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hydroxy~l-methyl-2-oxo-3-quinolinecarboxamide or a salt thereof.
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Lr 2eeeee OmgBEUBERARACEBILEEA -

e BBRELVEYFRACEMLE - B 200 E
M NFEH IHEOEEE S » BilEE - L BAMEBE XS HAE
% RHEWN - HEEN - SRWWAEETMHPLC) » TESIT - BE
B E (Ames test) ~ W - IREMWAEIE » RAJEESTAEREEZ
FAEMMLE - —BEXHLEW B - BIA A E ARG &R
BaPcZheBBERAaPEAENCELE  THEHEGZHME
(BIZDHPLC)ZR B ER M F A F AL EYNEEREET 7 -

iRk P e ERR PR EYCEERRRAZSH
AERN TEEEBR  B—WRRE EFXERETARERFRBAZSN
FEEAERAFZHEY - BHME - EFEXHPLCHEHNS
FRBEREIELPS-HLAQZ HHIBRMEH N B EE L &/0.02
EE%-

AERNTERBBEERANFBRCCEM LEBEACREFHMER
UFE- - FAURAEEEFHEAEFBRETEAEERCEERF - FR—
BMEOGMEREREMYE  sfcRALREBEMREM - Ik EULRLHEC-13
BC-14 -

EEE  AARFEEERTPEGABIHRCEMEREAER
MERNER TEARERERBZFAERME » F0'°C P"CH
“Co b4t EECCHRCZEANEY IR EECEEARANFBRZ
EAZFELEY R -

NEEE  EAHFEERPTEABIHECEMAREREREE
HMERKNEBELTEASEREREZHAERAME » FU'H - *HRK
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He fh4)h » 8 HEHZ A AU SR ES ZEBEARNATRNZE
MEZEREW S -

R ZERAEYWEY THEARE L EEMNE DN E S
REHEAXFABEAZEFRELCEETERUNGTEEREE
RN R REARBA AR ABI KRR -

MARFA TEXEE ) SEELTEFEREKR310-400 nm
HHBE - BEXBERZ—EEMSUGZASTRHHAZIRE - EXR
EeR—BBFEAFEABRLABRERLLRE  HaRLEHREA
EEE LR 310-400 nmF REE A Z LN ERERZ

WA TiXHE ., BRREHBIF T EET 2EL B
EE ZHERE310-400 nmZ ) ZEANBLERES

WMAKEA TBEE AR SEARBEARESHARA
ER/RBYHMAEEETRENEETRFRHGEUE.E - MBI RKER
M 2 FE) H 84 B A2k /B LE AR T EC Ry SR B SRR D A

WMAXAR TR REERFZEERY  RERKZS
B~ LR R BMEREFRAEEBEERNEMERFA 0
PEABREYVEISERITTIE -

AR T8 RESERHMEURES-BEREE LT
B2 EOBIRY B B B

WMANFA "ROE, LEVYRESEETREACERBEAK
FEREMABEZEY - SBERALEY KRZAESYEENKIEE
EMCHEMBENES S EAFRE-SHE  RNBEVEEK
EREYTRGELHMBEMAES  MHAEBREEE I BEERAC—H
gl -

MANFA "TFAEa. XE—hBEEBCESYEREZMESYS
F—EBCEABER MBAZEARRESEREHEREEYT S
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N2 EERMARE S CEERFRC AT RNLEE
i - WAXFRH "8, IR EERH S EFERZHEGYESE
NEREREEUERFTHENS-HLAQE R DB S -
MARZAHA  "RESRNR ) REURERMERBLESERE
BREGIUBEERRE) TETURMBERERIBEEERHHERES R
BRHZEEMERECAR  AHRCBERGARHBRERIESERET
BRI AR R LRI R R - BTN E - RAEYCRE
MERIB R FE M R B HE 21 CFR §211.166M » HE2HMA R L LT
ARG HA -
AR "#H, ZETEABECER TEEZRECARE
BlZ ot IR ERENA -
RERTIESE - LEYRELEMCREY - TR HEDR
BB EREIT > FEWGER - BE - AR - R RERN -
NEXEREBVHEMASNAEKRELAEERZLEENE
ZEF-BNESLBERER - @8R - BERRER (FELF
MBRERELHRZIEANEARE  ZETREEFAINAR
REZEA NEREREETERKRE  BEFHEBESE TTHEZ
ZEBIERES  AUSERRBE  FEBRIREMRIEALKRE - E
EEREHBECEMREILRE  EE HEBERBE BEREAYUER
MM AR B W ERE SRS EE © Hith B 8E P =08 5 AL R R
KR RS HEEZHESR - HER - SRR - ZaR - #K
Bl - 5IGiBI REE - BEIME > HREGFFRBECHEETERX
ZOR&EE EHEVESTEOR B BEZSLUSIZHER
BEIEEG  REEEBEORILE - HE - 85 - BY - BE "%
PE - REBER  BREE MRS HBE - UABREEUY -
BRI EEERY - HE - RABEGWHEREKL-2LME) » £X
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By RREARBEEUMAERE  HEBRIBEEM) - KIER -
BEESES RZIE -  SREEMUY - ARREREAFZHER
RSN - BEASEEN - BBk - 2N - Riksh - BEAERR - B
Bl T/ —FEssh A REELY - SEBEE(ERRR)EY - F
H#gx B BEEL - ZWUB - THATFBERS - BEZRE
sk K R -

HRANAEARE ORBIB AR SRS EWEX A
R BR T B 2 e < BB 4 S 5 B 40 38 B B A HR B S BA 5 88 2005/0192315
g . PCTERIEHEF A EFE WO 2005/0748995% ~ 5 WO 2007/047863
5% K 25 WO 2007/146248%% % » HE XM ABTLUSIHZ A A H#H AR
e

AR EANARHZ B — R R EGIEERET
% Ehth ¢ 7 Modern Pharmaceutics, 55 9E k55 10&E (Banker &
Rhodes, #& ¥ , 1979) ; Pharmaceutical Dosage Forms: Tablets
(LiebermanZt A, 1981) ; Ansel, Introduction to Pharmaceutical Dosage
Forms #2FK (1976) : Remington's Pharmaceutical Sciences, 2517k}
(Mack Publishing Company, Easton, Pa., 1985) ; Advances in
Pharmaceutical Sciences (David Ganderton, Trevor Jones, #m, 1992)
Advances in Pharmaceutical Sciences?§74. (David Ganderton, Trevor
Jones, James McGinity, #, 1995) ; Aqueous Polymeric Coatings for
Pharmaceutical Dosage Forms (Drugs and the Pharmaceutical Sciences,

% % 36 (James McGinity, #% , 1989) ; Pharmaceutical Particulate

Carriers: Therapeutic Applications: Drugs and the Pharmaceutical

Sciences, #6148 (Alain Rolland, #, 1993) ; Drug Delivery to the

Gastrointestinal Tract (Ellis Horwood Books in the Biological Sciences.

Series in Pharmaceutical Technology : J. G. Hardy, S. S. Davis, Clive G.
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Wilson, #&) : Modern Pharmaceutics Drugs and the Pharmaceutical

Sciences, #4048 (Gilbert S. Banker, Christopher T. Rhodes, #) - i

E2E MBI Z XS HZHRFAREHFE D -
2ELUTERMEIREFHUEREARE  BERELERNER

AEWE  SEERAEES AR G o 725 B 3 R i o

HABPEEZHEHOML -

TR

Bl FRNBEFEBRZERE T KS-HLAQ
EEEPACUEEBREBENIN T XAEE LK - HFAHPLCH

ES-HLAQZ F7E -

=1

HUE PEEENE 5-HLAQ* 2 F#4E (wt%)
}:5310-400 nm(¥38/)\6F) 1 mg/mlf20.02 M NaOHrh 33

:5£310-400 nm(¥58/)\EF) 0.05 mg/mlf20.02 M NaOHth 71

2310-400 nm(48/)\EF) 0.05 mg/mlf20.02 M HC1th 1.5

HYe=E(55) 0.09 mg/mI7K¥EHR 11.8

H>¢=(5578) WRARAL** 0.2 mg/ml 17.2

H ¥ (2053-68) AR ** 2.6

* S-HLAQEZ W R ER MR AN NIUBERECER
Bt e

> T HEEREN DEFTBCHRBRREEZINETERE
HBEUNACEEHRETRAION  DFMBECHFTEEEZLI0% - &
REMCBBREMAKERESTRAERERE  H)R)ZERRE
MERBYIKACRERIABTYFILERS -

DT RS E RN FRERNAERREZ RS FRS0TC
SAOBETE ZEFERS mmiiEES I EEEH - HK
MHBEZRBRBENEGE HEFEERENT KR ZBRMES -
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S

% 1th 7 2 5 BT IR B L A OB B S R ot Y 3 T {5 e B
MUEREAERRE  EEBH R RARENY )8 kK S-HLAQ -
7 P B 7 6 7 Y VR (U VS Y B K VS VR EL B T 2 F B AT B AL

Rt BB EEEHAASYR  BEUATHIIC—HZEL
BR LB B Y B 5-HLAQ

1L ERE KRB LER B o g 7 8 5 E 5 5 B /K E
B S -

DEFRGH T BERENREE NS AR E AR S
BAESCRPBERS -

BERS R BEREBEERER "HEY ) ABEREERARHE
BN BEEREL -

AENENBEERELE ) RO EEERNEE Y ERRE

5.8 iy M B 1 s o B L S B BE 1R 6 o By I B 1 2 B I IR R L
BEEERBEN -

6. LUMEI LT A L B B HBHARY - EZARHRNE 4L
Sk BEITIRAERBA > BRI EAEARERE ALk R -
FEHI2 0 N-ZH-4,5- 73 1-F E-2-FE-N-FEH-1,2- = F 8 0-3-
B 2 v & R B Ak
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2 R y Q
r‘qo DCM tro
1

2

Ac~ .Ac
O & Q)
) “ O
fi‘ (0] EtOH
3

C19H18N204
Mol. Wt.: 338.36
C,67.44; H, 5.36; N, 8.28; O, 18.91

FR {5 Journal of Medicinal Chemistry(2004), 47(8), 2075-208 8 & {
5-MeO-LAQ(N-Z & -4-FE-S-H & HE-1-FE-2-Fl & -N-FE-1,2- 2 &
W -3-R i 0 ST -

WAL & 71(12.0 g 0 0.034 mol)YEfRIA — £ F &2 (DCM » 240 ml)
HFEO0-5C Tl - HINAICI;(12.0 g) HFEO0-5C THRH¥EXERSGHO.5
NE o BEREZRTRATIE - E3I0COKB)TREBEBRRAR EL 5
BR300 ml) - #FrERIKEERERIE - A1 N HC1(100 ml)#E#k
WEEZEMRBEFEIC THEE - -E& ' 145 gk a2 EELE
) -

NHEESHERETEARE - SBEWMERZAE SRR ES E
LEDEEHRACERBRNALEY KK MES-HLAQ - AR £ Journal
of Medicinal Chemistry(2004), 47(8), 2075-20888{EZFE &Y -
HEELENZ ZH

[ E LR R EBEEALESH(14.5 g)RULIE(100 m)F ZE ]
PRIMZBRE A0 mDEEZRTRERBERESY UK - ZRHEEE
57 15 B % 52 aR iR vE SR DCM(300 ml)H - {RZX A1 N HCI(200 ml)
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R 7K (200 mlx2) ¥ W YA W - 13 FI 1% MeOHRDCM Z B B AR 3 H
WBEBEBREMAELEYI( C LB (ZEGFERE)EFREE)-1-F
Ho2-FAE-1,2- A B -4,5-ZE)(155 g) - ER 102 gZEY
3R HMELEME » EXRTI%) -
&3 KERMALE R EELSY

8 2 A EtOH(130 m)H 2 5.6 g(0.013 mol)fb & #3hE ML N
NaOH¥ ¥ (190 ml) - #E# K FERE S ¥40 min B ZAFEtOH(#3150 ml) -
5 N HCIEg{ By EEpH=12H BREHAEE » AAKEKILE
.EE °

EE 43 g EAGEBIN-ZE-N-FH-1,2-ZF-4,5- 2 -5
B R -2-F A -3 S EENE 0 LA WAO8%ER » FEHEHPLCHME
>99%) o

FEHENMR - MSKEAKRER & 73 KALE -

N-Z B -N-ZEH-1,2- T §F-4,5- 2 -5 H-1-F E-2-F £ -3-EE W R A
I (5-HLAQE K S A ME B U EBE KBS REGF TRARER -
Kt #EAMASEEERE - ZBEVEMLEYIEREET
BEKAE R E R EBRBMAM B ZERG

GEREBEHFEHAS-HLAQER EE B S S-HLAQR B X {E
M2 5S-HLAQRY IR HE -
B3 BB EEMZALEYIEE

MBLUTHLEFEEBE  ZSBEHENESBEOS mghiE
B % (0.32 mghi BB {EER ~ 151.08 mgH EEEUSP » 5.0 mg#y H X
USP - 1.6 mglEls IR TR —BANF) R G B #0.6 mgfil EX B
(0.64 mghi EEEL 24k « 302.16 mgH BEZUSP ~ 10.0 mg# H fZUSP -
3.2 mghE fE B ) T & —BREANF)
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I EERHYNARESST  EH X EEFEAB BT EH T
FREEd F B Z90%E H BEIE &30 -

QERERT  AH - HKESEARAEBZIZEMYT > BFEHH
BREEZI0% NEEREMNEREMAEKESEZEBRE -

3BHEE—NIFEREARALBZIEEF  BEPR2CBREMES
RICEHYNMCESSCABTYF LU RES ZHA -

AEM—NEREARABZIEMDP » ERACRERETEZHRE
K> HPAOREOZERBESBIBS0T K40TC -

SHEME—XEREARNLEB CEMS » {1 0.8 mmEF{EERER %
A HG HEERN T & _RNBE -

6FE—ENXHMAREF  BLTBRSCEEMEAIRFEHBRBE
(0.3 mLEHE)(BHH 0.3 mgh B E R EI2) K15 EHEB B # (0.5 mLE
ME)(ET 0.6 mgh/ ERERBIE)F -
AR

HOB3RPEBRARMUEY  JEERABREGTRHFEREFRAIE
B & 8 Z S-HLAQRY 7 8 B 78 [ A} 5 -
HHl4: AR RS

HENHUEEEMENE HEHRCEESENRIELE
ENMT)EHE Z1.0%EHREME—HEME NR(LT)0.05% - 7F
TITHAE  HERABERREERN R ERE  HERE r DitF=#t2
5-HLAQE ERE B MIR(S-HLAQE E£50.04% ~ 0.11% ~ 0.06% K
0.05%) ©

EEBRNERBIRESHS T M BEEEMERE - £517
HIfE > SR RERRERT S ERE - LFEHRZS-HLAQE EWH 1%
RNMT 0.1% - BT + = #9#H & H & (—# Z S-HLAQZ B /MR
0.05 » HE#L K ZS-HLAQE E/NfA0.02 » BMENEHIMER) -
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BHHS: mEEANELCRE
ERENERHTNEEFREREZ -+ AR N B E B EE
Mo TR2BTRBHRZS-HLAQE & -

+:2:
Lok B 5-HLAQZ & (%)
HENMT 0.5
1 EETLIEER0.6 mefB I <0.02*
2 EEEE{38R0.6 mgfB R <0.02*
3 EEELEEN0.6 mgfB 3 <0.02*
4 MEEL1EEN0.6 mefB# <0.02*
3 EEREEN0.6 mefBHE <0.02*
6 PEE{EER0.6 mefB I <0.02*
7 PESLEER0.6 mefB <0.02*
8 EEELFEEM0.6 mefB I <0.02*
9 FEEFEER0.6 mefB B <0.02*
10 PESE{EER0.6 mefB T <0.02*
11 MEELFEER0.6 mgfB I <0.02*
12 PEBL{EEN0.6 mfB <0.02*
13 PEE{EEN0.6 mefB I <0.02*
14 MEBLEEN0.6 mgfB <0.02*
15 ESE{EER0.6 mefBHE <0.02*
16 BEBL{EER0.6 mefBHE <0.02*
16 EEELEEN0.3 mefB <0.02*
17 PEEEEN0.3 mefBHE <0.02*
18 PEEfEEN0.3 mefB T <0.02*
19 EEAEER0.3 mefB T <0.02*
20 EEE1EER0.3 mefBEE 0.1*
21 e EE{EEK0.05 mgdEr <0.1**
22 PR fEER0.25 mefERl <0.1**
23 RS {HER0.3 mgfER <0.03**
24 BEELFEEN0.3 mggERi 0.030**
25 BB {E8R0.3 mgdE T 0.030**
26 EEELAEEM0.3 mefER| 0.030**

* FHAENMT 0.5
**x HIENMT 0.1

B P4 RS 57
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B B4 5 53% B At B4 o2 & 310 i e B A RO BB R T s B B R T
— B R S-HLAQE B H#g -

HHl6: fiEEB0.6 mgHBRNBZHBENERAR

AR ENESREBR BEE. mgH AT EHBEAN MR
M (R KFF R (Petri dish)) FERBEBMN ASEHNXCREFEREEEEZ
BRI AELLRY LR -

MR 77 5%

RHEHEBETNZHBERMA0.6 mghl MEEINET » HIAWME KK
ENFEBRNRARBEEEZY  —EEEMITHAE —EHEBEES -
FREREENLLTHRE

LS B EEE - 11K 25C/60% RHTF -

2 EUVENE » 55K » 25C/60% RHTF -
a5 R

BENAEA XTI ERBRETITBRANBZYZHNE - EFEEHE
HPLCRM P AR B RNTH B ERCTIERRBREY E L HERRT
1.4158 -

BMEHPLCRMZBHIHBERB RN T RIG -

+=3:
it RSP AT ERE
RefREY) - LA B 2 bLEt
BR% % 5-HLAQ REGT
FFEISE 99 99.6 <0.03 <0.05
grmTEE IR (98 101.0 <0.03 <0.05
BERES I 74 76.0 2.1 16.0

ERRIPARER  HHERENASEHNEZIAEERFE0.6 mg
HETEHBEHNCHRAHA R ZEVHABBERHBCELRED

C170372A.doc -25-



201339137

5 o
BHT7: ARl mgBE-MUREEMBHARBEIEE

HFE 2 B B RSN & EM B 2 Wl h R R R R E
2E(0.6 mg)Z St [EfE
MR TG

o — P R (0.6 mg/BE)BENUETREAZ R
f1 : PVC/AC/PVDC/PVLE/P058 504 142(35Hf) «+ PVC/PE-EVOH/AC (A
300) G03 140 MM(3%E B§) - A-/PVC/PE-EVOH/AC-PC(F 3% BH ) &
KPMAX WH(TEHE) - ¥ BB# 8 KB B H X Z HDPE 50cc DUMA™
el TR s
RS

RERBRIRATP -

BERAAFEEPERERPCNEEERBE B UM
W S8 -

JEMMEHPLCR R F AR E R B LR EMEEY - A > £MPEHPLC
REPHREREED

*x4 .

I RSy | Bl VARl 5-HLAQ
AN As

PVC/AC/PVDC/PVLE/P058 504 142 PR | BEME | 53.0% | 1.8%

(GEHH) SR

PVC/PE-EVOH/AC (A 300) GO3 140 MM | Z@mE 41 | FEAMEK | 38.6% | 2.5%

(EHR) &

A-/PVC/PE-EVOH/AC-PC K@ HEBHR | 94.7% | 0.28%

(EHR)

KPMAX WH Kok EEk | 99.1% | 0.07%

(SEER)

S N/A Bk | 98.3%

A
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BRSO c HEHWRMEL  TEHERBNEER
Rt O R B R -
HH8: EBEARFCAUBERBIomgBEIABES
LEER 73 R FT Rl 2 W FEFT A R B B 12 0.6 me B B 7 Bl XA, 85 44 1
RERNABRRKEUETAZEEEEUERNRBELE  HEGRRH
EENAEEAMERBRBENR K > HEEE0C mgBREEL TR
E eI T BENERERE0.6 mgBRERUENTAR LA S
AeRM(ZEER RGN LR ERMZK < ERHDPEMR X $5/62 10 7%)
FF o EEERBEBERUHERCRER - E#TERBREEWREFEH
ABREBRZEIITBEYITERNELREBRA - o] #ET 77
R-EEBENCREANEREMEKZCEHDPER K $&/82EHR S ANR
ENEEFomBERAZT AL ECHEHELEGCERMAERM -
i

ERMETHELAREEMRZE—FT > JHUABEEERE
ERBNAGHCKEEERBERER " BEHERE , DB
FRNAEZE RAZESHSRABREN SO ARNXEEGS
KLUX)FF M 11K (264/\FF) > FERBR BRI RIS (UV)EHEFESK(120
INEF) c BEBEBRB AN TRST

%5 :

JEIR B/NEEBR IR BRF
HEEREE .25 &8 Al N 11K
EUVEEG 200 FLAF/ NAE T AR SK

EEEREEMFIRELSC T K 60%MEH R ERH)GHE TET -
FIELEFmBRERTAAREBCOCERHS Kluw/h)FHEILX - F
FREEASRECHZAERRE - & > FENRRRRBEEE
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=2 & EHER AR omB 3 UVAR b (R 8 & 8t R A 8 S E R
REGEEAEEEEAENR)TCHMERMLUREER A ER
IR BT UVE LB R ESK - Hk 0 76400 nm T RAE IR L BR
REEBREECENBERIRAE  LEREHR L RBER
REEBREL OB MR ERBLT/NRO0S -

HRILER > HREAAERBREERRER)EREERETR
o EMAEAETEBEESMEREP LN EETUVER - 55
BRERUERESEEETHEROWN  BF - BE - KGFERIED
HIE -
1

¥-ARAREESREHENANEEATRENLREEZET RN
BEM FUTHRBENZHRANEARBR P CBERIARENR

IS ERAERBNTCREBEBE BHEEEALGRERN
o DEHFGEETEEZ AR BB -

28— FIREHI0ERBE 2 ZEHE/Aclar®KPMAX®)E R EE -
3.8 —FIRESEIVERBRE 2 HETEHE/ Aclar®(KPMAX®) 1 7
B -
2

EoRRBENARIRCEREENYNAERHASRKE T ZAE
HE0.6 mgB B S BHOLRILRE ¢

BABRRML: AES ccHEFREHRREERZEFH(DUMA™R
) HBEHIELREMECHAEHERNGRRESE  BSRERLK
EZEMAWEEEEAY BRPEAAIVEBRELSEEUNBEK
= HB R -

ABARK?2: HE100 ccARFZERREER LA E s DUMA™
) EEEHILAREMECOCEERNBIRERE  ZFRKEE
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REZSAWEREEAY - M EXEOEBREL T EMNBE
B2 2 T B A A

| BBRRM3: @60 ccAVAEHREERZIMBEE  HBHFH
FEREHOZHERERNE caEEREBIERS - HHEEs

JWERELRSA SR RAREMRBERSE Y NER -
 ABRRM B RN ETHBENE-R/ARRERaE -

77 RS R
MEIR2ZERBANL T RoH -
V2Kl 5-HLAQZ & rar
L [RF T PR KDD**
g i g
95,0-105.0% NMT 0.5% NMT 2.0%
REUKBE S 96.8 <0.02 <0.05
(AERED)
e 99.7 <0.02 0.06
REZ=* 78.7 1.6 11.8
ZEAEKPMA BERE 99.0 <0.02 <0.05
HEx 98.8 <0.02 <0.05
REE* 76.7 2.3 13.1
TEAKPMAX | BEEE 101.1 <0.02 <0.05
e 98.6 <0.02 <0.05
A 98.9 <0.02 <0.05
RBERIK] RIS 99.0 <0.02 <0.05
D 98.8 <0.02 <0.05
KA 99.8 <0.02 <0.05
RERZ 4D RS 99.9 <0.02 <0.05
B 100.1 <0.02 0.05
RE=* 99.7 <0.02 <0.05
PR A )= 100.0 <0.02 <0.05
B 99.9 <0.02 <0.05
kAL 100.2 <0.02 <0.05
KRR BESRE 100.5 <0.02 <0.05
HE 99.0 <0.02 <0.05
REFE* 100.1 <0.02 <0.05
%x6

FAEUAREEHREHRENMBQREEFHELIIR > BREE
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FPEUVELBRBESK -
T IREEDHE

gk B BB KRB B AR A DU (008) 2 1T A R
78.1 - B4t > SSHLAQEB M M E SR B AEROOSEMEBHHEES &
£511.8% - FEHKPMAXHHBBEN LS HERBEBREINFERE
EHUCHER - BT RBBRAZEEHRER(AEEREZEA
EEENKRABLEZZERKPMAXBER)CHERBRUEXNEAEZRE
RBRERA - B4 BEFEEKPMAXHER(EZXBREN X ZHE
BEZLBISARENT2RNELRBANER -

ARIZEREFHELEHLANAGEAR TR LR ENR - HEE
BHEARPAORFNESZRRELFIZIALLE - AR 2T > ER
B  ETEGCEERCHESNERE K8 48 HEY
RENBENFERERZEEEZR - B4 HRAARZATERA
MRETE  HESZSHEEBE R MR E R ZHEICREEGR
REBHEEHRERCHIFEEZERE -

[RFiatia ]l

(%)
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PAN

5 E

4

8881Y

FH E7f B F1] 4
1. —RBROoBELeY HEBLUTHEE
50Q¢ -
|

B EE -
—REHEeY  HEsRREUTHBZLEY

2.
OH OH ) /O
B EE
HPZHEEY A S BEE(laquinimod) 5 K & -
3. —REHEEN-ZE-N-EKE-1,2-Z&-4,5-Z-BE-1-FE-2-FE-3-

MR RESEERUTHEBZLEY

Ry OHO/©
Cfik '
PN
|

HORBSHE - ZE - % * MeO- » EtO- + -CF; ~ pF-PhO-

MeS- -NOzEZ-N(CH3)2 ’
BEAMENEERBRE - ZEK-CF:R);

B R E(ER BRER) 5
H BR 5 8 B (Lewis acid) [ FE(E R, B MeO- + EtO-Z pF-PhO- -
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10.
11.

12.

13.

MeS- + -NO, 5 -N(CH;), )
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