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BIENTED, ZOLHRELU T, FIZIR, Hik X ORISR  BriR K
UAZ L AV TR DA IR, W TN AR OB AN, N” —P
YIONTEFVVTIVROP2— T xE )= )VEOHE L O IER TS
o,

—iX (D) TREINDL—EHR—T— (B —D—7Vav’ T/ AFxy) (TH) AR
—UEEHXITEDOTuR Ty, ORISR T T, ARl S
WYL THRLNDZ LR DD, ARINLRLEKICIT, 1 —EH#—7— (8 —D



WO 2006/087997 11 PCT/JP2006/302483

[0039]

[0040]

[0041]

[0042]

[0043]

—7Vav’ g N AxY) (THF) A=A EBELIIE DT uN Ty 7 3% D
FHLNCTFREINDHE, I OARFIHE LB EFRHOVTHb VWA E
PTED,

iz, A D TRINDL—BH#—7— (B —D—7Vav T /v n+xy) (7
P AL R = LB Y T F DT uRT Y7 THONT, BB, S BEA R O
ST BMERDTFIE T B EBH DM, AR IR ERKITIZ, ZOWTFho
BMALAVAIENTE, FEEDORAWHHVLIENTED,

AR DEKIL, 1 -B#R—7— (8 —D—2Vars  vndxy) (7)) A
F—tA8 (D BLLIZZ O T uR Ty ITZ ORIFINTIRS D, Xt
ZDOXRFBE LT LB RSN QOB RFHRE R AT DI LI LRl
THIENTED,

BB, HIR T2 EE5HBIIEC T, BE, fAfbETHWIIEEL, #ilx
X, IS OREA], AT TV~ 7 X7 DEDWFRA INVRE Y AF NV ra
—RED AR bR aX L T at L AF L a— REDRESH]  ~rad — LV ED
SUETEVER] ; [REEZK R T ND DEDOFIAH] ;> 70T X AN L EOWEAIBIA ;7
TURBEOBKA]; =7 Mg TN Y DEOLEH]; VTR S OpHF A28 7
#iFbha,

AR ARDEEDOR EREBLL TE, FIAIX, B, BRI, Mk, FF A nm
YT, SR RN RIEOR DGR A B AREOHRE DR E
RpEnZEToN5,

— (D) TEENDL—EBHBR—T7— (8 —D—2Var’ T )y nAxy) (THF) AR
—/MEEWIE, ERSGLT1 X U'SGLT 21 PR EE M MR8 eBR 2B\ T 58 7k
FSGLT1X T/ XiZSCLT2IE M EEMZR DT, Z NV a—2AIH T 7 —
ADBEIM T HZL L B M EO_ERAMEIL ., RO/ UL a7 7
—AMEEAR TS, 37 N a— 20 FRIEI 322 i k0 B E A E kS
DLW TED, LIERo T ARPNRDEIKT, £ & FEHIEREL T, Xk
FERIA , TOHERESLE | BEIRIAIES OIIE (B 212, RERUIE ., PRRbess | BB, TR,
KMAERE)  IERGIE, A AV MUAE, AT b—AMSE, BIEIAE, F=lL AT n—
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[0044]

[0045]

JVILSE, @ ZVRYRILAE, FREL AR 77 o— MEBIREE(LAE. & fLE, 2
ZARV Y ZREMERE, Do MM AR A, VRIE, & RIBIIIE K O BL0 722 280 DR S
NBHRBOTEHIEUTIHHIELL T, SOITTHFEE R OO RIR ~DOBITE T
THDITHANDIENRTED,

FROTHEUIIEREORLE I H 72> TE, ARINRD— R () THEN
B1—@E#—T7— (B —D—2Var’ T )y nNAxy) (T A F— LA LT
Z OB FHNTIRSINAE T Z DO AT E L A EEF A, BA1H X
729, #% A& 5HITiZ0. 1~1000mg, HHATIZ0. 01~100mgDHiH T &
SNDIH7RBAN LT DDHLFELY,

Fe, ARUNRDERIT, MO EFELAALEGDOETHNDLILRTED, 20L&
IR DEIKELTIE, FIZIE, ARV EMERIR, 7T —BHERE, o — 7
avZ—VER, © 7T FARNE, ARV UMK, ARV I A R
HtxiR, TN AT RFRT o ZA = AN, A AY R ERF T —BRIEEE, R~
TFONRTFZ—RIHER, VRTFIONSRTFF—VIVILER, a7
FaL HRAT 74 —€ —1BERK, 7VaF U FRARI T —BHEK, Zva—R—
6 —RAT 7 H—LIEK, TV Ih—A - RRAT 7 X —ERLEK, AL UBRT
R —YRREK, FFREHEREIK, D— a1/ h—/V (D-chiroinositol) , 7
VaZ AR T — 8 —3MEFK, 11 8 —eFuF i AT ufNFerus 7 —8
FLEIK, INHTARRTFR—1, INVAT AT FR— LERIR, TN Tk
NTFR=17I=Rb, 7V, TIVAFRE, 7V TI=Zb TAR—RET
B PLEIK, AP L EY (advanced glycation endproducts) ZEFEFREIR, 7 o7 4
X F—BCHEE, v —TIUBBRRBFNRT TR, FNYLF v RNNT
FA=Ah, #5 R FNF — « BELEE, [REERLEFRAEE N—7 F /b —
a =V Ih—=T vk =P RFFH —F (N-acetylated— a —linked-acid—dipeptidase)
PRLEZE, A AV ARR KT — 1, f/MRE SRR R T (PDGF) | /MR B SR
EIR T (PDGF) %k (81 21X, PDGF —AA, PDGF—BB, PDGF—AB), k
RGN T (EGF) . MR ER T, I V=F ik, vy 5—tRu¥y —1
—AF NS R EGB—761, B &7V (bimoclomol) , AT 3K (sulodex
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[0046]

ide), Y— 128, 1LIEIK, BT, eRufF I AF NI NZY Vv ax A LAR TSR
&SR, 7477 —NRILEH, B —TRVT UV RERTI=2b, Ty vax iy
ALAAVAT OV T VNV EEBEERIRERK, ara—) RIS VE S
BT A=Ab, AL A7 u— VIR ESK, US—BEE, I/ —AR7)EY
R RT 77— a7 A B, VRS —EEEK, h=F1 7 LIb v
N RAT 25— BRER, ATV A BEREE, 27TV RE 54—
EI K EVRE A AR, —aF U BFEEMAR, B mBKEEK, FRYA
HEEHFEIT L AR —F —[HEHK al AT 10— LT RAT)VEEESR L I REIK
BEBIGIZE, 7o ATV MR EIK, Tk T — B EK,
T VXTI BRI, = NV BRI ER, = MU A
T HI=AN, FIRIE, AN T LTI, B TLTRMERE SR, ZZHath PR WL,
TARMEREEESE, o — 7 RLFV ST = A, Gl MREE, PRI PR 3
REGHENEESR, RT NIV LS RHTHND,

AV AV BRI LTI, BT, b s VEY v R ATV EY | <L
ALpaL TVE I ENTVET TR L GI—262570, A7V F 7 (isaglit
azone) , LG—100641, NC—2100, T—174, DRF—2189, CLX—0921, CS
—011, GW—1929, 3 7VFV > =L ZYE - F YA NIP—221% 0~ F
XY — AHEREIRTE AL /K y TH = AR, GW—9578, BM—170744% 7D~
VALY — DHEFEIRTE AL S K o T = A, GW —409544, KRP—297, N
N—622, CLX—0940, LR—90, SB—219994, DRF —4158, DRF —MDX8
BONNFFT Y — LREKIE N BK o /vy 7T =AM ALRT—268, AGN
—4204, MX—6054, AGN—194204, LG—100754, ~Z7¥% 17 (bexarote
ne) DL F JARXZEZRTI=A, ROVFVFH, ONO—5816, MBX—1
02, CRE—1625, FK—614, CLX—0901, CRE—1633, NN—2344, BM—
13125, BM—501050, HQL—975, CLX—0900, MBX—668, MBX —675
. S—15261, GW—544, AZ—242, LY—510929, AR—H049020, GW—5
01516 DZDMDA LAY L JES MR IRIENZET DD, A2 RV RS MY T3 IK
1. BEIRIN. TPERE SR | BERAIE A OFIE. NERE., @A RV ME, =5 ME.
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[0047]

[0048]

[0049]

[0050]

FaL A7 a—VIASE, &7 VIR 0E, REABRE, 77— ks iRk
FEDF B TR, BT, RRIC BT DA RV RIS S O B 2 W E T
ZEIZ R0 7 v a— 2RO~ D IVIA L ETTHE LI EZIRN TS 528030,
FEIRIR . RERE SR | R RV MUE D F B XATIR R EL,

TIZT—EBHEAILL T, #l2iE, RSH—2083% 1% b5,

a — 7 NavF—ERERLL L, FIZIE, THVER—R RTUR—2 7V
—)b, CKD—711, =37V5—h, MDL—25, 637, 737 VAR—2, MDL—73,
945D o — 7 NavF —EHERK, AZM—127TERZ#TbhD,

TIT—EPERIRC o — I NavZ —CHERK, FERIR. TR BRI
YA OHE, IERE. B AV MAED TR ITBRIZAFEL, B TICEEND
R DT B IR DEER T LEEL , RN ~D T NV —RE DRI IE
EXGIBEE T DL D, HFERERHE O TB SUXIRBITAVD DR, KR ELY,

7T FAREEL T, FIZIR, 7o By BT HRAIL | HBANRLIY
BEPRZBTOND, ©7 7 AR BERIE, MFFRESLH | FERIRMES OHE, M1
AV MUED F B ATTERE, FE, PRI 331 DR A HH 1R F oMRk CoBkA
RS VR U RA 21T DAV AV ARSI SGEE A 72 8l X0 B B 2K
TSE2TLD, FERIE, MHERELR T . S RV MIED T XATIRFITAFEL
[

AV AV FIMEEIRE LTI, Bl IE, MV T EIRN, 7a v aoRIR | RIR T
ThAFIN, ZV7u’IIR FUTVR (YR ITIR)  TVITVR, 1-TF)v
—3—AF=INTVT ANTEIN, FJURNVXIR, ZVEVR, ZJURR | TV %E
YR, ZUVTFT =) TVT =) TYNFHIN, YV FRIT A FUEFR
R, 7=y T ZIN, MV IIIR, VAR, FT77V=R IF V=R AN T LK
Y, LTV =RERRTF N, $2RO—28—1675% 07 Vafkx—EiG#E(b
O END, ARV RS BEIRIN . THERESH | BRI M B OHED T
B SUTIRR, RAZ, W B MR LAY RY Y W E B INE 52 L2 X0 f b
ERR TS EDILMD, FERIE. MHHERESE O TR SUTIBEITAF EL,

AV AV GFA VAV FRARL U TUE, ER R B RO AR | BR
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[0051]

[0052]

XiZE SR DAV RV ERRARA T B, ZhHOZEANL, FERIA. TiFEhe
H BRI YES BHEO T XUTTAKE, BRI, BERIR ., THFAE B W O F B XL IEH
WZHAFELVY,

TNHALZEIET o FTA= AL T, 121X BAY —27—9955, NNC—92
—1687TENETOND, A AV RENRF T —BRIEIEEL Tid, #12I1X, TER
—17411, L—783281, KRX—613%MZE T oD, NIRRT FONRTFH—F
IFLEFE LT, B2, UCL— 1397035 o5, VT FION_TFH—
VIVRLERKLL T, #121X, NVP—DPP728A, LAF237, TSL—225, P—32
/98, MK — 0431 R8T b5, a7 A FuaL VR A7 74—+ — 1B EHK
LT, FlZIiX, PTP—112, OC—86839, PNU—177496% 0133 F b5, 7
VaZ R ARY T — B EIEL TL, Fl2IE, NN—4201, A 7VT7 V7 ENZE
Fohd, 7VIM—RA—EARAT7 77 —BHERKEL T, #l21X, CS—917%
#2Fohb, EAEVEET eRuy T —EEELL TiL, #l2iX, AZD—7545%
BETFOID, IR AR EIREL T, #l21E, FR—225659% 03217 bi5, 1
18 —eRaXvATufRTeras F—EHEREL Tk, flx1X,. BVT—3498,
HM—2002% 08 1Fbid, I VAT ARAATFR — VERAELLTI, FlZE, =
Ftr Vv —4(exendin4) , CJC—1131ERHE T bND, TN AT ARATFR—
17E =AML T, B2, AZM—134, LY — 31590283 Fbhd, 7V,
TV AR I TV T I =AML T, BRI, BFR T T L) FRERZET
BNB, TNHDOIH|, ' Vva—RA—6—FAT7 72 —BHER, D— b uf /T h—
W ZValr o EERT T —E -3 FE R I N AT AR TFR — 18R
WERRIA . MEFERESLT | BERWIIES HHIE. A RV MIED T XITTRE. FFi.
BEIRIR | THBERE S H OF B IR EL,

TR =B TR EIKLL TL, BRI V'V BT AL, MV RSy
b, =L 2F vk, ADN—138, BAL—ARI8, ZD—5522, ADN—311, GP
—1447,IDD—598, 74 F L AZ vk, YW E=—)b RF VL ZF >k (ponalrestat)
UYL ARZ Y (risarestat) . BF L RAZ b (zenarestat) , X7V AF >k (minalrestat

). AR A =—L  AL—1567. A3V A&k (imirestat) . M— 16209, TAT. AD



WO 2006/087997 16 PCT/JP2006/302483

[0053]

[0054]

[0055]

[0056]

[0057]

—5467, YRV AF v, AS—3201, NZ—314, SG—210,JTT—811, V> K
N2 b (lindolrestat) &R 2T HiLD, TV — AR TR L EIR L, FERmME
A PHEMREIC IV TRO LIS R I i MLFRR BRI 381 DR A — LAREHR B D
TLEIZXDBREICERHEIN AN NV E MV EE T NV — AR TR E L E TS
ZEITEVIR TS E2T LMD, BERIRMES OHED T B XUTIRBITAFELL Y,

EANELEW A LB IR E L TIT, Bl 20T, YRS, OPB—9195, ALT—
946, ALT— 711, '~ 7V ERETOID, AR LIEY & L ESIT,
FERFTRIBIZ IS 1T DIRAHGEHY o MLWE 1 KO TLES DML EE M AR A PR E 52
ST IV b A IS 272 . BERIRIE A DRIED T B TR IITAFEL,

TaT A% F—BCHEKLL T, FlZiT. LY—333531, IFRFTYLER
EFond, 7a7A % —BCHEKIL. BRFIRBIZISIT 2R & LB
FORDHLND T T A F T —BCIEEOTLHEE I 35728  FERIF S HHED
TR SUTIERITAFELL Y,

y —TBBESZRART U FT = AR LT, FIZIE, N~ —NEREITONS
o TRIDLF % PN T BT =AU T, BIZIX, WEBAX VT F TRV
NEBEUENEITOND, BB K T'NF — « BIREIRLL T, HIZiX, T7RIRSF
A (dexlipotam) FE B3 2T VD, TEERRLEFRFLEIKEL TT, HIZIZ, A
FVFTFRERZET oD, N—TEFMb— a —UI7h—TIoR—V_TFFH—
PREIKEL T, Hl2IE, GPI—-5693%F M ZT biVD, WV =F L FEMAKELTiT
MR N =T L A= ARV AR =F L LRI =F
ST—261%NBHITOND, TNODIEA, A2 AV R KT — 1, fL/VRE REL
R/ T, /R R R R Tk, _ERRHIR T iR T, wYP . 5
—bRafy —1—AFNLeH by EGB—761, B E/0E)L, AT U RET
Y —1281%, BERIAMES DHE D TBL XATIRBITAFELL Y,

IEEIOIE TREL L, BlIE RIANVRTAN AN T I B =BT IV
TV RIHIRE A~ ZERZRITOND, ZHODOIEANL, FERFFITHED TH, (85
BOF B UTIRFAFELY Y,

EREF Y AF NI NE))Vaz A LARTTRER L EREL L, F20R, 'UA
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[0058]

[0059]

ABF o FNIT L TIGNREF L FNIT L 2N AEZF 2 (lovastatin) , 20 7 3AZF
U TINWRABF TN L TIVSAREF T LKF, SC—45355, SQ
—33600, CP—83101, BB—476, L—669262, S—2468, DMP—565, U—
20685, BAY —x—2678, BAY —10—2987, E'#/NRZF L IV L, AN
AREF AN I, A AR (colestolone) | & L/ XRAZ T (dalvastatin) , 73T
A=, ARREF L TYNVISREF L (crilvastatin) , BMS—180431, BMY—219
50, VL IRREF LV ANNAEF L BMY — 22089, ~/L/XAFF 2 (bervastati
n) ERHFLND, ERad I AF AT NEZ))Vax A AARTRER L ERL, &
JEMLAE, ML AT a— VILE, B ZVRYRIIE, JEEAERE, 77o—2at
BhIRAEALIE O F B XUIIEHE, FRIZ, ERRF T ATF VT N ZY LV ax A LART
BB A ETAZ LIV aL 2T a— AR TSR A0, EIEIIE, 52
VAT a—)VIUE, 77— SPEENIREEAVAE DT B SUIIRRRITAF LV,

T47 7= R EEMEL TR, FIZIE, X747 TF—h _XyuTF—h B=Tg
TI—M T4 T TN IV IT4TF— N rad T T5—h raT4TT— )L
=0 L, IaTATVR, NI4T T = T2 ) T4T TN T LTA4TaY), =
av4TI—MNEVIAT T 0Tt T T VLT T T TATA4TT—h,
AHL—157TERZEIToND, 747 7 RILEWIL. SAL AU MAE, FE MLAE
WAV ATE— VIS, ® N7 VRN IAE, FEERE R, 77 o — AEEh R
ABLIED T B SUTIRIE . R, RIS 31T 2R E QYR —EOTEMEALORRIAERER( L
TLEEIC LV AR 7YY R R T EEA2E0 0, mEMAE, mZ VRN E, 7
T u— AYEENIREEALRE D T b5 S ZIR I E L,

B —TRUTULEEKT A=AbEL T, #IZ i, BRL—28410, SR—58611
A, ICI—198157, ZD—2079, BMS—194449, BRL—37344, CP—331679
. CP—114271, L—750355, BMS—187413, SR—59062A, BMS —21028
5,LY—377604, SWR—0342SA, AZ—40140, SB—226552, D—7114, B
RL—35135, FR—149175, BRL—26830A, CL—316243, AJ—9677, GW
—427353, N—5984, GW—2696, YM178, KTO—7924% 535 F b2, B
— TRV F U RBERT A =AM, JERIE, S AV MEE, mIRMAE, malL A7
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[0060]

[0061]

o—)VILSE, @b ZVRYRIUE, JRE AR R OFBSUIIER. Fric. JBlhicE
7% B — TRV BB EE R LIRIRIREOTUE I LY =KL — &R S
FBZEND, IBRE. B AV MAEDF B OTIE BRI HFFLY,

TINATFA LA AV AT O—)VT )V BRI EIK L Tk, 20,
NTE—122, MCC—147, PD—132301—2, DUP—129, U—73482, U—76
807.RP—70676, P—06139, CP—113818, RP—73163, FR—129169, F
Y—038, EAB—309, KY—455, LS—3115, FR—145237, T—2591, J—10
4127, R—755, FCE—28654, YIC—C8—434, 73337 (avasimibe) , CI—9
76, RP—64477, F—1394, =)V % 337 (eldacimibe) , CS—505, CL—28354
6. YM—17E, L3357 (lecimibide) , 447C88, YM— 750, E—5324, KW—3
033, HL—004, =7 /)L 337 (eflucimibe) B3I BN, TINVITZ P ALA:
ab AT u— VT V)V EEREERAEIRL, RIBILE, MmaL A7 a—)VIlgE, Sk
V7 VRN MSE, fEE AR E O T UIIEE, FRC, TV vaxm FALA T R
Tu— VT V)RR AR E T A LIV T aL AT — VB T EEHIE
Db, EARILIE, oL AT m— L IFED TR UG T LY,

HORBRAB N 2 BAAET T =AML T, BRI, VAFa=F Ny A, LRF
a¥ Ny A KB—2611E03ZF b5, aL A7 a— VIRIFRESKEL T
BIZIE, = EBFIT | SCH—48461E BT b5, VN —ERREREL T, I
ZIE, ANVARZ YR, ATL—962, AZM—131, RED— 1030045233755,
HN=F U SN NNT AT 2T —BEREL L, F2iE, bR 20
B oD, A7 TV AR ILERE L CiL, #lxiX, SDZ—268—198, BMS
—188494, A—87049, RPR—101821, ZD—9720, RPR—107393, ER—2
7856, TAK—475% B H# T oI5, =aF VBFHERLL T, #IZIX, ==F
i, =aF L B TIN, =aF—)L, =kUha—)L, TIUEEIR a5 D)V E R
Foid, BHBEAIREL UL, IV AF IV, al AFF2 EiEalL T4, G
T—102—279%FBZ T N5, T U LIEEEHRIT L AR —F —FLEHKLL T
i, FlZIX, 264W94, S—8921, SD—5613%ENREHEIT D, VAT H— /LR
TNERIES 37 LEFREL T, #1213, PNU—107368E, SC—795,JTT—7
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[0062]

05. CP— 529414 3% T b5, TODHKA|, a7 a—)v Iray—hLRN 7Y
VIR VAT 7 —T T AU PER, VRS 7S —BIHER, 27T mREy
F— B EEK MBI EYARE B AT, SIR0E, SV 27 o—/vi
SiE. N ZVEYRIUE, B AR O FBE UTIRIITIFELL,
BAIHIZEEL T, BIRIE, B/ T I RN PLE S, Eub= AR PR E IR,
Touh= N EREER, Fah= 7 F =Rk (4%&:5HT20—7:1‘:;<F) INVT R
VPRI SE, I T RU T D RIRIBER, o — TRV UV RBERT I =20
. B 2—7]*‘1/7‘9 VBT A=AN, R T I =AM, AT EIARNREART
BA=RN, vy — T I BRIRS AR T L ZE = A, HB—I:Xﬁi‘/')’S/ﬁﬁ‘:‘—Xl\ L—t
RFU  VIF  VIFUERE, VU BRT A= AN AT AN F U R
K7 L= (BHZIMC3—RT7 I =Rk, MC4—R7I=RR), o —AF= MKl
RNVEY ApA —T U RT U7 2B — X a2l —FRhFV RIS b, vl =—
BURY | T AARBF U T AZAN, IV h= | I RV AR TR E AT T
RN RV ab VAR = TA =R (RFHZCCK— AT I =Xb) | avFapat’
VIRHENAEY | aFaket UiV, o Fabae’ s RV E
NE2= =37 Nivi=t=7) % SVNDZAs 4 70 & ANRIVAS 4 (70 & IVZ: €1~ 37 A d 20 b aVg
K7 S =2b, FEAT F =L —b 75 —BIEMALRTF R, b ek R R T
VT —ma—haty T s 4 — A ubat VRN VE | ma—a T v
IRV ma—a RS FRY T AT AN, PYY, AEFARRTFRT 2T
=AM HFG=U T BA= AR, AF=y —a v N AT A T RVE SRR TV
FA=AN, 77 —F PR HLER, AL XD URBERT AT ANERE T BN
%o BARBNTIL, B/ T IV HIRIAEIREL TL, VU R— AV ERRITHI, ko
= IR R E KL L T, BT 7 AT 20 I NVTI T2l T NTI | Y
TV RUAVBRT VRFYI | W eIV ERET O, kuh=r T
ZARELTIE, AN TH () INVT 22 T NTGIVERBT B, VTRV
VHRINBREKEL T, 7 uedy | GW —320659% 3% P b, VTR
D HRIBEREL T, BIRIE, 0775, YM—992% 038 bh, B — TRV
FIVVRBETA=ARNL UL, T 7 =F THRANT VT2 H T2 T )V
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[0063]

[0064]

U ARURT 2 BIV ABT T2 B T VANT OV T ARGV VT
ANTae s TV FaR ) =)V T raX S Ly RERET B, R—o%
2 T7H=ZARELTIE, ER—230, RFVE Ly AT a® s FF U BT
D, I FEIARZFET 2T = AL T, B2, VBT SV MERETS
Nd, v =TI BT AT =AU T, FIZIE, NI~ —MNERZETS
N2, H —ERAFIL T I =AREL T, FIRIE, GT —2394% 03 %o %, L
TF VTF R SOIV TR T =AML T, B ZIE LY —355
101E0R T b5, AL VAN =V T = AN HHIZCCK— AT I =AR) EL T,
Bl ziX, SR—146131, SSR—125180, BP—3. 200, A—71623, FPL—158
49, GI—248573, GW—7178, GI—181771, GW—7854, A—71378% 33
FTond, =a—a_XFFRYTFZI=APEL T, #lZIiE, SR—120819—A, P
D—160170, NGD—95—1, BIBP—3226, 1229—U—91, CGP—71683, B
IBO—3304, CP—671906—01, J— 115814% 1% F b5, AAIHIZKIL,
FERIS . IPERESLE | BERBIEA DR, IERYE, MIRMIE, Mol 27—/ VifiLfE
. ANZURYRMAE, IREMRH R 77 u— BRI LA, @ IE, 5o fit
DR, VRIE, mRERMIE. 6O T8 XUTIRR ., FHC, PO RBRFLRICH
TDMNE /T I RAEIEVEANTF R OEA AR UIPLETHZLIc k> TRAK
ERHIL, R R — 2 SE BT DD, ERHE D F B X IXIR BRI LD

ToOF TV EREERAEKEL TX, FIIE, BTSN UN, LA RS
FTIN T7eFINEET FTIN FITIN, VS )T UV ERAIZT T,
WA BTV, kTt FIN—KF, S TFTIN, T332 7 FUNFRIT A
NYURTINVTENT IV BNV TFTININT T L EBXTTIN EWRATS T
IV BT TIN, NIRRT TIN ST ) TINVINT T L WRTET
UV (moexipril) , Lo F 7 FUNERRETOID, T VAT v BHE R ER
X, FERBEADHE, BMLED TR XUIIIRBIEEL,

e RATFH —BRERLL T, FIRE A< N5 —F MDL—1002
40, 77 RV (fasidotril) . 5 SKF—F, GW—660511X, IF 427 VU)L (mi
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[0065]

[0066]

[0067]

xanpril) , SA— 7060, E—4030, SLV—306, = IRV ERFT NS, Ttz
YRRTFH —BERKIL, FERWEIESOHE., @ MED T B IR I ELYY,

TUTF TV ARBERERIEEL L, FIZIR, T I E LT
BT NE LT F)L S eRasuadTOR, g L2 VT L AV LR
TFaYNE PNV YNE FAIPNE AN_PVE EXP—3174, L—1
58809, EXP—3312, ANV AYNEY ZVHPNZy KT—3—671, GA—0113
\RU—64276, EMD—90423, BR—9701% 3% F b b, 7ot T
SAETERT, BERIRME A OHE. S MLE DO T8 XTI ELL Y,

TNV EBEERLEREL T, FZIE, CGS—31447, CGS—35066, S
M—19712% 3% IF o5, =V REVVZFERT AT = AR LTI, FlZIE. L
—749805, TBC—3214, BMS—182874, BQ—610, TA—0201, SB—215
355, PD—180988, ' #7 %) A (sitaxsentan) , BMS—193884, 4
)L A (darusentan) ., TBC—3711, R H | T8 ZFRUT A (tezosen
tan),J—104132, YM—598, S—0139, SB—234551, RPR—118031A, A
TZ—1993, RO—61—1790, ABT—546, =5k % BMS—207940%
DBETHND, ThODIEANL, FERFMEAOHE., & IMED T8 ITIARITAFEL
<\ FRIZ, BILED TR XATERICAFELY Y,

FIRFELL T, FIZIX, 20V FYRY | ARGV o 7aXyF 7 VR N ZaiA
FTUR, eRarauF 7 YR, ERaZVAF T VR RvFareRaraasF7oR, ~
YINF VR AFIaF T IR, AFSIR, NISIN | AT VUK, TV RIN, 2&7
VR, FFREIR, ELA=R, TavIR, TAZ=R AFIT0 BV JRIVT I, A
v/ N7 BTV TIIT74V gy /v E =2 LLU— o, PNU—8
0873A. AVYNER, D—<r=h—/b D—YAE =)L TNVIr—R FYEY
L TR TGIR, AFYTFIR, FR—179544, OPC—31260, U377 & (lixivap
tan) , B = N\TEZRETFHND, FIRIEIL, BEREMEOHE, ®IMILE, 5o
PEOARE, O TR SUIIARIZ, FrC, R EA NS 52 LI XY LEEAK
TS, HEABGET 5720, ®IMLE, o Mt R4, THEO T UXIR R
HFELWVY,
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[0068]

[0069]

[0070]

AN BFEEFIEIREL L, BlZIE, 772Uy k= | =L
DA -1 YAV AtV N -1 /- SN N -1 - da e AN | Mt = |
DU SNV =T Uy SRV T ul s RUNVET LAY
B, IV WLV =V ARGV AU TR =D
VLTIV WA E =D LIV BNV TF T B A, LAV
YFTEL RN TGSI— )V S— RGBT AU BTV
WA v SIVERET NS, MWEILREREIREL L, Fl2IR, 12338,
WRNR TV BBER T TV WRTGTVY | TRITUVERZFITOND, R#
PRI LI, B2, W T ERTa— ), WRT TV T
IR T Y AN BERF YV T T T a7 a— )V A
AN un—)L IA_Vu—) = F5Vu— ) Eipt) S un—)L RERa—
. B ER Y a— )L B Ra—)L S RA—F R a—)L | RN ha— )L
VAVBRF B —)V BRIV T A a—)b T VRE Y T an—)L v a BRI
Ra—p, =FFoa— Rgr7ha—L, g7 7 ha—/v, EHgFUa—
N FRE— L UTEON | AURTFIVERZEITOND, THRCEREEZREL T, F
RIE VRNEVERRETONS, o —TRUFYLRERTT=AREL T, FIZ
i, g ra=r AF VRS CHF — 1035, BifR S 7 F VX, g7 777
v |V = (moxonidine) , B 7 =% 33 (lofexidine) | R~ — V4
BETHND, ThODIEANL, @ MED TR TG RITAFEL,

P/ MRIEEL T, BI2IE, BEETF 7oy PEUF )L, YaRFY )L
AP RUNBF )V, B NVRT VT —8 HBUTES | eV RXFTTaR
FFRID L TRV ERBRTOND, FLll/IMRIEL, 77— 2B IR LSE, 5
S MR ED TR AR RITAFELLY,

RERAERRFLEIREL T, FIZIE, 7a7 V) /) —n, X7V )—)v, T T F A
HoNERZFITOND, REBPEIMEHEIREL Q. FlzE, AT avry | 7as
IURERFETOND, RTNVAVLIREL T, FlZIR, REBASETRIT L, F2v
AV L, 72U BT NI LERZET oD, ZhbDOIEAL, & RERILE. )5
DF B ATIERIAFELY,
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[0071]

[0072]

AZPfRD1 B —T7— (B —D—TVavT /i n4%xy) (THF) A R—k
BYEHEDEDMOEIREL TIE, FERF O T XITIARITIB N TE, AR
VI AEREIK, 7T —BHEK, o —INatF —EHEK e T T ANEK,
AV AV WMRHESE , AL RV SUIA LV AV AR, TN AT R BRT o F T =
AR, ARV R EF T —BRIEEIE, N RTFONRTFH—EURERE, O~
TFIONRTFH—BIVILER, T uTArFal hA7 74 —8 —1BHER, 7
Yak R AR T —BRER, S a—R—6—RAT 7 A —BHER, 77—
—ERRRT 7 X —EBIEK, U VBT R as - —BEIE, IR A K
D=hAuf ) b= TVal oG EER T — B —3fAEHK, 11 8 —eRuFy
ATuART R —EHER, S NVAIARRTFR 1, TN AT F
R — VIR, I VAT AERTFR— 17T =R, 73V, TIVHRR, 70
7 A=A OVRBRINHIZE L2 58D DIRINESN DD LB 1D E I AT ELL,
AV AV ANEZ M TRIE, TIZ—EBHEEK, o —INalF—EBHEFEXK €77 T A
RIE, ARV UMEESR, AV RV AIAV RV A H IR, TN T2 /T
FA=RN, AR ZEZEF T — BRI, NIRRT FONRTF 5 —PIEESE
ORTFONARTFE—BIVIHERE, TuT7ArFalhRRA7 74— — 1BiE
I TVaF U RAR)F—PHER, S Va—R—6—FRATrZ—PHERK, 717
MR —ERFR77#—EHEEK, ULV BT eRus T —BHEK, FFHESE
FREIE, D—hAaAf /T b=V, ZVar SRR —¥ —3fEHEK 118 -t
Fuk i ZA7u N 7reral F—BlHEE, SADITARRTFR -1, TA DT %
RTFR—1FRIE, TN AT AT FR—1T7T =2, 7V, TV %K K
U7V 7T A= AN RDBENDIBIRESN D72 Eb 1D EREBPSHITHFELL,
AV AV MEEERIE 7T —BER, o — I NavF —EHEE, v T A
NI, ARV G WMRIEIE R A AV ST A LV AV A IR J 072 DREDDIRINE
NHDa L ITRDERPRBIFELLY,

RIS BHEDO T B XUTIBC BV T, A AV S R IR, 735 —¥
PLEIK, o — 7 Naly —PHEE 77 FANE ARV HUMEESE, AR
Vo XA3IA AV AR TN AT ZIET o FA=AN A L A R T—
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[0073]

PRI, NIRFFIONRTFH—PIRERK, DT FIONRTFFHZ—BIVIL
HIK FuTALFuL U HRAT 7 H—F —1BIER, ZVar L RAR) S —PIE
I INaA—R—6—FAT 7 —EBHERK, TNV Ib—A—ERKRRT 75 —EE
K NV RTeRus — R ER, fPER AR EE, DU uar /b=,
7Val AR —E - 3MLEK, 11 B —kRueF T A7 uA/RTeRal ) —
VIERK, INAI AT FR—1, TVHIUERTFR — kiR, vy
AT FR =17 =N TV, TV Hg, TV T =R TOAR—RE
TeRER L E I AR CEEM BB E IR, a7 A% —BCHEE, v —73
IR BART o FA = AN, TN LF X RN T o FT =AM BB R FNF— k
BRLERK, IR @R LBERIER, N—T7T2F U b— a — Vo Zh=TVyR -
TFE—EIEK, ARV AR R T — 1, M/ SRR R 7, ML/ H R
JR R TRk, LR T SRR T I =F R, VYD 5—
EROFy —1—AFAEF UMY EGB— 761, BB/, ARFFUR, Y—12
8, LRI W, 7o UFT UV U EWBERILEE, T 7 F4—E
FBIK TUoOFT o IR BT, 2N EBRERILE K, =Ry
BT o ZT AN R ORI RIELODRDBENDIBIRSNSD 72 EH 1D E IR T
FULL, TAR— 2B BRI ER, 7o oA T o BRI ER, tihe P
NXTFH—LREER T I T U NI BRIETIR I 0 2 A HEh HIRIRE LD
DI EL IEDEIENPELITIFELL,

NERERE D FBH UTIBIRICIB TR, AV RY R PERTREE | 735 —PIHER,
a —INaVF—BHEFIE, €T F AN, ARV MR, (A X
ARV, TN IR T o HF T AN, AV AY R R — BRI
K NATFONATFH—RIRER, VXTFIONTFH —RIVILERK, 7
a7 A FuL RAT 74— —1BRESR, 7Va7 R ARIT—BIESR, 7
=R —6— AT 7 H—BIERE, TVIh—RA-ERAFAT 7 H—BHER, A
VT eRus—YIERK, AN ER, Dbl /b=, FYar
A HEEREY T — Y —3fEK, 11 8 —eFaXx i ATu R Feius F—EHEK,
TNAIRGRTFR =1, TNAT AT FR— 1ERIK, TV I F_TFR
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[0074]

[0075]
[0076]

[0077]

[0078]

[0079]

—17a=Ak 7V TIVEREK, 7V TI=X, B B—TPV%Dt/ﬁﬁﬁi
7 A=A VBRI ZE L0 72 23 OBINESN DD 2K EH 1D EIEDIFELL,
TIT—PIHEK, o —FValyd—PHEK, 8 3—7’]@1/%9‘/‘552@{2&7:1‘:%%
KO BARIHIFRLO R DN OBIRSN DD REB 1D BEIRBIOITAFEL,
FE fi 5

AR ONEELLTIORTBEF], FHH R ORI, SHICHEMIZH
THD, ARITEDOARITRESNALDTIIAR,
2EF)1 T_tRaXy—1— A—AFAXPN) —1TH- AV F—)b
k4]

N

o
T—_ONFHY —1H— A F— (0. 3g) DN, N— IV AF LRV LTIR (5mL
VIR T ARILT T A (55% 70mg) N2 100 HIHHER L, JOSIEA
PNZA—AF NPV aYR (0. 19mL) 202 IR C2R IR Lz, KISRA
WEARPICEE | V2 F Nz —T )V T Uz, fhili#a ok & OMafn ik Tk
Btk MK~ 3T ATHRL . WEABE FRELCT— U VA%
—1—@—AF N VN) —1TH— A= (0. 43g) 287z, ZThaEThoeRuar
T (6mL) [ZWEMREL . 10%/3FV 7 M RFEHA (50me) M A, KREIAR T =R
THRFRIHIR LT, REHEIREL . WIREWE TR Lz, BEEL ISV TT
a5 7 +—FERL R n— ~F /B =F V=5 /1) L CiERE b
A4 (86mg) Z 4572,
1H—NMR(CDCI3) & ppm:2.3 (3H, s), 4.68 (1H, s), 5.6 (2H, s), 6.45-6.5 (2H, m

), 6.89 (1H, t, J=7.7Hz), 7.0-7.1 (5H, m), 7.15-7.25 (1H, m).

BEH2 7T—beRaxy —1—-{2-[4— (3, 3—VANFI ORI TV ] F
M—1H-—AVF—

[{k5]
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°\{o\.

[0080] 4— (2—tkRuFi =F)L)T7x/)—)V(1g). 3— T BTt F LTIV T ERIAF )L
TEF—N (1. 02mL), REEEL 74 (2. 83g) R UL EDIVLFRIT LD T &
R (16mL) IBA#% RIR TR L, REHEIREL . IBIKE T T RMEL
Tro BERTI ) O NIV AF N BT IO T 57 4 — K58 (BRI n—~3F
P BRI F L =1,1)LT3—[4— (2—kRuF =T ) 7oLty ]7m
AT NTERDAF LT E—)V (1. 22¢) 8T~ ThaHbAF1L 2 (15mL)
CERIRL . KB T W F L7 (0. 85mL) R UAZ L A)L=L7alR (0. 43
mL) ZMZ 1RERHER LTz, BONRA A AKX | BT/ Chiti L7z, BE
R VERIKA0. Smol /LIEME, /K& Ofafi i K CIER a1 . MKAiER~
TR LTHHBEL AT TEEL T3 —[4— (2—AF A=A =
FV) T2V A XV ] ae T NAT RV AF AT 24—V (1. 49g) 877, 7
— RPN FFY —1TH— AV F—/V (1. 04g) DN, N— I AF A ARLLT IR (10m
L) IR TAEIL TN A (55% 0. 25g) M2 1053 MLz, KSR
BT, D3 —[4— 2—AFVANKRENFF LT )N) Tz F | S ae’F
YTNTERDAF AT £ 2=/ (1. 49g) RO OIS VLT RY LEHZ EIR
TP L, JOMBEWEAKTIOEE | VoF o —T7 Tl L7z, #hit#
ZK B ORI B K CHelR 4, KRR~ 7 R 7 L CHRL | AT T8
ELl, BEEV VAT NIT L7 v T 57 0—FERL (R HEEE  n—~% % B
BrFN=6,/1~5/1)LT7T—_0INFFL—1—{2—[4— (3, 3—IAFY
TaRFy) 7= V]mF N —1H— AV = NVEHT-, ZhaTheRur7 (10
mL) IZEEL . 10%737 V7 MRFERA (0. 5g) A, KBEERIAK T EIR THRE
IR 72, REHEIREL ., IRIREIE TIRML T ba® (1. 57g) 2157,
1H—NMR(CDC13) § ppm:2.05-2.1 (2H, m), 3.0-3.1 (2H, m), 3.37 (6H, s), 4.01
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(2H, t, J=6.2Hz), 4.5-4.6 (2H, m), 4.63 (1H, t, J=5.9Hz), 4.86 (1H, brs), 6.36 (1H,
d, J=3.3Hz), 6.5 (1H, d, J=7.4Hz), 6.75-6.85 (3H, m), 6.89 (1H, t, J=7.4Hz), 6.95-7
.05 (2H, m), 7.15-7.25 (1H, m).

[0081] ZE#I3—6
BRI E E VTR EFI I 2L RO Tk TR USERRO L ADE S
L7z,

[0082] [F1]

=1
B LI '"H-NMR (CDCl;) & ppm:
3.76 (3H, ), 4.77 (1H, brs), 5.57 (2H, s), 6.45-
SE5I3 6.5 (2H, m), 6.75-6.85 (2H, m), 6.89 (1H, t,
OH L@_( J=7.9Hz), 7.04 (1H, d, J=3.3Hz), 7.05-7.15 (2H,
m), 7.15-7.25 (1H, m).
1.7 (1H, t, J=5.3Hz), 1.95-2.05 (2H, m), 3.8-3.9
(2H, m), 4.07 (2H, t, J=5.9Hz), 4.84 (1H, brs),
sEh4 N on|5-57 (2H, s), 6.45-6.5 (2H, m), 6.75-6.85 (2H,
OH \‘O‘o/*/* m), 6.89 (1H, t, J=7.7Hz), 7.03 (1H, d,
. J=3.0Hz), 7.05-7.1 (2H, m), 7.15-7.25 (1H, m).
3 3.1-3.2 (2H, m), 4.55-4.65 (2H, m), 4.88 (1H, s),
22015 N 6.37 (1H, d, J=3.0Hz), 6.51 (1H, d, J=7.6Hz),
O 6.7-6.8 (1H, m), 6.83 (1H, d, J=3.0Hz), 6.9 (1H,
t, J=7.6Hz), 7.1-7.3 (4H, m), 7.35-7.45 (1H, m).
4.91 (1H, brs), 5.65 (2H, s), 6.45-6.55 (2H, m),
B%he iH 'L@ 6.9 (1H, t, J=7.7Hz), 7.0-7.35 (TH, m).

[0083] EWEHI1 7— (8 —D—F a5 i 4% ) —1—(A—RAF AU D) —1H
— A RF—)L
[0084] [4L6]
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[0085]

[0086]

[0087]

3
OH
DA
HOY ™""0H

OH

7—eRua®y —1— @—AFNA_UP)N) —1H— A R—) (1. 36g), T T u®
—a —D—ZNVa—2(2. 59g) ROV VNVN (n—TF V) Toe=r h7ulR (
1. 79g) D LATL > (20mL) IBA#1Z5mol /LA LT R AKIAHK (3. 4m
L) ZMZ. SR TR L7z, JONBEWMET ) T at A VAT NI T bM<
N7 4 — R LB n—~F Y B F L =1/1)L, DWW TIIAS
NATEra T T7 R (R n—~F B =F )V =3,/1~2/
DLT7—(2, 3,4, 6—Th7—0—TEFNV— B —D—I NI’ Iy N4txy)
—1—(A—AFNAN_UVN) —1TH— AV F—)L (1. 25g) &7z, Bbhi=7— (2, 3
, 4, 6—TrF—O0—TEFN— B —D—INat’ T ) INFFy) —1—A@—AF )V
N YN) —1H— AV R—1 (0. 3g) &A% /—/V (2mL) IZEfEL . TR AR
R (28%2A% /— VB, 0. 05mL) ZMZ IR CIREHIEER L2, JONRA®ETY
ATNHT DI T 57 4— K8 (g ATV /A% 7 —=5,/1)L
TEERLE# (0. 19g) 24572,

H—NMR(CD3OD) d ppm:2.26 (3H, s), 3.3-3.5 (4H, m), 3.66 (1H, dd, J=11.9H
z, 5.6Hz), 3.86 (1H, dd, J=11.9Hz, 2.2Hz), 5.05 (1H, d, J=7.8Hz), 5.49 (1H, d, J=1
5.6Hz), 5.89 (1H, d, J=15.6Hz), 6.42 (1H, d, J=3.1Hz), 6.85-6.95 (2H, m), 6.95-7.1
5 (5H, m), 7.15-7.25 (1H, m).

a2 —5

T DI B & O CERIER 1 LRtk F ik TR 2ICEBOIEHE G

o

[#2]



WO 2006/087997 29 PCT/JP2006/302483

[0088]

[0089]

[0090]

£2
&5 P "I-NMR (CD40D) & ppm:
3.3-3.55 (4H, m), 3.67 (1H, dd, J=12.0Hz,
) (P::) 5.8Hz), 3.73 (3H, »), 3.87 (1H, dd, J=12.0Hz,

2.2Hz), 5.07 (1H, d, J=7.5Hz), 5.47 Y4, d

o , , ,d, . ,d,

RiEHI2 ﬂo J=15.6Hx), 5.86 (1H, d, J=15.6Hz2), 6.4 (1, d,
o oH J=2.8Hz), 6.75-6.85 (2H, m), 6.85-6.95 (2H, m),
OH 7.05-7.15 (3H, m), 7.15-7.25 (1H, m).

1.9-2.0 (2H, m), 3.3-3.55 (4H, m), 3.65-3.75 (3H,
@ m), 3.87 (1H, dd, J=11.9Hz, 2.2Hz), 4.01 (2H, t,
H J=6.4Hz), 5.07 (1H, d, J=7.5H2), 5.46 (1H, d,
RIEHIS o ’L@\o,\/*w J=15.4Hz), 5.86 (1H, d, J=15.4H2), 6.4 (1H, d,
N J=3.1Hz2), 6.75-6.85 (2H, m), 6.85-6.95 (2H, m),
7.05-7.15 (3H, m), 7.15-7.25 (1H, m).

OH
3.05-3.2 (2H, m), 3.4-3.55 (3H, m), 3.55-3.65
(Pf} (1H, m), 3.71 (1H, dd, J=12.2Hz, 5.4Hz), 3.91
REHI4 (1H, dd, J=12.2Hz, 2.2Hz), 4.45-4.55 (1H, m),
4.8-4.9 (1H, m), 5.19 (1H, d, J=8.0Hz), 6.25 (1H,
HO' OH b d, J=3.0Hz), 6.81 (1H, d, J=3.0Hz), 6.9-7.0 (2H,
OH m), 7.1-7.25 (6H, m).

3.3-3.5 (4H, m), 3.66 (1H, dd, J=11.8Hz, 5.6Hz),
?\/} 3.86 (1H, dd, J=11.8Hz, 2.2Hz), 5.05 (1H, d,
EHERHS \\O J=7.3Hz), 5.54 (1H, d, J=15.8Hz), 5.96 (1H, d,
oo J=15.8Hz), 6.43 (1H, d, J=3.2Hz), 6.85-6.95
o (2H, m), 7.1-7.3 (7H, m).

Ehgfle 1—[2— (4—bRax o V) o F )] —7—(2, 3,4, 6—FTh7—0—
el — 3 —D—INaI )i tEy) —1H— A F—)L
k7]

PR

7T—eFuaxy —1—{2—[4— (3, 3—VAN VT uRFV) 7z V] =F V) —1H
—AVR— (1. 57g). 2, 3,4, 6—FTh7—0—¥/\uf)L—a —D—NatF/
VT aIN (2. 56g) KUV UNAVN (n—T7F V) ToE=L70YR (1. 38g) D
HALATF L (16mL) IBE#1Z5mol /LA T R 7 LKES#K (2. 7mL) ZMZ.,
SR C2H MR L, KNEAME T ) otV UAT N IT LI~ T 574
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[0091]

[0092]

[0093]

—RER (BB n—~FV S BiR =T V=11 L, ROCIIATNIT LT
v h 7T 74— FERL (R IR L n— ~F% ) /BT L =6,1~4,/1)LTl—
{2—[4— (8, 3—VARF LT uRF V) V= V] =F N} —T7—(2, 3, 4, 6—ThF
—O0—t\ufb— B —D—INAar’T v NEFY) —1H— A F—1 (1. 05g) %
e, ZhET 'R (12mL) [ZEL 7K (6mL) K U =R« 27K FuiyZ iz 21
BIMBGR R LT, FOSBAYITE ATV (0. 64g) IN%., IR TIREHERLZ
o FUSIREYEKTICHEE | Figp—F L Chil Uz, BiR=F VIR E K & OB
BHK CUe %, AR~ R LA CHREL, WA WIE TE E L, BES
VIRGTNRT DT TT7 4—ER L n—~F 9 iR F =4,/
1) DWTT ) Fut NS Y BT NAIT A a<v 57 4—kE8RL (n— ~F >/ Eilg
TFN=4,/1~3/1~2/1) LT LAE® (0. 31g) 2T,
H—NMR(CDCI3) § ppm:1.1 (9H, s), 1.12 (9H, s), 1.16 (9H, s), 1.18 (9H, s), 2.
9-3.05 (2H, m), 3.85-3.95 (1H, m), 4.05-4.2 (2H, m), 4.25-4.4 (1H, m), 4.5-4.65 (
1H, m), 4.7 (1H, s), 5.15-5.25 (1H, m), 5.4-5.55 (3H, m), 6.29 (1H, d, J=2.9Hz), 6.
64 (1H, d, J=2.9Hz), 6.65-6.7 (2H, m), 6.71 (1H, d, J=7.7Hz), 6.8-6.85 (2H, m), 6.
93 (1H, t, J=7.7THz), 7.25-7.3 (1H, m).
FHaBI7 7T—(B —D—INALTGIIAAHL) —1—[2— (4—tRa%y Tr=)

TFAV]I—1H—AVF—)L
[1k:8]

OH ? :
0
HoW 'OH
OH
H

1—[2—(@—tFeXyT7z=A) = F L] —7—(2, 3, 4, 6—FTF5—0—E g

N— B —D—INavtF I NFFY) —1H— A R—/(50mg) DAZ /—)V (1m
L) BKIZ/K (0. 1mL) R O/KERILYF 7 A 1K F04 (11mg) 2z R T—BedE

U, ISR E VIS N T LIa<v 57 o— K8 (4 st s b AL
¥ AE )= N=8,/1~5/1) LTFRALA W (20mg) ZF7z,
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[0094]

[0095]

[0096]

IH—NMR(CDBOD) 8 ppm:2.9-3.1 (2H, m), 3.4-3.55 (3H, m), 3.55-3.65 (1H, m
), 3.71 (1H, dd, J=12.1Hz, 5.3Hz), 3.91 (1H, dd, J=12.1Hz, 2.0Hz), 4.35-4.5 (1H,
m), 4.75-4.9 (1H, m), 5.18 (1H, d, J=7.8Hz), 6.26 (1H, d, J=3.2Hz), 6.6-6.7 (2H, m
), 6.83 (1H, d, J=3.2Hz), 6.85-6.95 (4H, m), 7.15-7.2 (1H, m) .

B8 7— (B —D—INat G )i )VAFL) —1—[2— (A—ApFL Txz=)L)

FAI—1H—AVF—)V
k9]

0. 40
HoW YoH
OH
O

1—[2—@—eFaFTz=)V)=FN]—7—(2, 3, 4, 6—Tr7—0—¥ 1A

V=B —D—=INat’T /)i NAFY) —1H— A F—/L(50mg) . KIEET T A (4
3mg) K F7{LAF /L (0. 008mL) D7 & (2mL) BA % iR C—Bi#RL
720 BUSBBMETI ) 7O N VI E N AT a5 7 o— ka8 S IR  n
—~FY BTV =5,/1)LT1—[2— 4—ARFT T =) =F ] —7
—(2, 3,4, 6—FFF—0—tNRuA)V— B —D—INat’ T/ NFFY) —1H—
AR =)V (51mg) 7z, THEAF ) —/ (1mL) [ZEEL, 7K (0. 1mL) B TUK
FRALY T 2 1KFIY) (13me) 2N IR TR LT, ROSEAYE L VLS
NAT BT T T7 4 — KGR (R IWEEE AL ATV A% ) — =8 ,/1) L THE
LAY (19me) 21577,

IH—NMR(CDBOD) § ppm:2.95-3.15 (2H, m), 3.35-3.55 (3H, m), 3.55-3.65 (1
H, m), 3.65-3.8 (4H, m), 3.91 (1H, dd, J=11.9Hz, 2.3Hz), 4.35-4.5 (1H, m), 4.75-4
.9 (1H, m), 5.19 (1H, d, J=8.1Hz), 6.25 (1H, d, J=3.0Hz), 6.7-6.85 (3H, m), 6.85-7.
05 (4H, m), 7.1-7.2 (1H, m).

KB 7—(B —D—FNatT )y nAFxT) —1-[2— (4—{3—[2—kRuXx
=1, 1 -EPRERaX I AF V) 2FNTI | FaRF I T ) 2F V] —1H
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—AVR—)L
[0097] [{k10]

[0098] 1—[2— (4—tFuFLT7x=V)=FN]—T7—(2, 8, 4, 6—FThF—O0—t\uAf
N— B —D—INatT )N FFY) —1TH— A R—1 (0. 2g) ., KL 7L (0
. 17g) RO — 7 uaE —3— a7 (0. 05mL) D7 vk (AmL) IB& W%
HIRCT—BRIRER LTz, ISREE VAT N ITLIa<vhgT7 +— 58 (W Y
BEn—~F FiREFL=6,1)LTC1—{2—[4— (3—uuruR% )7
=)V F N —-T7—(2, 3, 4, 6—ThF—0—¥ 1 \gef)L— B —D—I a7z /
UNAFY) —1H— AV R—1 (0. 21g) 8z, ZhE T Eh=R /L (6mL) IZEEAE
L. 374t F MDA (46me) ZMA —BEINEGETR L 72, PUSBEWIZIIA (R a3
AFN) T A% (0. 31g) RUTH /—/V (4mL) # /M2 60°C T2 H EHE L=,
BONREET I TN LY TN AT b0~ 57— 58 (W LS Ak
AFV S AE)—NV=30,/1~5,/1)LC1—[2— (4—{3—[2—kFa%r—1, 1
—EBR(BROF T AFN) 2F AT S aRF U} 7z V) 2F V] -7 (2, 3, 4
, 6—Th7—0—tRufL— B —D—INar’F ) nNAtF%y) —1H— A F—(
0. 13g) 287z, ThEAZ /—/L (3mL) IZ¥fiEL ., 7K (0. 3mL) & UKE{LYF©
L 17KFH (24mg) 2N 2 SR T— AR L7z, POSTRSWERIE T IRML. 7%
HA2ODS [E AR (BRI ARBE K W IR 2% ) — 1) THRBLL TiERAL
A8 (7T1mg) 2572,
1H—NMR(CD3OD) § ppm:1.85-2.0 (2H, m), 2.81 (2H, t, J=7.0Hz), 2.95-3.15 (
2H, m), 3.35-3.65 (10H, m), 3.71 (1H, dd, J=11.9Hz, 5.3Hz), 3.9 (1H, dd, J=11.9H
z, 2.3Hz), 4.02 (2H, t, J=6.2Hz), 4.4-4.5 (1H, m), 4.75-4.9 (1H, m), 5.18 (1H, d, ]
=7.8Hz), 6.25 (1H, d, J=3.2Hz), 6.75-6.85 (3H, m), 6.85-6.95 (2H, m), 6.95-7.05 (
2H, m), 7.1-7.2 (1H, m).
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[0099]

[0100]

[0101]

EHEFI10 7— (B —D—ZNat’S5 3 A xY) —1— @—AF AU D) —

— R AAIF S —)L
[fk11]

2—7/—3—=br7=/—1(0. 52). 2, 3,4, 6—Tr7—O0—E2f)V—q
—D—Z7Nar’Z 7 uR (1. 88g) KUV UNAN (h—TFN) TUE=T A
7aYR (1. 01g) DHEALAF L (15mL) IBRA#IZ5mol /' LAKER T N T LKA
(3. 24mL) &M%, =R T4 H BB L, SEA®%0. 5mol /LM FIH:
X BT VT U, #ii#%0. 5mol /LG, /K &k Ufafn &K Chei
%, MKARIE~ 7 RO WCHARL A BE TR EL L, BEL L II TSN AT
Ly T T7 o —ER AR n—~F Y BT 1 =4,/1)L 273
J—3—=far=x==)V 2, 3,4, 6—TF7—0—E g )L— B —D—7)Lar7)
TR (0. 99g) Hiz, ZhETNFeRa7ZL (16mL) IZWfEL . 10% /3700 AR
FKBA (500me) Mz, KBEFFK T EIR CT—BHE L, REWEIREL., IR
WEBE TG, BIEE L YN TN IT LT 7 o —kE 8 (TR IHIAHE n—
~FH BTN =3,/1~1.5/1)LC2, 3—VTI/7x==)V 2,3,4,6
—T7 7 —0—\uAf)— g —D—7 Va7 /IR (0. 53g) 257, Hbhi-2, 3
— V7)) 7=V 2,3,4, 6—ThF—0—tnf)L— B —D—INar’F /TR
(0. 2g) IZANIEBEN =F )1 (0. 24g) B UL EDp— MLV ZVARA R 17K
fa iz, 130°C T3 ML, JUNBEWMEL VI TNATLoa< T 5T
AR L n—~F V) SEBiRE=F L =1,/1~1/2)LT4— (2, 3, 4,
6—ThF7—0—t e fV— B —D—FNarT /i )ViFy) —1H— VA
=1 (0. 16g) &, ZHUCKEEEY YA (0. 13g), 4—AF AU PN 7aY R (
40mg) . B OIVLF N T LR UN, N—VAF VAV LT IR (4mL) A%,
FEIR TR LT, OB S Z A AT U 72k dh 2RI L | K BER I
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[0102]

[0103]

JETHBELTL- @—AFA_UVN) —T—(2, 3, 4, 6—Th7—0—t\uf)v
— B —D—INaTI)INFHY) —1H— R RAIF =)V El— (4—AF X
YUN)—4—(2, 3, 4, 6—FFF—O0—ERuf— B —D—INar’T G
V) —1H—_NVARAIF Y — L DIRAEY (0. 168) 2572, Zha A% /—)L (2mL)
(ZEEMEL . /K (0. 2mL) K UVKER(LYF 7 - 17K F#) (43mg) Z /12 2 IR C8IREIH]
BHRUTZ, OSBRI ER S IN TN IT LT 57— K58 (IR EE s b AT
L A )—N=5/1) 1k, 757 ar kIRl TROIVERE A AY ) — VTR
ZEIZ RO I U7 AR AR R L L JEIRABE TIRML TRt b &% (12me) 215
7o
1H—NMR(CD3OD) § ppm:2.29 (3H, s), 3.3-3.55 (4H, m), 3.68 (1H, dd, J=12.4
Hz, 6.2Hz), 3.88 (1H, dd, J=12.4Hz, 2.2Hz), 5.08 (1H, d, J=7.5Hz), 5.61 (1H, d, J=
15.3Hz), 5.86 (1H, d, J=15.3Hz), 7.05-7.2 (6H, m), 7.33 (1H, d, J=8.0Hz), 8.09 (1H
, 8).
(FBRH11)
EhSGLTIE MR EAE A iR R
1) ERSGLT1D/a—=0 7 R ONEBLAR Y Z— DAL IR
ENNMBHROFRNA (Ori gene) &, AVITdTE 7T/~ —L L THEEHL, PC
REGHEFIcDNATA 77V —%AEK LTz, ZOcDNATA 7 FY—% AL C, Hedi
gerbIZ IV LS NTZERSGLT1 (ACCESSION: M24847) D1FEH5H2005F &
TOHEIEEFZPCRILIZLVHEEL . pcDNAS. 1(—) (Invitrogen) D~/ F7u
— =V TR A LT, i ALTZDNAD LRSI, 5 Q=i R 5 -
SERIT—HKL TV,
2)EFSGLT2D 7 —= 7 R ORI Z—~ DA R
ENE I SROKRNA (Ori gene) &, AVIdTE T T4~ —L L THEEHL, PC
REFIEFIcDNATA 7 IV —%AEK LTz, ZOcDNATA 7 IV —28AILLC . R. G
. WellsbIZ XV # & 72 RSGLT2 (ACCESSION : M95549, M95299) D2
E13H2039F ETOHERFIZPCRILIZEVIIEL . pcDNAS. 1(—) (Invitrog
en) D NVFra—=U TEAICHEA LT, fiALTZ=DNADHERFIT, ®5Sh
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[0104]

[0105]

TV BEAR I LS8l — L T,
3) ERSGLT1ELLIZEhSGLT2RH Mo 1R

ERSGLT1ELLITEFSGLT2R B Z —%COS — TR AR T =7 v a ik (
Lipofectamine2000: Invitrogen) IZ CEALTZ, £9°, 967X FL—MICOS—7
Ma%5 X 10MH /100 u L/ R CHEREL . 37°C TR MEHE L, ZhEiZBic,
TH50 1 L¥47290. 3 u gDEFSGLT1IELLIFEFSGLT2RHEI 74 —40. 5L
DLipofectoamine2000%BA L . AWK ZRELL 1=, ZOBE AR IKAE ok
DCOS—THIMAZE0 u L/ IR DWRMUTERLHITHIEL , 2 HHEEE LRI
HDiA A FBRITHE LT,
A AF NV — a —D—7Nar’T )R (a —MG) BDA L BHLETE ORI E

HU03A F FAFE B (140mM# LR A, 2mMEE LAY A ImME LY
U4, ImM#E L~/ R A 10mM2— [4— (2—EREF T ZF L) — 1T
VoV B ZVIRVTR, BmMBI AR (BER TR AT )V) TR AZ %8 Tk & ik
H7. 4) 1213, T ~1 ik (Sigma) &' CF Y1k (Amersham  Pharmacia
Biotech) ® @ —MGIRAWERAEREDR 1mMERDIINTIRFL TRINLTZ, 3
BALE TV AT NV ANVEF VNIRRT BRI TEEANL TlmM o
—MGEH T ERVIA L FREER AL | B 7E FIAEEIR L LTz, st BB 33
IbE % & E2ORIE BRI A . FERERAZRIE I3 N M 2
T140mM DAL= %5 T BRI IA - E IR B A B L T2, B5& LT-kh
SGLT1ELLIZEFSGLT 2R B MO A FrEL | BiLE FAEE K (o —MG
R EIR ORI IA - FAFRENIK) 2 1788720180 p LN, 37°CT104r FH#EL
720 F—HAER LD 1 EERRDIRU 52  RTALE IR A BREL . I FREEIR X
BEEIAL AR E 1S 72075 u LT oMNZ 37 CTEE L, 1R
BB EZREL, 1704720180 u LOYEHEIREEIK (10mMHAET LK o —
MG % & T ZERE DA & AR ) T2REIEAR LT, 173472075 4 L0, 2mol /
LKER b T NID LA THIRNATAEL . € D#kE Y27 L —k (Packard) IZB L7z, 150
p LO<A27ul v F40 (Packard) ZMA TRAIL, v A 70 v FlL—ar vy
Z— by 7y (Packard) (I THENTEMEZ FHAIL 72, St FRBED BIA DD
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BERIAL BEEZLGWefEZ100%EL T, RBILAHORIREIZRITHATF IV
—a —D—7Nav’Z )P RORIAHEEZR L, REB(ILEWHB AT NV — o —D—
INAT )V ROBYiAHEB0WELRE (C_ ) %, nYyhTmy NI L5
L7z, BRERIITRT,

[0106] [3%3]

#3
ERSGLT1 ERSGLT?2
A LEY o A=)
1Cyo(nM) I Cqo(nM)
Eiafl 1 235 Lt 4 66
Kl 7 52 EHeal 7 16

[0107]  RIITRLIZERBY, ARBRD1—EB#R—7— (8 —D—7Var T /I v4%y)
(TH) A R—=AEE S D) 1Z, HdD THRVOERSGLT1IR Y, XX hSGLT2FE
EHEEZFL TNV,
PEZE ORI FH FTREME

ARNARD1—B#—T7— (B —D—7VavT /A%y (7)) A F—fk
i (DB LLITZEOTuRT 7 idF OERFIICTFRSNBE, T DK
WE LI ERL, ERSCGLTIEMEENZFA 20T, /MNETDOI Va—2
OB ERINALEL., LB TOS N a— 20 FRINEZ Ik 5281280, &
% MpEED EHEZIHL, RO/ T EE EH(LT 2L TED, LizddoT
VARFEBNCID BERIA . Rtk e MUBE, TRFERESLE | BE RIS OFE SO T IR %
DOFBiTIRRIE LR T DL TED,

[0108]



[1]

[2]

[3]

[4]
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FRR O HIH
TR —R (D) TRSND1— B —7— (B —D—7VaL T /o nNFxy) (TF) A
YR =B LI E DT aR Ty 7 AT DI FHNTFESNDH, 3%
DT L IR,
k1]

X
(R1)n<©:N\>—R2
[
0.0 QA
HO (N
HO ' OH

OH

. RUINBF VT TAFAVE BREX L TAF LR, TAaxs 7 AX L
B OKBRE, Taxv ik vruT AR AR VR TR Q)T AFA TR
HINRIUNERIL T ) EEFEL ;ni0~30BEER L RITAEE T, o
FUMT TIVE)VE, eRad s TSNV TAafy TASVE Kk, TV
ax L T ARNARE T () TAFRNT I E, VATV E
XIIT T EERL XA TE LI a7 VET TAFVE ERads 7
NWENEE TNaky T xRNV KR, Tvaky ik v oraT vk,
T, )V TNRNTIVE, INVAFRNVER BT 2RI DEE RIS
NIEDPREE U KRBT T ER A T 2R ; QIS IR T XA R
TERELTCOTHOEWT I LU EEIT A =L U ERER R L ATERESZFLC
WTHEIWTYV—AEI~T a7V -V EE2 R T, )

X2, KBTI LTZREIE T THHZ LR R+ 276 RE LR O 1 — E
—7— (B —D—7Vavr’g v nAHL) (TH) A R—bLEMELITED T ulr
T 7 I OB FINFIARSNDE ., XL T ORI LI TR EEF,

QO TNFL U EETHHZ LR LT D5 REL T2 D1 —E#—7— (B
—D—7Vav s )Nt xy) (T AR — b EBELIZEDT BN T v 7 i
Z OIIPFINIIRENDHE, UL Z DK LI,
FHRHELITEIOWTNDICEHDO1 — B —7— (8 —D—FVavT )y 4%y
) (T AL R =LA HELIZZ O TR Ty 7 T E ORI ANTRSND
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[5]

[6]
[7]
[8]

[9]

[10]

B T Z DR E LT ER % 5 F 222 RS T 5 SCGLTIG R E
i,

FHRELTDEIOWT IR ED1 —E#—7— (B —D—7Var’ g /o n4xy
) (T AR =B A LLITEDO T aN Ty 7 IIZ OB FINFFRSIND
B AT ZDKRFE LTS ER I E 5 F T2 L2 e T DESE,

T NA—ANIH T 7 b= AR INHIIE THHZ L E R+ D75 RIES TR O E L,
7 Na— AR CHEI L E R LT D RIE R D E K,

Btk = MBI SE SO IRE RIS, TRFE RSB | BRI ML G ORI, IEREAE, i1 RY
Y ME ., RARELME, oLV AT a—) Ve, A2 bR MAE, B Y2 YRR fLfE
IRERBIRE | 7T o — AEBIREE LR, BfLE, AZRY I REERE, 5o Mtk
Aa, VR, & RERILE & OV R L2 DB BIRINES N - R B DO T B3 U TIRE
THHZ LA R E T DR RIESTLHDEZK,

M HEHE 2 5 BSHEIRIA~BAT T 20 %M+ 5720 I Vbbb D THHZ LA Kr
e 55 RHESFLHMDEIL,

AVRY M TEEE, 7T —EHER, o — N alF —EBHEE v ST A
NI, ARV WMRHESE, A RV SONIA VRV Bk, TN AT KT
FA =AM A AY BT — BRI, NIRRT FON AT FH — LI EEK
ORTFONRTFH—BIVIER, TurArFav RR7 y4—+8 —1BL#F
VAL URARYT—PIERK, S a—2A—6—FRRTrF—PHEK, 71
F—R—ERKRRT7 7 & —PHEK, A VEET eRus F—PRHER, P4
FREIK, D—HIAaA /b=, ZVar SRR —E —3fHEHK, 118 -t
RaFL27ufR7reray F—BlEE, SVITARRTFR -1, VI 4R
NI FRL—FRgIR, TN ITARRTFR— 17T =R, TV, TIVHRIE,
TV THA=AR, TAR—RAB BRI ERK, AR LEM A EE, 7 o7 A
X —BCHEFEE, v —TIVBBRBNT o FI=AN, TRV LF Y RIVT
FA=h, R FNF— « BRLES, fRERM BRI EI, N— 7 v F 1k —
a =V Ih=T VR =TT FH —EHEEK, ARV RRER T 1, f/MR
HORHCR R T, ML/ SRR R 7k R, L BRI 7 AR R 1, v
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=F LAY, TV, 5—eFudy —1—AF L eF b EGB—T761, B &7
)L AT ERUR, Y—128, LB, IETFE, eRa®d i AF L7 gy axy
FALABTIRMER, 7477 RLED, B — TRV TV REFERTT=Ah
T INAZ A DA AV AT OV T OV BB RS ER, YT a— H
WRIRANVEZBAERT A =R, AL 27 u— VIRINLESK, U R—EBHLEK, /0
V—=LNTVRYIRING VAT 77— a7 A BEEK, VRF 7T —EHEE, 1=
FUrNIMN TV AT 2T —BHER A7T VAR ER, AT >
REVHE —EIEE, KL EYRNE AR AR ERE, a7 REaw. B mR%
A FNYULEEHERIN I AR —F —[LEIK, alL AT — VAT )VERE S
VXU IER, REIIHIER, 7o U4 T B REE R ER, P RS T
F—VHER, ToOFT U RBRETIE, =N E BRI E I, =
YRBVURFERT AT =N, FIRIE, BT SRR, ME TR, &2
BRI, TARMEREER, o — 7 RFLFU B RT T =20, Hill/ MR, 7
MR R PHLE L REBPEMEREIK R DR T VA I KO 2 D80 IR vz 7
LEHIRDIEAIL, FERESTIRIDWT I GO EFL L DAAA TR BIA,



INTERNATIONAL SEARCH REPORT International application No.
PCT/JP2006/302483

A.  CLASSIFICATION OF SUBJECT MATTER

CO07H17/02(2006.01), A61K31/7056(2006.01), A61K45/00(2006.01), A61P3/00
(2006.01), A61P3/04(2006.01), A61P3/06(2006.01), A61P3/10(2006.01),
A61P5/48(2006.01), A61P7/10(2006.01), A61P9/10(2006.01),
A61P9/12(2006.01),

B. FIELDS SEARCHED

Minimum documentation searched (classification system followed by classification symbols)
A61K31/7056, A61K45/00, A61P3/00, A61P3/04, A61P3/06, A61P3/10,
A61P5/48, A61P7/10, A61P9/10, A61P9/12, A61P19/06, CO7H17/02

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched
Jitsuyo Shinan Koho 1922-1996 Jitsuyo Shinan Toroku Koho  1996-2006
Kokai Jitsuyo Shinan Koho 1971-2006 Toroku Jitsuyo Shinan Koho  1994-2006

Electronic data base consulted during the international search (name of data base and, where practicable, search terms used)
CAQLD (STN), CAplus(STN), REGISTRY (STN)

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
X WO 2005/012242 A2 (JANSSEN PHARMACEUTICA NV), 1,3-10
Y 10 February, 2005 (10.02.05), 2

& US 2005/032712 Al

Y WO 2005/012243 A2 (JANSSEN PHARMACEUTICA N.V.), 2
10 February, 2005 (10.02.05),
& US 2005/037981 Al

|:] Further documents are listed in the continuation of Box C. |:| See patent family annex.
* Special categories of cited documents: “T”  later document published after the international filing date or priority
“A”  document defining the general state of the art which is not considered to date and not in conflict with the application but cited to understand
be of particular relevance the principle or theory underlying the invention
“E”  earlier application or patent but published on or after the international filing  “X”  document of particular relevance; the claimed invention cannot be
date considered novel or cannot be considered to involve an inventive
“L”  document which may throw doubts on priority claim(s) or which is step when the document is taken alone
cited to establish the publication date of another citation or other “Y” document of particular relevance; the claimed invention cannot be
special reason (as specified) considered to involve an inventive step when the document is
“0”  document referring to an oral disclosure, use, exhibition or other means combined with one or more other such documents, such combination
“P”  document published prior to the international filing date but later than the being obvious to a person skilled in the aIT
priority date claimed “&”  document member of the same patent family
Date of the actual completion of the international search Date of mailing of the international search report
07 April, 2006 (07.04.06) 18 April, 2006 (18.04.06)
Name and mailing address of the ISA/ Authorized officer
Japanese Patent Office
Facsimile No. Telephone No.

Form PCT/ISA/210 (second sheet) (April 2005)



INTERNATIONAL SEARCH REPORT

International application No.

PCT/JP2006/302483

Continuation of A. CLASSIFICATION OF SUBJECT MATTER

(International Patent Classification

A61P19/06(2006.01)

classification and IPC)

(IPC))

(AccordingtoInternational Patent Classification (IPC) ortobothnational

Form PCT/ISA/210 (extra sheet) (April 2005)




ES|S e EsHEES PCT,/JP2006,302483

A, RPORETLILHOSE (ERESTSE (1PC) )

Int.Cl. CO7HI7/02 (2006.01), A61K31/7056 (2006.01), A61K45/00 (2006.01), A61P3/00 (2006.01),
A61P3/04 (2006.01), A61P3/06 (2006.01), A61P3/10 (2006.01), A61P5/48 (2006.01),
A61P7/10 (2006.01), A61P9/10 (2006.01), A61P9/12 (2006.01), A61P19/06 (2006.01)

B. WHEZITonE

AR 21T - Tl NRERE (ERsRrr 2% (1 PC) )

Int.Cl. A61K 31/7056, A61K 45/00, A61P 3/00, A61P 3/04, A61P 3/06, A61P 3/10, A61P 5/48, A61P 7/10,
A61P 9/10, A61P 9/12, A61P 19/06, COTH 17/02

/NGBS OB TR 21T > 724 B

=]
AAREERFTRAR 1922—19 964
HAREABEAHREAR 1971—20064F
EENESEIEFE e A 1996—20064
H AR EREREAFTE AR 1994—20064E

ERFHE CHEM LCETT — 23— A (T I AO4F, FEIHER LR
CAOLD (STN), CAplus(STN), REGISTRY (STN)

C. B4 % L3R b5 3k

51 Lk B9 %
AT TV —% SURSCRA RO HOEFTASREET % & X3, ZOET L HEHTORT AR OFHDE 5
X WO 2005/012242 A2 (JANSSEN PHARMACEUTICA NV) 2005.02. 10 1,3-10

Y & US 2005/032712 Al 2

Y WO 2005/012243 A2 (JANSSEN PHARMACEUTICA N.V.) 2005.02. 10 2

& US 2005/037981 Al

™ CHWOBEICLITIRBFIZES TV, ™ RFUFT7y VT AR A SR,
* BRSO LT TV — D H ORITANT ST 3k
TA | BRCBE O S 5 SRR CIE R <, — B kL2 Rt 1T EREHED UIELRBICAR SN TH - T
HD HFEE FJET 56O T <, BRI 3= H
[E ) EEHREBROBEE I3 ch 508, EREHREA OHEOT=DIZFIHTH LD
PRICARS NI b O (X B B 5B Ch > T, SO R TR
[L | MBI SRR & R 9~ A STk Sl o STk D 3817 OFHMESIESRER RN EEZLNDH HD
ABE L IO BEBEEHSI T 572DI8 AT 1Y) FCREEOH D TH - T, SBEHE MmO 1L
%cHk (B 2 f59) FOSTERE D, BEZICL S THRTHAMATIC
O] OFRIC X AR, A, BRZICERT 530 Yo TESIERRNEEZ END LD
[P EREHBEBRTCT, DOBEECTEORBEE A HE (&) F—/F 2 77 2 U —#k
EEFEEEET Lz H EFETRAE S OFE B
07. 04. 2006 18. 04. 2006
[E PRI AERRES DA FF e N é T RFITEEE (HEROH HME) 4P| 9282
AARERFFT (I1SAJP) ok WA
B#EHS100-8915
HREETARAXENE-TH4%3 5 BAEEKE 03-3581—-1101 WK 34929

BAPCT / 1SA/210 (F2—) (200544H)




	Abstract
	Bibliographic
	Description
	Claims
	Search_Report

