/?EO (19 FERBAFEHAER
PV (2)FWARAZAKA ADXH%E : TW 201113244 Al

Intellectual

Propery 43)2B 8 FHERE100(2011) 404 A 16 B
(QD¥ %38 1 099118746 (22)¥38 ¢ FERE 99 (2010) £ 06 A 09 B
(5D)nt. CI. : C07C327/48 (2006.01)
(30)4& s 4 : 2009/06/09 B A 2009-138049
(TH¥ A - AR B A IR 8 (B &) TEUIN PHARMA LIMITED ~ (JP)
B A

(72)% 9 A : 45 88 SUGIURA, SATOSHI (JP)
(TARIEA AR
PHEUELE £ THIEANGEEH63E BAH:0 #1978

(54) % #
4 —@BBRZ KAt EH (4—substituted benzo—thioamid
e derivatives) @&y rE

(57)i% &

AEAZRBHRE—EFEN CEAE B H BB E R 4B ERRZ KRBT A
Mz Tk AT A MR AR RE f?‘i?:ﬁﬁ@iﬁﬁz2 (3-5.5 3 ﬁ\)ﬂ;%"él—_ﬁ'fi#@%;xiéﬁﬁkq’ Eik: L N
BAMP TR R TZ 4 BRRZEFFMBIEITEDZ STk -

O-R! O-R!
NaSH, NH,CI
CN

S NH,



/?EO (19 FERBAFEHAER
PV (2)FWARAZAKA ADXH%E : TW 201113244 Al

Intellectual

Propery 43)2B 8 FHERE100(2011) 404 A 16 B
(QD¥ %38 1 099118746 (22)¥38 ¢ FERE 99 (2010) £ 06 A 09 B
(5D)nt. CI. : C07C327/48 (2006.01)
(30)4& s 4 : 2009/06/09 B A 2009-138049
(TH¥ A - AR B A IR 8 (B &) TEUIN PHARMA LIMITED ~ (JP)
B A

(72)% 9 A : 45 88 SUGIURA, SATOSHI (JP)
(TARIEA AR
PHEUELE £ THIEANGEEH63E BAH:0 #1978

(54) % #
4 —@BBRZ KAt EH (4—substituted benzo—thioamid
e derivatives) @&y rE

(57)i% &

AEAZRBHRE—EFEN CEAE B H BB E R 4B ERRZ KRBT A
Mz Tk AT A MR AR RE f?‘i?:ﬁﬁ@iﬁﬁz2 (3-5.5 3 ﬁ\)ﬂ;%"él—_ﬁ'fi#@%;xiéﬁﬁkq’ Eik: L N
BAMP TR R TZ 4 BRRZEFFMBIEITEDZ STk -

O-R! O-R!
NaSH, NH,CI
CN

S NH,



201113244

N BRARHA
[ %% 593 A7 B8 £ 1l o8 3% ]

AZHBER - A-RBRNARAZCEHGERTE D 2 88
A BRUTLEVYRERWEBER 2-C-GE X E)E W M4
MTEEMNRETHRE - E—-—FLHEHATS BR & 4-&
MAZCEATEERETEY CHEFE  ZWHEDHRERME
BA RN EERXS RBILDGEERFEESHEE® S LEH
(xanthine oxidase) H BB A 2-CG-f E X E ) BB T £ Y 2
HEPHE -

i}

{ 5t A £ 17 ]

fe@dEUR  BHEHBELAGYHEEHARER LS
MW AHEME  EXAAEMOHEFNR | L #km— & F &
T X (A-DFTERT  BATHRAZER R R #E -

AR Z %

HO
HO R
> NH,
CN 85°C, 4/N\E

S ® (A-1)

S0 Pl EEFZB 2 BT —BFEHE > WTF ik
N(A-DFFRF > EREPLEEMEBT » = Z K U ERK
& 28X E -



201113244

H,S

HO Et,NH HO©\W
[: I : > NH
CN TR [ e 2

S ® (A—2)

B4 EHWMBEHNZR 3 PLET —BEHE > OT Al
R (A RA > EAKRPFAEMEBT » £ 5K H UK
k& 2 8 X FE -

HO H,S, NaSH HO
>
C “CN 1R S5 e : 11 NH,
70°C, 45 S

|

R " mMALSBEEENRE EHEZXEZHEHNG
EHME B4 BERLEARBIEME T ETRKE®N KM
CHMERZRZRAENRESTE -

SN FIMEFFEMNCR | FEKT —"EHE > @OT
X (A-4)FT R > REMR M %S EKE -

(NHg),S
HO micr?)viave HO
Tl -~ NH,
CN  130°c, 304 g
EE40% X (A—4)

KW BHRRAAZBRSEY R EMEBERT BE -
HHRELVERE  MABEAEXRE > RE 40%-

-6 -



201113244

Hoh o EFRHEFXR 2 PERBT —FHFE > 0Tt R
(A-S)FT R~ > EHBEFTLAE 100C - MET » Kk &
WS HKE RKRWEEXRRKR > RE SI% MAIEYWS -

NaSH, NH,Cl

HO 7 WA, - HO@\W HO
O\CN I I NHp KEHTNHZ

100°C, 1/]\if

S NH
B 51% BES 44% R (A-35)

Zo o EIFRFMNXE 3 PEBT —BEHFE > 4T R
(A-6)fT &N » £ NN-Z_ HHEHBEEKS  SELEEET
MHME 4PAEEFBARCAMNETRE » 838 4-5 &
EXAAGEE AMIREER I BEEABREE M 4-2
SEEEXHBEN O R -

NaSH, MgCl,

H,CO /DMF H3CO
T::]\ >~ T::lerFb
CN 4 7]\E§

ERO3% S % (A-6)

e BB fT 3R

R

FAZE 1 HAEARBEE 11-060552 5 4 3§
BA M 2 HARB 2002-53546 3% 1\
HF 2R 3: BEABE 2005/012273 &
E

JEH M 2B 1 : Mark C. Bagley et.al. , Synlett, 2004,

-7-



201113244

2615-2617

EH A R 2 B M e Rk BEE =B
» 1972, 766-770

 HAEG

gy
(34

JE H F] 3z B8 3 : Akira Manaka and Masakaqzu Sato

Synthetic Communications, 35, 761-764, 2005

[ZHAEF]
(5% B3 Fir AKX f8 B 2 &R & ]

ARBELEMNBRE —EHE FEARE2
BB AEBERMUE

- R H

4-BNARZCEHRERERTEY >

FEEBAME W092/09279 /M FHRBE RN > BEHHE

WEACBMEBRERS  HEAFRAEARNBEARXSREMOE
BREEN2-Q-AREFE )BT EYIHETHE

(BRBEBRREZTE]
ABFHAABTERLRE BN ELCWHR
—BHFE LB ENHEELZE - KE

By fE R > B/R

B AEEE XM
BE 4 BMRCEFEFRBERTEY -

HNEAZFHBMNRUTEE -
(H— % 4-BMAZEHRBBEUTEYVORE F &

FEHEHREFEBEREBRY  ®ALBEFE
XARZ 4-WMARF

T o X (1)FT
HEWEYEARALAS KR E  ®E XD
fiER g - RMRZEARBERTEY >



201113244

O—R!

.

CN ® (1)

[ RIRTREERFRBE 1~6 2 50K KE]

O—R’
S” NH, = (1 1)

(X R FHEAMZEEMHWEA] -
DWEMEFLHEZ - BREORZEARERGT4EY
LHEHRE  HP O R'BFERFHRET £ -
GYWEBEMMEFILHEZ 4-BONRCEARBERTEY
ZEERAE  Hd > R'EEEF -
MUMBEMDEFEZHEHZ 4»-BRONRZEHFEBERTEY
ZBERE  HF > RVFERT E -
(HWEHEM~EFPE-EBHFRFDHEZ 4-BNRZEH
EETEYIRETE  Hf > FFEFHE B B R B
N.N-ZHEHER N-FERBEER  —SPEEEERT R
il cBEPELNESL — @ -
OWEM~MEFRE—EHFILHZ 4-BHRZEH
MBEMTEYZIRE AL > Hh > FEFHEKEIEBF
N,N-Z H & 5 § iz -



201113244

[ HR]

KBAFH T2 EE FHZHEHEERMBEE 4-
MR ZCEHBEBETEYD BZNTEYRERAWERIS
REBMERBRE 2-C-AaEFXE)EBTAEAYICREFTHE

[ & i 75 (]

ABFHRHE—BHE  BHEFEFEBE ARG
AtkEEET  EAXOAETIZ - BMREHEMTED A
miEshKE  RHEANDFAF XRTLZ 4-B8 WA Z X H b B

Iz T & ¥ -
5R1
CN # (1)

(R RIEREETFRBH 1~6 2B KERE]

O—R!

ST NH2 = (1 1)

(F  R'FEX(DZEBEHA] -

-10 -



201113244

EABHPIHEFEZ P > Lt X ()R Lt & (1)
R ETEETFEBH 1I~6 ZIEBERE - ZHE 1~6
CHEVBERE  REBEBE 1~6 CEHEXRSKERTS &
MBI ZIEBEEE - THLPMEE - 28 EF
E ETE -EXKE  TFECHE EBEFE - BTHE . -$25-T7
HE -B=ZTH- - EXE HXE E=ZKHE BECH - 2-
HEXER 1-ZETEEHHE 1~6 2 E kK 2-FHEE
C2-TREC3TRREE - 2-REBHE 3-RBH 4B E
C2-CHE C3CRE-4THRES-THE - 1-F -2
NEE -2-FE2-FNEE - 1LLI-ZHEE2-FBE - 1-2
E-2-AME - I-FE-2-THE - 2-HE 2-THEE - 3-8
E-2-THE -1LI-ZHERE2THEE  1-ZHE-2-THXE -
2-ZF-2-THRE - 1-FE-2-REBE - 2-BE-2-%&HE -
3-RE-2-RMBE C4-FER2-REE - I-BE-3-KEE
2-HEI-XMER J-FE I RBESBRE 3~6 2 &% -
HEHEW R WS WHBERF ERE - FTH &
TE - BEZTE F=ZTH 2KBER 2-FHE-2-" &
2 O FIULERFHETES £ -

EARABZHCHESTEF > FIEANRLE T ERE
KDRKEY  MEERKEY WHELEHZHEBEE » B
EEEMHHEREAX (DR EREZ 4 DREAFBHEY E
BEEMEN 09~50 FE X HE HE 1~20 SEHHZH
A -

EAZRACRE A EZH > TFEHARACEHUREL

-11-



201113244

#  HEALBIERE  REMEHNFAEARACEMHOE
HE#HMEW 01~5 FC#E HE 0.1~2 FEHFHZH
Bl -

EABZBHIHESE A EY  FREXEER > wEEMEH
N,N-Z B B FEi b -~ N-FF Mg e B - 1,3-2Z F & -2-0¢ &
WHE s —HFEE BTHEEAFERB-KRSHFETFLES
MEBHzE—EFEXREER  BEUTE-FPEXFRERAE
mAmER  HPFRESHOKXEEEMS > 5% NN-Z
HEFRE  N-BFEMRKKER "“HFD@KEKETHE > F5
LW NN-—_HEFHERE FETHEELEREARZHEHRE
FREMEHERN A MAEFEHFBETEYOEHERMSED 2~50F &
ME MERS 3~20 F@HE - LEFEE T EEMEHEBEKX
WRMELI r B&E 1 0~1: 1 Z&EHE -

FAZHACHETEZY  KEBEMR 0~150C » H
B 10~ 80C -

EAFHIHETEZD  KREBIFRERRE ~2
RBZEHE MEERREB~12REBZHE -

EABHZEE S Ech  NERHEEGRERE 4-MWARF
HEDNARAE RUEUSHMZERE KRERERKRXXERD
EmMEMRAR > ME 1028 ~10 X HEE KK -

— W E HR4-REEHABREEER - RKREEF
HE BEBLEREBEEALARECT  FLEMNASR - INE
- BEBESEBRBEOREGHE AMEALAZHAIRETE S
A ERREEEN ¢ BEXAE EFEBETIAFEMR

-12 -



201113244

1 BE $9 DL @

Mok

M ROPE RS R E TR IE - W X FE IR B A0

E—SIME  KBAZFHAZHEFE TEEFHE
EEBAEFTLARIBERBANAE BMHhswusg .
MEAFTEMBMENLLSEXZTNEEIEZ 4-BIMARZ X
HuEMBEMTEYD -

EAZRACHETEFFERERE HE > HEHMA
KB HEBRAMABREBREKRBR BT EOEE TG
BREBRMFMEENLE  NEDBENRESEHE > TEEE
B AR CEHBHEERTED -

MHEMAGEMBEN LE XD ERZ 4-K IR
KEAGBBEMTEY  KBOAODHET 6-329647 5% A &
RRE Tk EHBREARNBEELYN 2-C-F 8 F £ )muw
mE® - EHLBREBZT U REHBEERAZTHZH &M
FEHH AS-BRNARCEARBETEY QDML ML D B8R
R MEXHE 2-NACHBERBRERE  FHhEHUSE
REE2-W-MREE)ERTEY -

[E HE B )
LUTHHEEREASFHAZHERMSRYE - B » A%
HCHBETAN T ENERERAZXSHE BB -

[E i B 1]
A-BEFRAREME 6 K

-13-



201113244

OH OH

CN S7 NH,

KmigE ke 2.35 g~ NN-Z B E B K 3 ml
KK 05 mlpnlliE#  AEMA4-BEEHFE 1.0 g X &
b g 2.25 g- 7 40C# ¥ 22/ 2% WA 2NER 9.5
ml- KR&EMAK 2.0 ml- ZARKSHRETHER BB L
R aRKE UTHEHEHLZR > B2 4-BEFAHEK 1.21
g(E X 94%) -

[E 1E Bl 2]
4-REEXHRAEKZ G K

BHmhkaEskaYw 2.35 g k N,N-Z HEBEK 3 ml
M #H RAEMA4-BEEHFE 1.0 g X &HE 2.25 g
o fE 40C ¥ 22/ R 2ZNMAER 7.5 ml> REM
Kk 4.5 mle ZRKGHWBERETHRS  BASIHCEE®BEK
£ FEHEZE B 4-BEXFHREMKR 1.21 g(E X

94%) o

[& i Bl 3]
4-REFHAERZE K
B EMmkEY 471 g~ /K 2.5 ml g Z P fE 10

-14 -



201113244

ml LA > EREMA4-BREXEHRE 1.0 g R &1k 4.49
g o

£ 40CHH® 13 MR Z®% MAKRBEMmMARBKE -
RERES  HARBIZEBERKE L HFHEEH - B3
FTEFA4REFTATEBROEE 1.57 g-

[E 1 # 4]
4-RTEREFTHAEEIKE G K

g oY
.

CN S7 NH,

£ 4-BETEEEXHE 294 g 2 N,N-Z H & B I
100 ml HRMARMALESRKHAKEYW 47.06 g~ 7k 30 ml & &
ek 44.9 g £ 40CHE®H 4 /B Z% > MK 210 ml - 7 K
MHEREETEREE BRFENERBREKE  IL# 7&K

RE 4-RTEEXHRERK 34.14 g(E X 97%) -

EXEZCANAH®

MEAZEH  ATEAZ2MAEENRE > 2 &
B FHHAEXHMRE - BRNARCEHATERTED
RMEYRBERNERN S REMEBLEE 2-(3-§ & %
E)BEMMEY T REFHEBE -

-15 -



201113244

778056

RHFFIRAE

CAemdtes - BT S0TERE  sGOnTHmEs)

MYIFH LK 099118746

(:KYZCj:§;?7C$%B @no5 e

X¥HB 099406 509 8 XIPC 43R :

—~BREL T (P HEX)
4-REURZ FHHREEIZATAEY) (4-substituted benzo-thioamide derivatives ) By
O = aRrA

= PXBABE

AZPITRERRUE -—BEEINE2  BKE A5A
MERMBE IBMREEARBENTEY T HE >
MEVRFERBERBERERE A 2-G-F & 5 & )m w4
EVEROHETIHE - ABHHERTRAFET 2 4-
MM ZEHRBBRTEY ZHNE H &

O-R! O-R!
NaSH, NH,Cl
S T AR
CN SZ O NH,



201113244

= EXBABHE



201113244

t s wHEAREA

l—f 4+ BMRZEHARERTED I NEFE K
BES  BHEHRBETHEEBEBT  AALBEEET B
RDFRFZ 4B E N EDE GGG MR E
MER(IDFRERRZ - BNRZEHRGBBETEY

O—R!

CN #® (1)

[ R'ERGEEFHBB 1~6 250 IKKHE]

O—R!

’

ST NHz = (1 1)

(X RFEI(DDZEBHEHA] -

2R ERMERSE | HALZ -8R ZEH KB
BHAEMeNERE  HP R FEERFHETE -

SR FHABEE | BERRZ 48BN ARZEAKE
BuEwrTNERE 2P R BEET -

AR HEENERE | BRRZ 48R ZEHGKE
BMuEw s NERE EP R BETE -

S FHMNBHEAE 1 £ 4 EBFE-EBFRREZ 4-8 W

-16 -



201113244

REZEARBRTEYIRES L Hb > FEFHENS
BWHIffHE NN-Z HEHEKE N-FEMKKEA- - - F &
BEETHEMAMBRIEPRHENEDL —#F -

AN M EEE 1| £ 4B P FE - FHFMLZ 4-4 B
REFEAMBETED CRERAE  Hb » EFEFHEHS
wOH & NN-Z B OB B OB fF -

-17 -



201113244

w-HEERLKE
(=) XEHEEZREAB AL &
() AREABIABAAEHERSA . &



201113244

E-AEZACEAR  FHITREBTBEARANOLEE
EEE



	BIBLIOGRAPHY
	DESCRIPTION
	CLAIMS

