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Table 1. Summary of healthy volunteers

Age BH BW
No. Case Sex (yrs) (cm) (kg)
1 T.H. | Male 22 169.0 | 66.2
2 M.A. | Male 22 165.7 | 74.7
3 S.Y. | Male 22 179.9 | 71.8
4 K.S. | Male 22 171.1 | 82.9
5 K.K. | Male 21 172.8 | 79.1
6 N.I. | Male 22 168.5 | 60.8
Mean 21.8 171.2 | 72.6

+SD + 0.4 £ 4.9| = 8.2

PRUTRDHERZENE L, FEHEL O 5245
RIRPEIE % KD,

2\ T, probenecid %* NY-198/ 1t iR, iR ehHhit
B IIZTRHEPRNT 2 BN TR —#KRE 6 &i212
BRI A7 2 RE probenecid 1000mg % $%5-L, #7930
A% NY-198 200mg% 1 mAHR & &72B8 NY-198
DMAPBE B & CIRFPIBE % B ORMAE CRIZEL,
probenecid JEHFRRFD £ 1L & BB L 72,

NY-1988 k &NENX D & BE W E 3 Escherichia
coli Kp k% BER & L7 paper diskikic X DBIEL
72

NY-1983 & (* ENX it i IC DWW T, two
compartment model i< & V) 3K&h f 2 MIRENT % 1T 7% >
72

2. &

1) NY-198¢ ENX oinerifE, Repdkito ik

R 2 X5, ZHREHC NY-1988 X IFENX %
%200mgMIAR & w72 B M FREHER (S Table 2, Fig.
LISRTEY) TH B, NY-198HAR30DHEDARIND T
I iBREI30.99ug/ml, 1 RRI%ICESEND]. 66xg/ml
PRON, LItk 2RERHMEL. 150g/ml, 3 REHEHEQ. 95ug/
ml, 4 FERSMEO.84ug/ml, 6 FREfEHEO.664g/ml, 8 KefiHE
0.54g/ml, 12F$RHEO. 350 g/ml & Wik L T, 24REfIEIZ
BIERR (0. 11xg/ml) KT L7z, ENX i3WAR30
AR BEEL. 21ug/mlZ £ ), FDOROBBTIINY
-198 & D {KIBEE CHRRHER L, 1205 RHEIZBIERRA (0.15
pg/ml) KFIET Lz,

TR KB S 85 A — & —(3Table 3 ITRT &
BYThb, NY-198TidEEmbE%E (Cmax) 1.78
pg/ml, BEMPEERRE (Tmax) 0988, MR
1 (Typ) 8.4TH5R, IR MR FrEkk (AUC) 13.33
ug-h/ml, ENXTi3 £ h#hl.56ug/ml, 0.6, 4.56
B, 6.11ug -h/mik %), F A =2 —L HIINY-
198ht At % R L7,

OB, RpENE Table 4, Fig.2ic
R, REBEICOWTASLYE, 0~ 2RKRTIZNY
-198T246.84ug/ml, ENX T381.42ug/ml & ENX @
FHEBE R R LY, 2~ 4RRMRTIZ NY-198T
166.66ug/ml, ENX T137.47ug/ml& NY-198D7%5 %
BBERRL, D24 T NY-19805%f ENX &
NECRBBEERL, 248 F TORPEUEY
NY-198779.45%, ENX T59.57% CHERBER2H-T
NY-1980hHiifE % L7z,
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-Z

B4 1 BRI NY-198% 200mgPfiR & ¥ 72BR M
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L C24RRI%ICIZTERRA (0.11xg/ml) RGBT L
720 ZOBEOXKENHFH T A —F —% Table 6 1Z7R
¥, ARDBBRAIREED/ 5 x —F —i3Cmax 1.35ug/
ml, Tmax3.2h, TyB 7.77h, AUC 12.90ug h/ml% 2
L, ZBEMREED FUCL T, Cmax, Ty 8,AUCIZ
EfEi%, Tmax 3EEERL.

FRAiBEE, RpEiE% Table 7, Fig. 4 IoRT, &
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FEf), B2 T13243.13ug/ml (2 ~ 4 EHY) LRIZOR
EERLA, 2483 ToORBPENRERICOWTD, EH
PIRREET9.45%, BIRDFUZT8.39% L RIZNBUIEE
~L72,
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DEH MBI NY -198PM AR 305H#E0 . 81ug/ml T,
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1.43ug/ml, 3 RERHMEL. 33ug/ml, 4 RERHEL. 224g/ml, 6
BFRHEL. 02ug/ml, 8 FFRHMEO.89ug/mi, 12FEREEO.69
ug/ml ¥ ¥Rk U T 24BERHEI30. 230 g/mICET L, PR
% 1 BRI £58 T3 probenecid FEfFRIRICH LT
nBEREEER > THEZRLE, COBROXE
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FRepIBRE, RAPENUXEIT Tablel0, Fig.6icRd s
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Table 2. Plasma levels of NY-198 and ENX in healthy volunteers
(cross over (n=6), 200mg, per os, fasting)
Case Plasma level (pg/ml)
No. 1/2 1 2 3 | 4 ‘ 6 8 ‘ 12 ‘ 2 h
1 0.44 | 1.65 | 1.11 | 0.91 | 0.81 | 0.62 | 0.52 | 0.32 | N.D.
2 0.85 | 1.98 | 1.01 | 0.85 | 0.76 | 0.59 | 0.48 | 0.28 | N.D.
3 1.75 | 1.904 | 1.38 | 1.12 | 1.02 | 0.70 | 0.61 | 0.37 | N.D.
NY-198 4 0.83 | 1.45 | 1.13 | 0.89 | 0.80 | 0.67 | 0.55 | 0.35 | 0.12
200mg 5 0.41 | 1.34 | 1.23 | 1.01 | 0.89 | 0.71 | 0.56 | 0.41 | N.D.
6 1.66 | 1.58 | 1.05 | 0.90 | 0.76 | 0.68 | 0.53 | 0.38 | N.D.
0.99 1.66 [1.15 [0.95 [0.84 |0.66 [0.54 [0.35  |0.02
Mean £ SE ™30 24 "+0.11) '+0.06 +0.04 +0.04 +0.02 +0.02] +0.02 +0.02
1 1.09 | 0.89 | 0.77 | 0.61 | 0.52 | 0.39 | 0.29 | N.D. | N.D.
2 0.63 | 1.63 | 0.78 | 0.66 | 0.47 | 0.37 | 0.24 | N.D. | ND.
3 1.23 | 1.16 | 0.73 | 0.54 | 0.43 | 0.35 | 0.21 | N.D. | N.D.
ENX 4 0.73 | 1.02 | 0.92 | 0.66 | 0.48 | 0.36 | 0.24 | N.D. | N.D.
200mg 5 1.49 | 0.95 | 0.62 | 0.47 | 0.42 | 0.28 | 0.17 | N.D. | N.D.
6 2.08 | 1.30 | 0.76 | 0.64 | 0.49 | 0.34 | 0.24 | N.D. | N.D.
. 1.21 [1.16 [0.76 |0.60 [0.47 0.35 [0.23
Mean £ SE """ g o9l "+0.11] +0.04 +0.03 +0.02 +0.04 +0.02 N-D- | N.D.
N.D. : not detected
Mean = S.E.
Mean +SE.
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Fig. 1. Plasma levels of NY-198 and ENX
in healthy volunteers (cross-over (n
=6),200mg, per os, fasting)

Fig. 2. Urinary excretion of NY-198 and ENX

in healthy volunteers [(cross over
6), 200mg, per os, fasting)

(n=
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Table 3. Pharmacokinetic parameters of NY-198 and ENX in healthy volunteers
(cross over (n=6), 200mg, per os, fasting)

Case Cmax Tmax T1/.8 AUC
No. (pg/mD) (h) (h) (ngeh/ml)
1 1.69 0.9 6.34 11.16
2 2.36 0.7 5.90 10.52
3 2.07 0.7 5.32 12.71
NY-198 4 1.44 1.0 12.54 16.61
5 1.36 1.2 13.45 16.35
6 1.73 0.6 7.24 12.64
Mean + SE 1.78+0.16 0.9+0.1 8.47+1.46 13.33+1.05
1 1.04 0.6 5.29 6.65
2 1.94 0.7 3.69 5.90
3 1.27 0.7 4.42 5.80
ENX 4 1.04 1.2 6.83 6.71
5 1.77 0.3 3.67 5.16
6 2.28 0.3 3.45 6.45
Mean + SE 1.56+0.21 0.6+0.1 4.56+0.53 6.11+0.25

786.68ug/ml (12~24B570) # 2L, probenecid FEff
FIBET246.84ug/ml (0~ 2 B (CH LU TEMEZRL
P2, T2, 4R E TORPEMFIZOWT D,
probenecid #}FEFT57.30% % 2 L, probenecid f}fH
RFTNT.45%BICH L THEZER b > TEMEZRLI
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1% fE S PERBBFENE 1 BITHENTH 72, ks
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Tid, A#I300mg/ B ARI2E BicRBAEZ B2,
[RIERAIC eprazinone ZHFA L Tva72, A H, EEFREERY
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WIRzHEL2 L 23, BRENRIZENH%2~3HTH
KxE Lz,

ARE AR TOBRKRKRERZIZ Tablel3n L B
TH 72, 5EH 3 IS BV TAHR 5] GOT f#22mU/ml
H4%5 1 B%38mU/ml & BE LR %R L7278, 20HD
EBERFREIIRRBDIOT AR b >72, FOfE R
AFINIRIC & 5 &L B b 2 BFRREHEO RETH)IIRE
LBRE TR -7,
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Fig. 3. Plasma levels of NY-198 in fasting
and non-fasting healthy volunteers
(200mg, (n=6), per os)
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. 2 200 >
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100 " §
= B
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. o 3
0 N . 0 SHSAR XX 5 0 ©
0 1 2 3 4 6 8 12 02 46 8 12 24
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,:£<°'°5 *P<0.05
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Fig. 4. Urinary excretion of NY-198 in fasting
and non-fasting volunteers
(200mg, (n=6), per os)

Table 5. Plasma level of NY-198 in fasting and non-fasting healthy volunteers

(200mg (n=6), per os)

Case Plasma levels (#g/ml)
No. 1/2 1 2 3 4 6 8 12 | 24n
1 N.D. | N.D. | 0.16 | 0.96 | 1.00 | 0.8¢ | 0.69 | 0.47 | 0.13
2 N.D. | 0.14 | 1.13 | 1.52 | 1.20 | 0.01 | 0.64 | 0.41 | N.D.
NY-168 3 0.11 | 050 | 0.92 | 1.31 | 1.21 | 0.74 | 0.58 | 0.37 | N.D.
200mg 4 N.D. | N.D. | 0.20 | 1.37 | 1.33 | 0.87 | 0.62 | 0.42 | N. D.
5 N.D. | N.D. | 0.27 | 1.68 | 1.62 | 0.81 | 0.61 | 0.32 | N.D.
non-fating 6 N.D. | N.D. | 1.25 | 1.32 | 1.27 | 0.73 | 0.60 | 0.33 | N.D.
0.02 |0.11 |0.66 |1.36 |1.20 |0.82 |o0.62 |0.39 |0.02
Mean £ SE| "4 0 02 +0.08 +0.20 +0.10 +0.07 +0.03 +0.02 +0.02 +0.02
1 0.44 | 1.65 | 1.11 | o0.01 | 0.81 | 0.62 | 0.52 | 0.32 | N.D.
2 0.85 | 1.98 | 1.01 | 0.85 | 0.76 | 0.59 | 0.48 | 0.28 | N.D.
NY-198 3 1.75 | 1.94 | 1.3 | 1.12 | 1.02 | 0.70 | 0.61 | 0.37 | N.D.
200mg 4 0.83 | 1.45 | 1.13 | 0.89 | 0.88 | 0.67 | 0.55 | 0.35 | 0.12
5 0.41 | 1.3¢4 | 1.23 | 1.01 | 0.89 | 0.71 | 0.56 | 0.41 | N.D.
fasting 6 1.66 | 1.58 | 1.05 | 0.90 | 0.76 | 0.68 | 0.53 | 0.38 | N.D.
0.99 |1.66 |1.15 |0.95 |0.84 |0.66 |0.54 |0.35 |o0.02
Mean = SE| .05 of “1o.11 +0.06 +£0.04 +0.04 =0.02 +0.02 +0.02 +0.02

N. D. : not detected
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Table 6. Pharmacokinetic parameters of NY-198 in fasting and non-fasting in healthy volunteers

(cross over (n=6), 200mg, per os)

Case Cmax Tmax TY/.8 AUC
No. (pg/mD) (h) (h) (pg « h/ml)
1 1.06 3.7 4.80 13.11
2 1.34 2.9 4.97 12.25
NY-198 3 1.17 3.1 4.40 10.76
4 1.41 3.3 13.71 15.96
200mg
. 5 1.73 3.2 5.88 10.79
non-fasting
. 6 1.37 2.7 12.87 14.51
. Mean + SE 1.35+0.09 3.2+0.1 7.77+1.76 12.90+0.85
1 1.69 0.8 6.34 11.16
2 2.36 0.7 5.90 10.52
NY-198 3 2.07 0.7 5.32 12.71
4 1.44 1.0 12.54 16.61
200mg
fasti 5 1.36 1.2 13.45 16.35
asting
6 1.73 0.6 7.24 12.64
Mean + SE 1.78+0.16 0.9+0.1 8.47+1.46 13.33+1.05
Mean + S.E. Mean +SE.
—o-INY-198 _
20 72 NY-198+ 3
probenecid 3
—&— NY-198+ NN
~ 15 * probenecid (1g) 'E :
g Nk £ 180 ®
N —
3 R EE 5
] < ©
% 1.0 % *%4 60 E
8 \\l E,200 ;
5 Bk E % 40 S
— = :
“ 05| = * 3
100 1 {20 5
T // k
g
0 . 0 7 / 3
01 2 3 4 6 8 12 0 4 8 12 24
Time after administration (h) Time after administration (h)
‘P<0~05 ..P<0401
**P<0.01

Fig. 5. Plasma level of NY-198 in healthy

NY-198i3 LSRR LH TH L < ARSI D

volunteers
(200mg, (n=6), per os, fasting)

m * =X

DHERTH 5,

A, bitbilid NY-198DWIX - HElt 7 & NCERER
BRIOWTHRFEML DT, LUTINLDBERE

Fig. 6. Urinary excretion of NY-198 in healthy
volunteers
(200mg, (n=6), per os, fasting)

bLEETOEEYRA S,

1. GRMR - Btk

RSN IC NY-198 200mg % ZEHERFC 1 EIMIRE ¥
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AL, DSRRSR & X b ICH L C 24mkic izl
ERFPMELUT L 272, —F, FRAIREED ENX (330
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Table 8. Plasma levels of NY-198 in healthy volunteers
(200mg (n=6), per os, fasting)
Case Plasma levels (zg/ml)
No. 1/2 1 2 3 4 6 8 12 24h
1 0.98 | 1.50 | 1.33 | 1.13 | 1.12 | 0.95 | 0.84 | 0.49 | 0.29
2 N.D.| 0.96 | 1.03 | 1.26 | 1.04 | 0.98 | 0.93 | 0.71 | 0.2
NY-198 3 0.47 | 1.42 | 1.42 | 1.18 | 1.05 | 1.00 | 0.78 | 0.63 | 0.23
200mg 4 099 | 2.29 | 1.64 | 1.32 | 1.18 | 0.99 | 0.84 | 0.65 | 0.23
with 5 1.55 | 2.08 | 1.52 | 1.44 | 1.20 | 1.02 | 0.83 | 0.58 | 0.11
probenecid 6 0.87 | 2.90 | 1.61 | 1.64 | 1.62 | 1.18 | 1.14 | 1.02 | 0.28
Mean + SE [0-81 1.86 [1.43 [1.33 |1.22 |1.02 |0.89 |0.69 |0.23
€an * +0.21 +0.29 +0.09 +0.08 +0.09| +0.03] +0.05| =+0.07| =+0.03
1 0.44 | 1.65 | 1.11 | 0.91 | 0.81 | 0.62 | 0.52 | 0.32 | N.D.
2 0.85 | 1.98 | 1.01 | 0.85 | 0.76 | 0.59 | 0.48 | 0.28 | N.D.
NY-198 3 1.75 | 1.04 | 1.38 | 1.12 | 1.02 | 0.78 | 0.61 | 0.37 | N.D.
200mg 4 0.83 | 1.45 | 1.13 | 0.89 | 0.80 | 0.67 | 0.55 | 0.35 | 0.12
5 0.41 | 1.3¢ | 1.23 | 1.01 | 0.89 | 0.71 | 0.56 | 0.41 | N.D.
alone 6 1.66 | 1.58 | 1.05 | 0.90 | 0.76 | 0.68 | 0.53 | 0.38 | N.D.
Mean + SE|0-99 |1.66 |1.15 1095 |0.84 |0.66 |0.54 [0.35 |0.02
€an = +0.24 +0.11 +0.06] +0.04 +0.04 +0.02] =+0.02l =+0.02] =+0.02
N. D. : not detected
Table 9. Pharmacokinetic parameters of NY-198 in healthy volunteers
(cross-over (n=6), 200mg, per os, with and without probenecid)
Case Cmax Tmax T1/.8 AUC
No. (png/ml) (h) (h) (eg+h/ml)
1 1.47 1.03 8.61 18.26
2 1.18 2.71 10.65 21.57
NY-198 3 1.48 1.31 9.83 19.53
with 4 2.07 1.00 9.87 21.53
5 2.07 0.81 7.22 18.51
probenecid 6 2.84 0.93 11.60 30.80
Mean + SE 1.85+0.25 1.30+0.29 9.63+0.63 21.70+1.91
1 1.69 0.87 6.34 11.16
2 2.36 0.74 5.90 10.52
NY-108 3 2.07 0.74 5.32 12.71
| 4 1.44 0.96 12.54 16.61
alone 5 1.36 1.18 13.45 16.35
6 1.73 0.64 7.24 12.64
Mean + SE 1.78+0.16 0.86+0.08 8.47+1.46 13.33+1.05

PRITEEEL. 21ug/miTH D, 120FLIRRSBIE R

ﬁJ’J—FT% 2 f:o

X HEEBICTOWT OB TIE, NY-198 200mg
PRREE M WA Ty (848) 8.47h, AUC13.33ug-

h/mlic ¢ U CTENX200mgPIRRERIC 13 £ 114 . 56h,

6.11ug-h/mlTNY-1987 K4 Hif b Egih & {, »D
¥ < Nizbioavailability % 7% L 72, NY-198(3 R ft
#lnorfloxacin (NFLX), ofloxacin (OFLX), cipro-
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Table 12. Clinical response to NY-198 treatment
Clinical diagnosis No. of Clinical response Rate of
€as€ | Excellent Good Fair Poor Inevaluable efficacy
Acute bronchitis 3 3 3/3
COPD with infection 2 1 1 1/2
RTI
Pneumonia 1 1 1/1
Infection with
pulmonary congestion 1 1 171
Acute cystitis 2 1 1 2/2
Acute enteritis 1 1 1/1
Table 13. Laboratory data before and after NY-198 administration
No. Case RBC Hb Platelets GOT GPT Al-P BUN S-Cr
(x10*/mm?® (g/dl) (X10*/mm?)|(mU/ml) (mU/ml) (BLu/D| (mg/dl) (mg/dl)
1 T.T B 444 13.6 18.8 14 5 1.9 19 1.0
A N.D. N.D. N.D. N.D. N.D. N.D.| N.D. N.D.
2 H.K B 493 15.2 36.1 15 4 0.8 14 1.1
LA 485 15.0 32.8 18 7 0.9 13 1.0
3 oM B 461 15.7 33.7 22 13 2.0 13 0.8
A 469 15.7 30.7 38 23 2.0 15 0.9
s len | B 378 10.2 22.0 23 11 2.6 17 0.8
A 350 10.0 21.9 23 12 2.8 18 0.8
s | T.U B 422 13.3 35.5 16 8 3.7 15 0.8
Tl A 423 13.2 27.9 17 8 3.7 18 0.6
6 S.T B 439 14.3 10.6 20 8 1.8 16 0.9
Tl A 408 13.3 14.2 16 4 2.1 23 0.8
7 | m.x B 450 14.8 21.3 14 3 2.8 15 0.9
A 442 14.5 20.9 21 8 2.6 11 0.9
s | M.s B 404 12.9 27.5 13 3 1.1 16 0.8
’ A 406 12.8 28.3 10 2 1.0 18 0.8
9 M.S B 481 13.3 27.5 11 2 1.4 18 0.8
’ A 484 13.3 30.4 10 3 1.3 16 0.9
B 503 15.9 25.9 15 7 . .
10 | N.C. 1.9 2 1.0
A 486 15.1 24.8 14 8 1.9 21 1.0
B : Before A : After N.D. : not done

floxacin (CPFX) 2200mgPMAREED MR 0HAE &
Z 3BERERIETH 2D LT b, BV R 2
BELTw3,

BEBAICH 1T 5 NY-198 200mg 22 B P ARERIC 35 1)
BB R APIRRE, 0~ 24Fe R R EILRIZ £ L Z1246.84
ug/ml, 79.45%TH ", FR%ZZEEARLZFEOENX

N381.42ug/ml, 59.57% I L TR R DB IZE W
@R L7y, RBEIRIIEEE® b > CEEST
L, RPHRIHIEbOTRIFTH 22 EHRER I NI
NY-198iiAiReE, Rebdhtic s Lizd EBOBE
IZ2WTAB L, AAI%REAIRL 7281213 Tmax 3.2
h TZEEHREN0.Oh ISl L THEEL, 72 Cmax 1.35
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ug/ml3ZEBREDL. T8ug/mic b L TET L7z, —Hk#Y
ICRIRMAIDBRBEOHELZINI WO LT, A
TIREEICE ) BIHERET 2Emb AN, BENZ
BIBWTHEREZRLEELE ),

NY-198 i s ig FE, PR #EiIC B & 137 probe-
necid NEEIZHOWTA S &, NY-1987 probenecid
e Cmax, Tmax, 24BERBEINEIZZNEFN
1.85ug/ml, 1.30h, 57.30%cxt L TIHMRARFICIZZ N
#11.78ug/ml, 0.86h, 79.45%C# -7z, probenecid
HRARHCIZIEHARECH L T Cmax, Tmax & b IC&fE
2, HIC24EFHERFEUNRIIEMZ & -7z, S
NY-1980 BHalHERAS, RERKBICL 520DA% 56T,
REIEFWNC DIRIEL T B 2L TV 3, ENX
Tt probenecid o & 2HBIZIZ LAY EH LNT, %
RGP ETH B L BEINTWEY, AAIUIZ
NEZR -1 BHAEF 28 LT3 L2 b Rk
FBER B,

LLE, WRiR - HRfHiC A $ 5 NY-1980%e8I3, 4FR
Pz £ BV PRE & § ¢ 7z bioavailability,
BWRPRE L RPEEMMBLNLZETH ), Bl
BRBICLNEEL, F2RPPEIS probenecid HFH
KENETHEDLNERICH L LEBbNS,

BREEREICB T 2HRAFBIIARICRI N RET
H 3%, NFLX® CPFX TAabLNL3 ki, ARITH
22 DY 6 AT, BREERICHERTUIMF
CERET AR H B LD EHBEI NS, AFRAIcE
BLTALNAREENC HEE L T, BHeERREROER
B DEBIVETH S,

2. BEERRLIK

NY-198% MR o B4 106112 1 B 300~600
ng, 3~ 12AFMEA L2ER, FH 16 (10.0%), B
841 (80.0%), =F#h 141 (10.0%), FH#h$90.0%
DR Z B2, TPRIFEGSE 7 Fl ) bRRFML Y
o BYE NS [ETIHED 152 E, fho 66
THEDULDOBHEZ HTFEH-Z LT, EROFRRMAT

DEECHLTHENT W2 L EZ b5, REBYEE
2T, EH~BHOBBERTEY, T/-MHEERN
RICBWTERED E. coli bBRE 3N, HRAMYE
Hohlz, BUEKBR 1FITLEHOBRK LB,

BWER B L UBIRREERE L LT, 1BlicRBSR
&2 EZOAH L DRV EEb L2 hY, FIRFYIC epr-
azinone bAARL THY, FERIIEETE %\, 72,
15T GOT »8E LR 2R U720, EHFEIITHZ
Thp ot zAR L DBURIITATH 2, ARADENE
AVIZHLRER DT A, HER, 7V X —fER % Y
EHITFLNTEY, A%L LEER-BEIUVETHS
Jo

bzt L 0, NY-198i3RBEBIIED A%
& TIRIRIRERAE, B B I D TRt AW
ARBIEAITH B LERIN S,

X [

1) %350 H AL EREELES, FEL VKV TA
(3), NY-198, #%R], 1987

2) EH % Al B SHEL KFEA X F
th, WERA, HESE, LBk, 2R E: AM-
715(B8 ¥ 2 ERPKAYATFE, Chemotherapy 29 (S-4) :
202~218, 1981

3) Wl B, BHEERER, KFEHA, % Fh, LER
A, FHEMBE, MHEmS, REH—- =B8R, B
R IE: DL-8280ic» A ¥ % EspKIIHFZE, Chemo-
therapy 32 (S-1) : 225~238, 1984

4) % Ft, HXE ¥ GHEA, LEEA, i
*, MIEfE, REF—0, HEAEXTF, EFR L
M #: BAY09867 (Ciprofloxacin) i2hA 3 3
EEPRIATZS, Chemotherapy 33 (S-7) : 305~ 316,
1985

5) % Fth, HE K, SHEAM, LBRA, HEH
H, IhiEm, =B®X, BR IE, EH #£: AT
-2266/=B8 ¥ % BEEkAIMFZ, Chemotherapy 32(S-3)
: 406~416, 1984
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CLINICAL STUDIES ON NY-198

MasanoBu Kajyi, AtsusHr Sarto, JINGORO SHIMADA, Masanisa OuMORI, KonYA SHIBA,
Takenisa Yamaji, Tosuio Hojo, SHiNICHIRO Okupa, Senr Hori, MoToFuMI SAEGUSA,
and TapasHr MiYAHARA
The Second Department of Internal Medicine, The Jikei University School of Medicine, Tokyo

Y asusui Uepa
The Jikei University School of Medicine, Tokyo

We performed basic and clinical studies on NY-198, a new quinolonecarboxylic acid derivative, and obtained
the following results.

When 200mg of NY-198 was administered orally to 6 healthy male volunteers in a fasting state, Cmax was
1.66xg/ml 1 h afterwards, T% 8 was 8.47 h and the AUC was 13.33 xg-h/ml. When the same volunteers were
given ENX, Cmax was lower than that of NY-198.

In bioavailability, NY-198 was superior to ENX. The urinary recovery rate of NY-198 within 24 h was
79.5% of the dose; that of ENX was only 59.6%.

The Cmax of NY-198 administered after a meal to the same volunteers was 1.36xg/ml 3 h afterwards, which
was lower than that in the fasting state. But T%, AUC and urinary excretion were not influenced by the meal.

As to coadministration with probenecid, T%8 was longer, the AUC larger, and the urinary recovery rate
57.3% within 24 h, lower than the values after NY-198 alone.

The drug was administered to 10 patients with internal infections in a daily dose of 300-600mg for 3-12 days.

The clinical results were excellent in 1, good in 8 and fair in 1. The efficacy rate was 90.0%. There were
adverse reactions to NY-198 in two patients : anorexia in one and a slight elevation of GOT in the other.

In conclusion, NY-198 is a useful synthetic antibacterial agent for the treatment of internal infections.



