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NY-1987 B EAHEEN D BAT L HEFHARIC BT 2 BEKRNROR S

EREB-mER X-XERE B
B SRkt BUWRE

¥/ 0 s VR CBRABIER NY-1981225W\WT, #HERE 12412 200ng i [m{% 5 L 725D AH|
DEMABNBEDRIE &, 43FN{LIRMERZERRIC 1 H300~600mg(2 ~ 4 E5AR), 5~15HMEE
O4%5 LRDBRMIR R URSWNRET 21T %\, KDL kR %187,

1. NY-19803%5 1 ~ 5 BE% 0 BRARENIRRE120.64~4.80ug/g, 2 ~ 4 BERI%DOKABNE
(1Bl APEAETEHE) BEEIZ0.19~1. 12ug/mITH > 72, F72, 5 1~ 5 Rtk M PRI

1.01~2.49ug/mlThH >7z,

2. {URMER R BABICK T 2 NY-198DBEREIRIL, F19F, AISH, L0fH 56, &

apIT, BFEEIZT.1%TH-7,

3. MRLVFELIERE L BLNEELMED NY-198#¢5-12 & 214%®I(3, Staphylococcus
aureus (178R) T1393.8%, Staphylococcus epidermidis (3#k) TI2100%ThH Y, 24KTi1389.3

%’C;J 2 f:o

4. NY-198DEUFR & LT, HEBAHE - ARECME1H], TH 16, RE1HITHY, 3HLD
HEHIEE T ARPITHE L7, ARURSICERT 2 & Bb 2 BARREED RELBI L2 o172,

Fx/ 0 o ANK O BRABIEA NY-198ic2nwT,
KREBNBENRE S & UEERFBLECHT 25
KRHRDRE 24T > 2D THRET 2,

I NY-188(DWLT

NY-198i3 AR I N ¥/ 0 o ARV BRED
VERIT, 203 Fig. 1LISRTE5 1% /0y
ANRBEEABKIS, 1ALz FLE 6Bl
8L 7 v REF A L6ICTALIC 3 — A FAERS D)
#2573,

ARUIREONIERA L, Staphylococcus  aureus,

F. COOH
-HCI
() i
HN\// F CzHs

Fig. 1. Chemical structure of NY-198

Enterococcus faecalis, Escherichia coli, Klebsiella,
Enterobacter, Proteus, Serratia, Pseudomonas
aeruginosa, Haemophilus influenzae, Neisseria
gonorrhoeae ¢ ¥, WIMEEZEL T 7 LR, 77
LRMERICH U TR I X )7 ML EEWITETE
HEAL, 256 ICHEEAOMEREICH L TLENI
HHEET 5, ‘

FHS, RREEBINZL~ 7 XOMBEBGE X 5 B
PR TR ORIRERICHER L TERLTWR L 3N
T3,

II KW~ OBITORE

1. ¥HELUEE

ZRERRIRABRE LGN LT, REESREE 7203
AR (LFINABENGTER) 2BET 5 1R~
24FEfIATIC NY-198% 200mg B B4R 4% 5 (ER L 72A1
B3 A7 NAIT NY-198% 100mgEH) L 72, $REXL 72
BREISIBERIER S THRBRE L, &b, MmEkd A
& LTRRHCHRELL, Mol CRERIER S TF
RIRTE L7z, SRR -0 2 RIERHCEIBICREL,
B %#E45130. 1M phosphate buffer (pH7.0) %z T
HREYF A X%, 3,000rpm 155 (4°C) HL5BEL,
ZOLERBEUNERREL L, AEAR (1Fl0a
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EENTER) BIUMFICOWTIZZnZ ZREHAR
Bre L7z,

BERER, SEkE7 o~ br57 44— (HPLC
) Tkl

2. BRERMTEER

NY-198DBERIEZE % Table 1R L72, 8HlD
KREARGNBE L, %5 18/~ 5’10294 T, 0.64
~4.80ug/g WL, FOREOMFEHEEIZL.01~2.49
pg/mlTH-72, 72, 4AFIOKERNZE (1 FlDATEEN
B8R B3, 115 2 REf~ 24RFR T, 0.19~1.12ug/
ml, MFPREL, %5 2R~ 4RMT, 1.19~1.77
ug/mlTH-72,

I ERERRNRODIRET

1. BENBELUHE

1) H5xH

IURMEREERZE ] ~ VI 6 RABRBICHEYT 2
&, AEEBLESBIL, FIHSH EBR1H, R
MR 7 ), SEUEETHI OFi6 B, FIEE 141), £
B 15 (REEED kB, SNVEE3FI (AR 2
B, FAE1HG), EVEIGIRTIRE 24, EHREMERE

25, RIEMFE S B), BVIEESH (GSED k10
fil, TRRRED KRB 45, Mk kB 160 o
43T H 572,

BEEZEADL L, FHIZI5~88E, MHMIZBM21
B, dciE22, {AE42~85ke, ERERE(IESGE S5, %
FE3BHITH - 72,

2) E5HES L HRHE

1 H300~600mg# 2 ~ 4 Bl T&O{BS (147
&)L NY-198 100mga D B % 72V 246 L
P2 $EGHIRNE5 ~ 158/, BIE5RI32.0~9.08 TH
>72,

KBRS, MOER], FEXT oA FHESEREE R
DHRIIT b k& L,

ERIREIEDHES, Fxh, BR, RFB%, EHD4
BREETIT e o772, HIERHES, BICHRELREZRITT,
FHEEDENREZEA L2h, KEDHEE LTAMET
13, %5 7 BLNICIAER L7oERI 254, %5 14HLA
B L7RERI 2 %0, %5 14 B LIPS R ERID D
bNERIRRRER, 4 ERMERATED b
TREFI RN E L, BMETI3, #5148 LIAICIARRL
TAER %2 EXD, %5148 LINICERR 2 GRIEmAEED &
NG R AR, 5148 LIRS IERER SR &
FEFI 2 RRBH, £ ERMERIDED b N7 h - 7R
PEME L2, FRELR Y {5618 L 5K
B LM BER RA, MEEEERE U THEK, )
B, AE, T, DS ERETHEL,

B, DEEFE L ERkIC W, NY-1987% & Uz 4
fEoyidAInorfloxacin(NFLX), ofloxacin (OFLX),
enoxacin (ENX), 3 XUfpipemidicacid (PPA) o
MIC % BAALFEFREZLITHETIHE - TRIEL 72,

2. BEERRLIX

1) EREE

NY-198% %5 L 72 435ERI O BAR—B% % Table 2
WWRL7z, 72, BI~VIBORBEHNICE LDTHY
M2 AER%E Table 3ITRL2,

AERERE T - 72 A3 RN 2 NY-1980 K
BRI, Eh19B, Ah15H, Bz 5 F, &R 4451
T, 2WRDENRIZA4.2%, BHERIZIT.1%TH-72,

D EIRBHENOBRIRICOVWTIRET L2,

B IO F ERR, RBUEE) T3, Fh24),
ABhapl, LB 2HIT, AHEIIT5.0%, BIHD

76 O, ) T, F56I, AR2HliT,
RI371.4%, FEIZ10% %2R L7, 72, BlFN1
Bl (REAMD_REBG) 3EHTH 72, BENED IF
(HEFEEER, 18 T3, ERh2l, B 16T, Ax
13100% TH -7z, EVED IF (RTIRE, HEHEMS
B, RIEMEYE) T3, FEH3F, BRAF, 2B/
20T, FEhF333.3%, AXIEIITT.8%, HVIEN1S

Bl (E4E, THRRE, Mk k) T3, FX6H,
BHAF, BN LA, EH4HIT, FEHFIZ40.0
%, BHEIZ66.7%TH 72,

B 5B DEEHRNE S Table 410 Loz,

1 H100mgX 3 3% 50 2 FldF#h=I250%, 100mgX

4 %57 3HITI366.7%, 200mgX 2 %57 166 T

1375.0%, 200mgXx 3 [Bli%5-72261Ti386.4% % RL 72,

2) HAEZERIZhE

FRERZhFMRAT L7243k, 24BInimsah &% 581
BE08E LS, S aureus \Z1THEZDBEL, HR14%
AE 1k, &R 18k (Staphylococcus  epidermidis,
Xanthomonas maltophila) & AR 1 B TIHELRIZ
93.8%TH -7, £72, S. epidermidis | 3 ¥k %

L, §XTiHEKL7: (Table 5),

F—HET 3 BRI ERE Y & 58T & I T 2
NY-1987» MIC 44 % NFLX, OFLX, ENX BV
PPA kIt#at L7z (Table 6),

S. aureus (17#%) 1349 % NY-198 MIC i30.2~
100ug/mlics i L, NFLX *iZiZR&EDHEH 2 RL
72, fiFl> MIC (22> Ti3, OFLX {30.2~25ug/ml
ENX(30.2~100ug/mlLL I, PPA {34 ~XT12.5¢g/ml
UETHh-72,

S. epidermidis (3#) 1cxt$ 32 NY-198 MICid
0.78~1.56u4g/mI'¢, NFLX, ENX, ¥ |}:IR%EN5E
PE N %ERL2, OFLX 130.39~0.78xg/ml, PPA 3
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Table 1-1. Serum and skin concentrations of NY-198 after a single oral
administration at a dose of 200mg

Sample Body ;I‘dim'e .aitex_' Concentration Skin
Name Sex Age weight dministra .
No. tion Serum Skin Serum
(kg) (h: min) (pg/ml) (rgl/g)
1 M.K. M 66 68 1:00 2.09 4.80 2.30
2 M.O. F 19 45 2:10 2.00 0.64 0.32
1.30
(lesion) 0.70
3 R.I F 57 54 2:15 - T DTS PR HSS—
1.67
(non-lesion) 0.90
4 T.T M 52 70 3:50 1.01 1.01 1.00
5 F.H F 27 49 4:00 1.61 3.45 2.14
6 H.F F 53 56 4:00 1.24 1.79 1.44
7 C.T F 69 38 4:15 2.49 4.31 1.73
8 T.H F 53 46 5:10 1.69 4.27 2.53
Table 1-2. Serum and blister concentrations of NY-198 after a single oral
administration at a dose of 200mg
Sample Body ;I‘di rrrlnfniift ’;(;1: Concentration Blister
No Name Sex Age weight tion Serum Blister Serum
' (kg) (h: min) (ng/ml) (pg/ml)
1* T.E. M 34 59.5 2:00 1.19 0.99 0.83
2 M.M. M 42 50 3:00 1.77 0.46 0.26
3:00 1.25 0.19 0.15
3 H.A M 51 - R S DR R
24 : 00 — 0.58 -
4 H.F. F 53 56 4:00 1.24 1.12 0.90
* ! punctate — ! not tested
25~100ug/mlD AR 2R L1712,
3) BMERB & UEERRERE T ARMTEER L,

NY-198i&BREEHI43FIF, 3 FlCEIER L Bbh s
ERDRIBE L7, BHEROERKE, FEARE - &R
w16, THILG, RE1HITH-72, 3HIL kKD

ERARREEIC DWW T, TRBRERI43FIH, HR5RIRIC
W4T ATREZREFIA 1B I BRARIRAT # 1T 7% > 7278, #5441
RELHERLAEFNS 16D Zer -7z (Table 7),
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Table 3. Clinical efficacy of NY-198 (1)

No. of Efficacy rate (%)
Group Diagnosis Excellent| Good Fair Poor Excellent
cases Excellent +Good
T Folliculitis and acne 8 2 4 2 25.0 75.0
pustulosa
g |Furuncle and 7 5 2 71.4 | 100.0
furunculosis
I S{econdar)t infection of 1 1 100.0 100.0
tinea pedis
v Phlegmon and erysipelas 3 2 1 66.7 100.0
Subcutaneous abscess,
\' acne conglobata and 9 3 4 2 33.3 77.8
inflammatory atheroma
Vi Secondary infection 15 6 4 1 4 40.0 66.7
Total 43 19 15 5 4 4.2 79.1
Table 4. Clinical efficacy of NY-198 (2)
(3:1:()'1:5:1)&556) No. of cases Excellent Good Fair Poor Efﬁ%i/% rate
100x 3 2 1 1 50.0
100 x4 3 1 1 1 66.7
200% 2 16 8 4 3 1 75.0
200% 3 22 9 10 1 2 86.4
Total 43 19 15 5 4 79.1

Table 5. Bacteriological efficacy of NY-198

Isolated organism ?t(r);xi(r)li Disappeared Persisted Replaced Unknown Efﬁ%i/ig rate
S. aureus 17 14 1 1 1 93.8
S. epidermidis 3 3 100.0
E. faecalis 1 1
C. freundii 1 1
K. pneumoniae 1 1
E. cloacae 1 1
M. morganii 1 1
P. aeruginosa 1 1
B. fragilis 1 1
v % = IRBISH L TZDERREIROBRE % RA 5 ITMET 2 KA

EEZLNS,
NY-198i2 1) ¥ > ARy BROFHOEOAKHL AE, BRERRBLRE43F)Ic NY-198% 1 H300~600
HAITH Y, EECIER R PLLBWENZE L mng 5~15HREROHRSL, ERNBRL2E»OZ LD
TWRNTY, KEBHABICB W T OEADLIREERE IS, 2OMREZEDITB~K, KB R EEZGRBITICO
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Table 6. Sensitivity of clinically isolated S. aureus and S. epidermidis to NY-198,
NFLX, OFLX, ENX and PPA
MIC (ug/ml) 0.2 {0.390.78|1.56 |3.13(6.25|12.5| 25 50 100 |>100| Total
NY-198 1 6 4 4 1 1 17
NFLX 1 2 7 3 2 1 1 17
S. aureus OFLX 7 8 1 1 17
ENX 1 6 8 1 1 17
PPA 2 4 7 2 2 17
NY-198 1 2 3
NFLX 2 1 3
S. epidermidis OFLX 2 1 3
ENX 2 1 3
PPA 1 1 1 3

WT, KRB & mEIBE 25t & ¢ oiet
2z,

200mg B [mI#E 4% 5- L 7265 1 BFE» & 5 B 1057
FICRIZE T & 72 8 Bl o> B W ALRR IR B2 130.64~4.80
#g/g T, TN H 2EM105D 1H1130.64ug/g DE
WBEICEE 7255 RO THIX1.01ug/g Ll ETH
ST, =K, 2~ 4ERIROKEARD 5\ 3B
BREI20.19~1.12ug/mITH ), AHDKFEGE~DTH
TORIHMTREI NI,

A B D2 REBREFI4FINBEERNFIL, FihE44.2%,
BHET.1%TH N, BWEHERIE LN,

i, MELE, HBESR, AE0 L) LEMIURERE
IRBTIE, FHET0.0%, FRE100% & D TEVBHER
»ELNT, 7o, BERE, TRIBEL Y DR
TIIANE66.7%TH Y, ZOHTHLBUERED K
BT1390.0% L BB IR L N2, —IRITBIELR
YRR BITRE T, BOARDUEANIT R Lk 7%,
ABN I BB NESEP ST DIFEEIEL L S,

%8, AHD 1 BIRSRBUDBERIEERT LR,
100mg X 3 [E4% 5B X 100mg X 4 B 5 BEDREFIZ 3 B
FOTHN, WMET S LIZHRL DRGSR NE
MEERTHASD L200mgX¥ 3 EREHI D - & bBEHE
2 <, RWT200mg X 2 [, 100mgX 4 [, 100mgx 3 [E]
BEFOIEIC>TBY, k58 LEERME & Bt
HdHbLEZ LNBRBI RN,

AEBRICBWTERE L L TRIREEEDE» -2
S. aureus DR B (17H) 12xt+ 2 NY-1980
MICiZ 1 ¥k A100ug/mlThH 1, #o>16%ki30.2~
3.13ug/ml TV IE H 2R Lz, 372, MBS0 R &

LTS. aureus (174#) DiEFRI393.8%, S. epidermidis

(380)13100%TH Y, REFHEROMEBLFEDER
B LT 2HD27 FUREICH L TEWERR?
RL72. S DRERI, NY-19857 B ikiic & 5%
BRI K LT, BRSBTS L 2 BT TW
5,

AERRP, BUERIZHILEER 26, RE 1Bk 36
ISR szht, BELEERIE -7z, B35E
AALERREESRBENFEY v RO ATBWTHA
D E L DEERBE DG 1Y, BIERIL2, 4366104, 88
BlizEsd 513 46%NDRIFR T, EBLBNERITRH
BL Tk, LL, FRORROERE 7077
TV EDHRIRE > TEBDREI 22 L ¥ HRESh
TWBNDT, A%k LARDIHER I +2ERT L
ErH b,

LR 5, NY-198i3 LR W B IR
BIENTE, POFRLERTHL LW S,

VvV & B

X/ v Ry BRRREOARIEA NY-198i
2\, WEBE124IC200mg i E% 5 L RN ARINK
AR PIBEDRIE &, A3EFINILIRMERRREIC1H
300~600mg( 2 ~ 4 EAR), 5~ 15Hf#ks LRk
RRBROBRET 21T\, KD & AR EHB,

1. NY-198mik45 1 ~ 5 Brf{40) RWABEAAIIREE IS
0.64~4.80ug/g, 2~ 4 BEREDOAENZE(1HDHE
JEREFER) BEEIX0.19~1.12ug/mlTH 72, 72
5 1~ 5 BRI ME R IRAEIF1.01~2.49ug/ml T
Ho1z,
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LABORATORY AND CLINICAL STUDIES ON NY-198
IN BACTERIAL SKIN INFECTION

Takanort Tomizawa, Hikaru ETo and SaTosHl KURIHARA
Department of Dermatology, Kanto Rosai Hospital, Kawasaki

The results of laboratory examination and clinical trials of NY-198 are summarized as follows:
1) Skin concentrations of NY-198 were 0.64-4.80xg/g, and serum concentration of NY-198 were 1.01-2.49 ug/

ml at 1-5 h after oral administration of 200mg.

2) Forty-three patients with bacterial skin infection were given NY-198 orally at a daily dose of 300-600mg
for 5-15 days. The clinical effect was excellent in 19, good in 15, fair in 5 and poor in 4, the efficacy rate being

79.1%.

3) The eradication rate of isolated organisms was 93.8% in S. aureus, 100% in S. epidermidis, and 89.3%

overall.

4) Side-effects observed were stomach discomfort, diarrhea and eruption in one case each.



