEENH S Y
AHUEE L (ZBMREH N, e BEERI T LUT ) ALPfiEld
Bessey Lowry Hikic X 2BIZEETH 1, EHIEIZI3~
316IU/L TH 1, M b EFHANTH 5, RIFIHER
%3 Table 3 IR, AFEE S L NEFELSEENL 2
FEBE 2572,

v &

19624 IC R R & 1L7> nalidixic acid (NA) %#4hH &
2%/ 0 s hNKROBRABHHEAIL, ZORDORE
{2 & 9 piromidic acid (PA), PPA & 41 cinoxacin
(CINX) L BEICHENZ2EHTETEY, EECLY
FOWMEN 2 RENICED DL LT enoxacin
(ENX), NFLX, OFLX 8 & tfciprofloxacin
(CPFX) % ¥4b 5,

JEEERSRERR AL T, PiE N, BORNE X URS
HatticEN, RENCEE THrOREHEDEWARIH
BOMREDITL, 19814 L Y, ¥ 7 v KB#X /0
YHANKUBEHICERL, 3MBRERIV /KRR
T 2{tAME ZHR 7)) —= 7 LR, NY-198%
RREL7, AAIZX/ oo IR BERARRKIS, 1
fLiczFLE 6MBIUSHMIC7 vy REFLLUICT
PLC3- X FNERTF O ) EEFT Y,

AN in vitro TBWT 77 LBMDAE L LTS T
LBENTFRMEE I U TIRIRWITE R )7 ML R
TN ZRTH, ARDME NS 7 LBHEREICHL
Ti2 OFLX & 1%, I L Tz OFLX &
IHZAIE L ZEZ TRWY, F:REERN~ 7 XBYIE
2 2 BB T IR RSO EANIC L L THER
Twdkwni,

AR BRBENCEORS L 2BRoOBUIREFT, 0
PRE ARSI LR L, MRk 6 ~ 8K
FTh b, T7EZAB~OBITLBRIFT, RPICiZHg0
%S ABRFEILIPIC R EA LD F PRI 1, S§Hk5 T
LEWMMEIIED NGV ENWSG Y,

bbb D125V IR 2R 15§ 2 BRI
BB, B LE, ES2H, HRBEREE 1F
THEMRIZT2.7% (8/11) Th-72%%, %35m BA{L%
WEELBADEED VRO AT, WPIR IR
518fhEzh64M, Fxh34561, LB %h66H, 43l
THHETI.0% (409/518) TH -7, ELERNDER
RIZBMTELKB7.5%(70/80), bk -IHMESEK89.5
% (51/57), Rk - B{LARAES1.3% (61/75), M@HR
BHRT4.7% (68/91), B KHLIREE D EGLFE68.6%

(70/102) L\ 7eBiTH -7z, HRERESIERERL
S. aureusT93.5% (43/46), Streptococcus pneumoniae
85.7% (24/28), H. influenzae87.0% (67/77), Kleb-
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siella pneumoniae88.2% (15/17), P. aeruginosa50.0
% (31/62) % £ T, EBLEREICH L TENIBET
hot2, bbb D126Id 4 Bl P. aeruginosa % 58
L, 2B BRERRETH - 72h%, 2 BlIEICER AR
SL, HEFRBENTRETH -2, EHBEATEL:
borEZ LN, BERMRL 4FIR 2FIFMTH 72,

1%l H. influenzae 3BBHTE, AHTH 7205,
1 normal flora »*% H. influenzae \ZHZE L7
HERIICIIBNTH -7z,

EMERIICEAL Ti3, DRI OBETIZ1FliCFDL
UNZEBDOIY, $FEY VRO 7 LADBIRTIE, 25466
8851, 3.46%IMRI & D DEMER % DA, ARHED
ERDEHER TR LBIINIHDT W EHEDH LT P
HERIERIZ2261, 0.86%ICBDI2ICT EL -T2, F
TRBERRREIE R b 2546614 90f1, 3.53%CFEIZ b T~
AT IA—ZERHIEDLNIT ES 72,

INZFT, MERIDBARIZ g-lactam R, 7 3 /EE
HRPERTH 7208, /00U VKO BROBRIL
HEINGEZEBLTED, NY-198 FRIRSLSTwE 2
FRZLZIMERD—D L EZ bh, S%D+2kkatred
ES (R

X &
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CLINICAL STUDY ON NY-198 IN RESPIRATORY INFECTIONS

Kazuyosur WatanaBg, Tsuneo Hamamoto and Hipeo IkEMoTO
Department of Internal Medicine, School of Medicine, Juntendo University, Tokyo

NY-198 is a newly developed difluorinated quinolone derivative characterised by a C-methyl group at the 3
position of the piperazine moiety and showing high antimicrobial activity both in vitro and in vivo. In vitro
antimicrobial activity of NY-198 was high and broad, almost equal to that of ofloxacin and norfloxacin.

NY-198 was administered to 12 cases of respiratory infection: acute pharyngitis (3), acute bronchitis (3),
chronic bronchitis (2), bronchiectasis with infection (2), pneumonia (1) and diffuse panbronchiolitis (1). NY-198
was orally administered at 100 mg t.i.d. for 5-14 days in five cases, and at 200 mg t.i.d. for 4-14 days in six.

Results obtained were good in 8 cases, fair in 1 case, and poor in 2. One case was unevaluable due to short

duration.

Adverse reactions such as eruption, drug fever, nausea, vomiting, diarrhoea or dizziness were not noted but
one case complained of numbness in the hand. No abnormal laboratory findings were observed.
From the above clinical experience, NY-198 would appear to be a clinically useful drug in the therapy of

respiratory infections.



