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(57) Abstract: Glucopyranosyloxypyrazole  derivatives
represented by the following general formula (I) expressing
an excellent human SGLT?2 activity inhibitory effect and thus
being useful as preventives or remedies for diseases caused by
hyperglycemia such as diabetes, diabetic complications and
obesity, pharmacologically acceptable salts thereof, prodrugs
thereof, production intermediates thereof and medicinal use of
the same: (I) wherein R!, R? and R? represent each hydrogen
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and RS represents hydrogen, lower alkyl, lower alkoxy, lower
alkylthio, etc.
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ETCHasEs TR UER—KRX (VI 1) TRENSLaWEEET
BLENTES. RIBITHWSNAAEEEESL TR, AR ML 2 ik
EEBITHILENTES, RIDEEITEE -2 0C~FRTHD., KIEFHI
T 2R E LR, KINEEREICIDERDD, BE 3 04k~ 1H
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THRBME AR, RINREREICED RSN, @F LEE~ 1 ARTH
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53~ 1 HETH .
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FiEE— R (X1 1) TRINBLAWE, REEEET, EREOROE
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i, B O C~BREEICT3 040H~ 1 HFEBAETSZ Lk, wifi—
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M~ 1HETH 5, £z, BohEiE—ER (1V) TRINHLAMITE
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MEE—BR (1) TRINBZNAYS ) INFFIES ) — L HEnk
BEIC, AL BE—BR (X1 1) THRINDKEBEANOEEREEAR
EEANT, BECEVER YO RSy Vit CEATERKBE2EAT
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THBoREREE. 70 TS5 T4 —2AWEENE, BifE, BN
MEESIC K D REEERRT S 2 LN TE S,

AFRHOFFR R (1) TRINBITINAET ) VNFFET—IVE
BRBIOZOTORI v 7L, BEICLD, TOEBZNICHFEINSHE
THLENTES, ZOLIBEEL TR, HEE, RILKER. I UbkRE,
Tk, WEE. U CBREFONEEOBME. TR, FR. TYECR. s
B, 7VER. LA VE ALA B LB AFTUCE. ONIER. B
A, ot i Bk, Covik, oV, U Omg RkE. VYR
S TRANTFEUE, AYCIINVKRIEE, NP ZNE VB, p— LT
CZNVKRCBEOERE EOBMANE. 2 -7 )Ty -, ERUT L,
BIRY D, ERQUDCEOFETY I EDE, FRUULE, HUTLE.
AN TLE, TR LNBEEOREEE S DEERTEENTES,

AFEHAOHE—HB/R (I) TRINBZNALS ) INFFTESTV IV

CEBEBIEOTORT Y FITIE KPLY ) VEOERERE LU THEESN

BYSIEE OUEHERS bEEND,
FREPOHME—BR (1) TRINBZNIALS ) INAFI TV
BRBLOTOTORS Y /D55, REMEEEETBLEMITHE. 200
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YA (E) ROEEHOWTNOREWEFERL T LW,
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BHRBERZOTORSIIDS5E, FINAET ) VN AF VBN ERERHE
RRETEETBLAWICE. REBOLAYE SEEDLANO 2 FEEDW
SEMADNEET B0 ARIFICBVTIENTNOREREEEHEE LTS &
v TN OIEFEREEOREW TH > THEDRWN,
ARHORME—E (1) TRINBINIAET ) VNAFLET— L
UHEBERZOTO RSy Fid. BHEE RS GL T 2 EREEA 255
BHBLENTES, —FH, WAY—1237831ZSGLT2EMHEER
AEDTHE<, EFSGLT2EEREN L L TR AR ISTE550
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T, ZOE3IT. AREOITNIAES ) VN FAFIES Y —IViFEED
LD T BTy 7, BRFE. BRFEESOHE (BIAR, MEBE, MR
2, BE. B, KEE . EME. &1 AU ViE. EREEE, SR
ME. B3V AFo—)ViE. &M Z7U'Y FiE, BEABMERE, Y7o
—AEEIREEE. ®ILE. 5o ML ARE, 2E. BRBIIE. BEREOH
MFEIGER T 5 RBDOFHELIIBERE L TBY TERHTH S, -

Fiz. ARHDAWIE. SGL T 2HEEEEDANODLR LD 1EOEK
HEBHEAARDBTHERATAIEDTES, ZRPDILEY EMAETDET
HBRHTESEFNE LTI, FIAE, 1A Y VERZEHEEE, FERNEEE,
BT A R, A 2R W, AU VREL 2Vh T SRRk
TUIAZAN, A A UEBEEFF—ERIEE, NIRTFINRTFS
—E 1 IR, IRTFINRTFF—LI VHEE, 7aFr1>Fas >
FAT 7 H—Y— 1 BHEE, JUIAF 2 RAFY I—FHEEE, J)I—-X
—6—KAT7y ¥ —EHEEK, JIVIF—A-EXRAT77 ¥ —CHEE, E
VECET e Rny F—YHEEE, THEHEHEEE, D-hr1a1 /2 b=
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— 1., M/MRERRERT (PDGF). M/MRHERERERTF (PDGF) E&
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T (EGF). MRERERT. hV=oF U FEE, JUDY, 5—tRoFy—
1—=AFNVEF 1>, EGB—761. EEZO0E) (bimoclom
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ol), A0FF¥Y R (sulodexide). Y-128, bt ROFI AF
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Ky >H T2 b, FIRE, VT AEGE, MERRERESE, Rk
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AR VEZEERELL TR, bnJuyyy, EREF TSV
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AF Y - WRESEEE (SRR o /7 IZA M, ALRT-268. AG
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ICIPERA. BERRWRIESOHE. JERE. &1 AU IME. FBREERE. 8l
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O— ARG CEE DB ITH L <. ELHRBICBTD T X)) VG
ERBOREERET I LIED, MF 7N I—XDEBNORDADETT
EUMBEZETIELENS, FERF. &1 AU ViliE. HEHEEO
WEIZEITHEL Y.

FERINEEREE LT, THNR—Z, RTUR—R, 27U )b, CK
D-711, 37U —F, MDL—-25, 637, AXIJUFR—X, MD
L-73, 945FDa—-)avy—FHELE. AZM-127%Da—-7
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25 —PHEBRENET 5ND, BHRIHERL RBICEHRRA. BREES
PHIE. MERHE. & AU VIE, BRBEEOLNBICHFELL, Eayd
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L,

EJ7FA REELTE, 72BN, BRI HRIVI D, HBREA MR
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A A VHE. BEREEEOUBEICIFELL, EEFRICHT 2 HEH EHH
YEF AR T O KA IEEMER & 2 WIEREIIBIT 51 > R U VikFilE%K

CEERABESICKD, MEEEETSEHTENE, BRA. BT >R S,
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A DAY HWREREE LTI, MVTFI R, 2o 7a/X2 R, bSY
SR, TEMFFIR JUIZOESIE, JUTUR (JUXRZIFIR),
TJVISPR, 1=TFI=3—AF_UNTLT., BINTHZI R, JURI
XUR, JUEDR, JUFR2, JUVYFEER, JUTFT7V—), TV
TVl JUNFYIR, JUIPDFRITA JUEFIB, 7227
IR, MV IIR, JUAEBYR, FFTUZR, IFTUZRAINVY
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s

WA ZRET > IZARELTIR. BAY—-27—-9955, NN
C—92—1687ENETEN, 1 VAU UEAKRF I —ERIBEEL LT,
TER—-17411.L-783281, KRX—613E3&iFsh., Y
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RTFPONWRTFHF—E T THEEELTE, UCL—-139 740851750,
PRTFONRTFF—EIVHEEELTIEZ, NVP-DPP728A. T
SL-225, P—-32/98&MRIFoh, a5 Fay kKA T 7%
—F~1BHEEELTIE. PTP—-112, OC—86839. PNU-1
TT7T496ENMBTON, JUATURARY T —FHEEELLTIE, NN—
4201, CP—-368296&0¥IFon. JIWI M—RA—-ERXAKRAT7H
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F—CHBEELUTIE AZD—- 754 5&08BIF5N. FREFHEHEREL
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LT, T3tk 2Pr—-4 (exendin—4), CJC—11 3 1%52%7
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—315902MBBT5N, 7IU, TIVUVEREKEEZZITIV YOI
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A=6—KAT 75 —EHEE, D-hA10A /¥ =), FU Iy EkEE
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TR —ABTCEEREER L LTI ARV VBT A2)VEN, MVLAY
v, TNV AFZw b, ADN—138, BAL—ARIS8, ZD—-552
2, ADN—311, GP—-1447, IDD—-598, J4¥1LZX¥Fv K,
VIVEZ—), RFIVLZAFy s (ponalrestat), UbLAF v K
(risarestat), EFLVAFwv bk (zenarestat), IF)b
VA%Zy ks minalrestat), AMVIVEZ—)L, AL-1567,
AIVAFybh (imirestat). M—16209, TAT, AD—-54
67. JVRIWLVAFZYy D, AS—3201, NZ—-314, SG—210., J
TT—811, UYRILVAFy b (lindolrestat) B"BFs5n
%, 7 R—ABTEEREERL. BRBEESHEERICBWTED SN R
BRI E MR BICB T 2R U A — IV RBR B OFIEIC XL VBREICER I NS
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BAYVIVE b=V &7 ) R—ABTEREHET S LICKDETIREZ L
MNE, BICIIFERWEIES PHEDLEITHF E L,

AR CEEY ERAERE LTI, EURFEYIL, OPB—-9195, A
LT—946. ALT—711., EBETIVEPRET NS, KR LE
WAEREERIL, BRFREICBIT SRS ML D TUE S &KL
EYEREZHET S LI DHREEZBERI TS0, RICIIFERFES
BHEDIBIZIFE LW,

Ta5A UFF—FCHEEELTIE, LY-333531. SRAFIY
VERETENS, TOTA rFF—ECHERIL HRRRREBICBIT R
HEIMEIC L VRBD 6N 70T > FF—ECHEEDTTEEZWHT 529D,
R RF IS HE DB ITHF E L W,

T =TI BBERAY FIZARELTIER. FESY—REREIT 5N,
FRUTLFY RN T AT ARNELTIE, BBAFIVF, VAR
VAT S ERET BN, BERTFNF — « BEEEELTE. 57208y
L (dexlipotam) ENHEITo5N, FERBRCESRHEEZEREE L T,
AVIVEBEFU SY RENRETEH, N-TEFIME—a-U 27 =TIy R
—ORTFHF—VHEEELLTIZ. GPI1—-569 3&E 8 Foh, HI=F
UHEEILUTR, IVZF 2 EBRUVNEIIVZY, BRVERINZF 2,
VRANZF >, ST—26 1ENBITENS, ThsOEH., 122V
RERT— 1. I/MREREERT. M/MRERERRFPERME. LEHEER
F. HREERT. JUDY, bt RaFT—1-AFIeF > 1, E
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HERIHEOLEITH E L,

EROFIAFNVINI YN AL T LARTEREEER LTI Y
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20685, BAY-x—2678, BAY—10—-2987. EINRFIF
SHIWIT L, AANAITFHAIINITL, AVAROY (colestol
one). FINA¥F> (dalvastatin), 7I¥FA—bF, ANX
YF. DUINZIIF> (crilvastatin), BMS—18043
1. BMY—-21950, JVLIUNRZF>, BIWNAFZF>, BMY—2 2
089, RINAFF> (bervastatin) &ENETFons, RO
FYAFNINE UNALSHA A ABTRREEEL, I ILEINE .

BaIVATOo—)VIE. &MY ZURY RE, RERERE., 7ro—L,
BREE(LEERE OB I E L <, EREROFTVAFNIINF U AT TA
LAABTEBRZHEE TS LRI DOFIVATFO-IVBETIEE N5,
EIREME, &2V ATO—)VE. 75 0— AEEIIREEE QLB ICEIC
FFEL,

T4 T 5= RIEEWELTIR, RFT74TI—F RryoT7I—k, EZ
T4T7I—b, IO T4TS—b U T4 T~ 0T 4TI5—],
JOTA4TI—RTIWIZUA 074 TUVEB, ThT4T5—h 7=
JTALTI—b Fh74702), ZaT74T5—hr, EUT4T5—h,
OZJ475—b YAT4T5—b 47479 —F, AHL-157%
NBETENS, 747 5— bREEWT. FTEEA AU VIE. BIEE
fiE. WdLATFO—)VILEE. &Y Uk FiE, FERHBEE, 75o—
AEEIRECEEOLBE I EL . EEFRICBT2 U REB Y /N—EDIE
IR TUEC I DIF NI U REETIES LM E. EiE
BIE. &N ZUEY RIUE, 75 0— A EEIREEO LB ICEITFEL
W,

Ba—7 RLFUEAKRYI=ZAMELTIE. BRL—-28410, SR—
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9. BRL-37344, CP—-331679, CP—-114271, L—-7
50355, BMS—187413, SR-59062A, BMS—-2102
85. LY-377604, SWR—-0342SA, AZ—40140, SB
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~226552, D—7114, BRL—-35135, FR—-149175,
BRL—26830A, CL—-316243, AT—9677, GW—427
353.N-5984, GW-2696%MMF6N5, B3—T RLFU %
BARY I M. BITEERE, &1 22U IE. SEELE. 312
TO—JVIE. & bUZURY RiE, EERMEEOLBICHELL., £
JEWicBIT2 B 3—7 RV U2REERIE UNRHRERILOTTEICX D X
IWF—2HBEIEDLTENS, ERE. B AU VIIEOUBICEIZIFEL
W, |

TIYNALFA LA AVATO—)T V)V REBEERAERE LTI,
NTE—-122, MCC—147, PD-132301—-2, DUP—-129,
U—-73482, U—-76807, RP-70676. P-06139, CP
—113818, RP-73163. FR—129169., FY-038, E
AB—309. KY—455, LS—3115. FR—145237, T—-2
591, J—104127,. R—755, FCE—-28654, YIC—C8
—434, PNX¥YX7 (avasimibe). CI—976, RP—-6447
7. F—1394, T)W¥¥37 (eldacimibe). CS—-505, C
L-283546. YM—17E, L'¥Y3IE5F (lecimibide)., 44
7C88. YM—750, E-5324, KW—3033, HL—-004. T
INWV¥2T (eflucimibe) ENBFoN5, 7IIVALITAAA
TVAFO—)V7 VVRESBREEEL. FICIEEENE S350
—)VIE. & U ZUEY RE, [BERBEFOLBIZHFELL, T
WAL HA LA AVATFO—)T VIV EEBBEREZHEET S &KV
FIOVATO—)V2EFTIREIENS, BIFEME. &3V A5F0—)VlliE
DB IEITHFE LW,

FRIERIVESZERY IZAMELTE, UFFO=>F bUTA, LR
FOFT>FMITLA, KB—26 1 1035750, IV 50— VIR
EZ#ELUTIE, TVFIT, SCH—484 6 1EM% T, UN—VHE
gLUTR ANVYRFy b ATL-962, AZM—131, RED—1
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0300405, WIVZF VNNV MMV VAT 25— EHEEK
EUTIR ZMEFIINERBTEN, RIT V> ARBREEEE LTI,
SDZ—-268—-198, BMS—188494. A—87049, RPR~
101821, ZD-9720, RPR—107393, ER-27856%
BETSN, ZIFVBFEALLTR. ZaOF B ZIFVBTIR =
=), ZkY ba—)b. TIEERZA, a5 2VNERET N, BT
BIREEEL T, QVAFII2, AVAFS>, HBEIALERIA, GT
—102-27 9% TN, FRUTALAREENR NS > AR—-F—HE
EELTIX, 264W94, S—8921, SD—5613%¥foh, o
VAT O—=)VIATIWIERESY NV HEEELLTIE, PNU—-107368E.
SC—795. JTT—705, CP—529414%NEF5h5, Zhb
OFEH, ToJa—)y, 27V —ANIZURY RIS ORI y—TOFA
CHEE, URFI I FFHBERIOMELEY REHZAREREL. FiC
EEIEEME. ®IVATOo0—)VIE. & MJZ7UkY FiUE, BERH#ES
DOUEITH LW,
BHROHEELTE, /7 CHERIEHESE., o b U HRINEEE,
O b URHEEE, Fuobho 7O @RSHT o — 732 M),
JIVT RUFU UERINEEE, /)7 RLFU UBEHFERE, o -7 KL
UUBERT IZA M, Boy—7 RLFULBEGKTY TZA R, R=N3I27T
ZABR HUFEARZBEET VITZADN, 7T I ) BBZRIET V5
=AM Hy~EBERFID7UHIZAM, L-EXFDr, LTF2, LS
FERE, VT TFURBETAZAN, AT ) ANTFUREEKTIZAN (B
IKMC3—R7IZAM, MC4—RT7IZABM). a— AT HlHIERIV
T2, AHAZ =T ORT T2V —VFalb—FREF AU T,
REHZ—FND, ZFORYFTIAZA S, AT b=, AT b
ZUEBTHEERTF R, KoYy, AVTARFZTIZAN $EiZC

CCK—AYdZARN), alFaroEryElEsIVES, 2NFaroUls

BFIVEVEBRE., IFababrBHENVES T I M, Taa)Fo,
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URBRIF 2, IR DAY FUERGE, VI NASYFUZR/RET TR,

FERET TV — D T—BREEATF R, NeRBRERERT. 2V
U—Za—haEv s Ty 28— MO boEVRERIVEY, Za—0F
YU IYSND Y, Za—aRTFRY T UFIAZA N, FEFA RRTF
RYHIZAb, A5Z22F7 TR, ASZ>—a 2 o154
SUBRWVERBRETY FAZA N, T/ —-FHEEAREE, FLF 0%
BRTY O IX MNEREIT NS, BEMIKE £/ 73 CERNEERE
LT, ROV R=IVERBTOEN, o b U ERNEERE LTI, Hig
TFOATLIINIGR 2, T2 T7NI32, BRI TN, VAV
INRFTI, EBEIVNSUERBTEN, b2 7dzZAMEL
T A2 NUTZ (F) INVT=oT7IIIUERETFEN, VT RY
FTUHRNEEEELTE. 770842, GW—320 6 5 9EREITS
N JINVT RUFUVHREREEELTE, U SSA YM—9 9 2&E02
Ton, Bo—T RLFUEBREKTIZAMELTE, 77293, 5F
APOY 2Tz HID, ToTFWVI RVRAT2 I, AT T7x2¥
2TV RARNGTVU, T ATV, PIFNTOELT Y, T
W7a)N =732, 2axR>J Ly AENETEN. R—-NI 7T
ARELTIE, ER—230. RILFT 2 AVIIEBETOEY U TF 0%
o, B2FE/A RREBETY > F IZAMELTER, UEFNY MNERE
o, v -7 I VBBSRETOIIANELTIE, PETY— MERZ
TN Hy—EAFI VT UFTARELTIHGT -2 3 9 4E0E T 54,
VIFo, VIFUERGERERRL TFUOSRRTYIAREL T, LY -
35510 1&FPBIToN, LA MR TIZAS (BIZCCK—AY
d=ABR) LTI SR—146131, SSR—-125180., BP—3.
200, A—71623,. FPL—-15849, GI—-248573, GW—
7178, GI—-181771, GW—=7854, A—71378&ENET5
N, Za—aRFFRYFP>FZIT=AhELTIE, SR—-120819~A,

PD—-160170, NGD—-95—-1, BIBP—3226. 1229—-U
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-91, CGP—71683, BIBO—3304, CP—671906-0

1. J—115814ENHBIToN5, BKMHIERE, BICIIERR. FRRE
P BHE, IBEE. FRMER, Sl5E. oL A5Fo—)ViE. &Y Y
D) RILE. IBERBREE. 75o—ARBIREERE. SIFE. 5ol
DAE, BB, BRBRIIE. BROUBICHEL S, ELTHROBHRAHRIC
BIBWAE /7 I REEEERTF ROEAZRED D WEHET S &
KXo TEREWHL, BRIXNF—2BDSIEEHTENE, BREOLE
WEIZHFELWN,

TIOOFT IV IERBREEEEL TR, AT NN, U VBT
S0, TI5RTUN EBTS TN SITUN. U TUIN, Kk
AIF TV EBRFETUI, waF T IN—Kil, ¥STTUIN. T
A/ TUIFRUTA RUZRFTUNINT I, £RIVFTIINVHIVY
Ui, EBRFFTUN, EBAYTTUN, EBTEATIIN. NIRRT
e VT /) TUNANT T A BBELFITU) (moexipril),
VOFTTUIN. ERBT NS, TOIFT IV OERBERAERIT, B
IEHERFEEHE. SMECLEICHFEL W,

HFiEL Y RRTFH—VHEEE LTI, YN RMJ5—F, MDL—-10
0240, Z77¥FbhUN (fasidotril), YANXNRUT—F, GW
~660511X, IFY>FU) (mixanpril). SA-7060,
E—-4030, SLV=306. THRMNINERRTFSND, FHELY KRR
TFH—EHERIT, BIIHERFEESIHE. SIEOLBITHE L,

TIOFF Y] | SEGERELUTIR. B OTHILY Y LEFEFIL,
ATHNY o VFEF) /e RaZzaoaF7P R, odly > hUIA,
AVNWBITOWEIE . NIVEIVE 2. FIVIHILE oy A IRBIVT >,
EXP—-3174, L—158809. EXP—3312, FIAHILT>,
FIPNF, KT-3—-671. GA—0113, RU—-64276. EM
D—90423, BR—970 14088 Fons, 7oo457ov ] 18R
RIS, RICIIERFESHE. SILEDLB I E LW,
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Iy REY CEARBRAEEELTE, CGS—31447, CGS—35
066, SM—1971 28088 F5h, L2 REYVBREKY VFIZAb
ELTI. L—-749805, TBC—3214, BMS—182874. B
Q—610, TA-0201, SB—215355, PD—180988, &
Yo UL (sitaxsentan), BMS—193884,
Wty (darusentan). TBC—3711. ®"kz¥>, 7V
& FhUTA (tezosentan), J—104132, YM—59
8, S—0139, SB—234551, RPR—118031A, ATZ—-
1993. RO-61—1790, ABT—-546, =T>5%>%>. BMS
—20794 080T 5N5. INS5OEANT, RICIIERFESIHE. &
MECUBITIFEL L, BILECLBICEITHEL W,

FIREELTIE, 2ONFU R ARSIV, 220X FT7IE, M)
JIWVAFYIR, eRozooFy 2R, E RO JIVAFT PR, XOF))
tRozoaF7 o R, ROTINFIR, AFZUFT7IR, A VFNRI R,
FUNRIR, ANV R, PYRIR, 242U VH. IR ELd=
R, 78I R, TAFZR, AFIS>, AV BAUIA, AEO) S
Do NUTLTVLY, 7274902, BRI V522, LLU—a,
PNU—-80873A. TYYIER, D=-<>=Zh—J)l, D=VIIE b=},
TNV =X, JUkY Y, FEINIIBF, AFYIIF, FR-1795
44, OPC—31260. UFIN7¥> (lixivaptan), HEd
INTHOBBEFTENDS, FIREL, BIIEREESHE SILE. 5ol
HoARE, BEOUBICHELL, EEREREZBENI TS Z LIk DILE
RETIRED, BEEZKET LD, BlE. 5oL Re, BEOWE
ICEITHFELW,

ANV LEHREEL T, 752908, BRISDDEY, ERBRoA))V
DY, HBBENIVZDE Y, EBAZVE Y, SR IDES, VIZVEY,
SUNIEY ZRVIVEY, 2T VEY SINDEY, 7xaVEY,

RIUNBTLODEY, TS50y, HBLIVAIZDES, 1A,
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INIADEY, TENZDES, STVEY, HBNY DY, LINTVE
> BRUNFTEL VA VB VFTEL, HBRINI—), S—
NRINZ=)b, BT 7 AD), BT U D)), HEEH O/ NERSETS
N, MEWREREREEL T, 1 2FNXIR, EBRINRSS5D, HBER
SOV ARTIVY, TRITGVVEREIT LN, MMHRIENERE LT
W WRYEATU—), WRTFIVI U BRIV, BT ST
AVNBRFT I, EBRTOTS ) 0—=)v, TF/0—), BABANT
oo—)b, ARyo—)b, Z75vu—)b, E#@gtY Soo—)l, xERO
=, @RS FVO—), EXRo—)l, BBy —F bo—), EHBERNY
ra—)b, XA CBRFEO-N, ERAINTIO-), TIVBEY Tnu
= ROUVBREX RO—)l, =7 5V0—)), BB 7 so—)b. E#
77 bha—)b, E@gFUVa—), FRo—)b, USEII. 1 RFI Y
ERBT 5N, PIREREEE LT LRIV ERBITFEN, a,—7 RL
FYREETIZARELTR, BRI/ DDy, AFIVEN, CHF -1
035, BEg7FIRUX, BT 777>, BVYVZY Y (moxon
idine), O7zF¥P> (lofexidine), HBYIRFY—)L
ENFIToNE, IS OFEANL, BFITEEMEDUBE I E LW,
PULMEEE LTI, EBFI/ oYy, Yeuye—)l, YO0xyy—),
AR NBRIF), BBRINRTVS— EBOIES, NTEDI,
NITOARFRITA, TAEY VERBET 5N, HUL/MEEIR, B2
77 0— AEEIREGERE. S o M{ELAREDOWEITIFE L.
RIBEREERELTIE, 7oy ) —)b. FF2 7V ) —IEREIT LN,
REHEEEE E LTI, R XT7ovny, 7aoRy RERRETF 5N, R
TIAHVEEL TR, KRBRKRFNITA, JZVBAVT LA, VU8B
MUY LEPRBTSNG. THHOFEAT, KR\ RBILE. EROLUEC
FFEL N,

Bz, SGLT2{EEHEERUNOER EHEHOETHERTIHA. HR
RONBIZBWTI, 1A kR, BRNEEE. EJ/7 5+ R



10

15

20

25

WO 02/068440 PCT/JP02/01708

31

B, AAU D WEER, (AU A, JNVATUSEET OF TR
b A DRAY UEREFFERIEE, NURTFONRTFF—-ET 1HE
B ORTFINRTFF—EIVHEE, 707 FOI2RAT 7 I —
Y- 1BHEEE, JVIFVHRARY F—VHEEE, FNVI—2X—6—-K27
7 —EHEE, IV N—XA—-EXFRAT7 7 & —ELHEE, EIECETE
rorr—PHEE, FEHEREE, D-A1a( /¥ b=, FYary
BRERF I —E - 3HEE, FNWHITKERTFR—-1., FIAIUHERT
FR— 1E&E, JIVAITUERTFR-1T7IZAN T3V, TR
gk, 7IUTIAZAMBRUOBBRIRREN SR L DBRINZ DI
REDIBOEREHEDLELONHFEL L, 1 VR CREZMEMEMIK, R
INFHESE, B 71 RE, 1 AU DMEERE, 12U VEH, Z)Lh
TREERY FTZAN, 4 A D2 EFF—ERIEE, NURTFD
WRTFF—ET | HEE, DRTFONRTFF L VIHEEK, Sor+
SFUTRAT 7y =¥ -1 BEEE, U AT KRR T —EHEE,
TWVaA—AX~—6—FKAT 7 —EHEE, JINJ F—X-EAFAT7F¥—F
FER, EIVECBTE RS F—FHEE, FHEHEHEEE D-hr1o4
JY =) U Ay EREBERF Y- 3HEBE, VAT RERTFR
— 1. ZIVAIUHRRTFR— 1EGE, JIVAHIRRTFR-17d2X
M TRU, ZIUVEBEABLIUOTI YD 7IZA DR BRK DER
INBAEL LD 1BOEHEMEDESIONEITHFELL., 1A VEZ
PEIETRE, PERINHEBE, BV 71 RE, 1 AU CEERB IO >
AV EFIN SR EBIVDBREINDDEL D 1 BOEX EHEDE DN
BROBFRLW, FkIC, BERFEESHECLUBIZBN T, 1 AU VEEZME
HEIREE, ERINEEE, B 7 A RE A AU DWREEE, 1R >
BA, TNVAHIVZRET DFTZA N, A DAY U2EEF F— YR,
RURTFONRTIFH—F] [ HEE, DRTFUNRTFF—F 1 VIHE
g, TuFAoFayyRAT7y I —F— 1 BHEE, FUIF URARY S
—EHEE, FNaA—X—-6—-FAT77¥—EHEK, J)IJF—ZA—-EAR
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A7 7y —YHEE, CIEVERTE RasF—CHEE., FEHEREE,
D—AaaA /¥ b=)v, YT ahBERTIF—E-3HEE. VAT
SERRTFR—=1, TIAITERTF R — LERE, TNVAHTARRTFR
—-17dz=X b, 73']‘/\ TIYERE, TIUTIAZAN, TIVE—
ABTEREERE, KRB CEMERBESRE. o512 FF—ECHEE,
T I MBREET X FAZA M, FRUTLAF Y IRIVT ZFIZAR,
BERTFNF — x BHESRE, [FEERUBEREHAEE, N-72F)WMb—a—-Y
PO R=Ty R=DRTFH—ELHEE, (AU JARRERTF- 1. Mf/h
BHSRAEGER T, /MM ESRERE R FERAE. LREBRT. SREERT.

AWZF U FER, JUP, 5 ROFT—1—-AFIEF I,

GB—761, EEZ0%), RAOFFT R, Y-128, 7oIVFF>T >
BHRERIHESE, LY RRTFF—EHEE, ToOFT0V 1 IZEF
RGP, TR UEMBRERE, TP UREKY VI
Ei@ﬂﬁ%@%ﬁ%ﬁi@%ﬁéh%@@<&%1@@%@&%Abﬁ5®

BHFELL, 7V F—ABTEERHEFE, PEAT 2T O EHMEEREFE,
HFELY RRTF S —EHEEB LT O PFT 2> 1 1 ZBEEETEN S

BRABEIVEBERINDDIRED 1 BOEK EHADESONBIFELN,
¥z, EEEOUBICRNTIE, A AV VRS EEEE, FREESRE, €
T7FA RE, AR ibeERE, AU H-B TIVAHTZH/EY
PHIAZAD, A VA URERFF—ERIEE, NIRTFINRTFF—
Y1 IHER, DRTFINRTFF LI VHEE., Jur(Fad R
A7y —€-1BEEE, 7)aAr > RAR) 7 —CHEEK, NI~ -
6 —hA7 7 ¥ —CHEHK., JNVY h—RA-ERXFRAT 7 —CHEEK. N
EoBTe Rusr—ElEEE, FEHEEHEE D-A1o( /¥ b,
JV Ay ERBRF - SHEE, JNVAITVERTFR-1, JIbh
TR TF R— 1ERE. FNVAIAERTFE-1T7dZZb, 7Y,
Y SERE, TIUSTISAR, B3—F RLUFUVEBRETI=ZA S
LOERINHZEN SR BHIDBRINDG DR ED LBOER LMAEHE
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5@ﬁﬁib&B3*7FV%U>§§%7j:xk%i@ﬁ&Wﬁ%ﬁBm
DRI DBRINZDELED 1 EOEA EHEDOESLONEITHFEL N,

RFEH OEZM Y & EEOBBICHNDER. FEIISUEL DRI S
OWERIND, COLIRFBMEUTIE. AR BEL AL fkE,
Ro4oy &, &R, 7 VAL BREAL AL JEAL 8H. BEH
RERBRFBHIENTE, BOFHITEROMHREINS,

INGDEFEMEYE. TOREIR CHRFAZ LEAINSFHEITLDEY
ﬁMWH\ﬁﬁﬁ‘%%ﬂ\%ﬁﬁ\ﬁﬁﬁ‘%@ﬂ\%ﬁ%ﬁ\%@ﬂ‘ﬁ
AL AAEL 2B REMA. BEEBRR EOBEERRNY EEERS
EEF/R - BRL, BBELEWHRERITS LK DHEETHIENTES,
/. SGLT2HEEHERUNOEREHMEDETHEAT2HAIL. The
NOIEMERD & BRI W IXBMEIC ERERRICEAL TS &Ik DEET S
ZEMTES, ’

ARFEH DEIIRY) 2 KB OB EITH N B BAE. TOEHMRS TH SRiFE—
Bk (1) TRINZEYEZIXZTORBERNITHFRINDIE, ZNWIEZT0
TORT Y T ORGEIZEEOFER. . FE EEBIOHBROEESIC
K DBEEREINDA, BOBREDHERA1HSZ0#HR0. 1~1000
meg OHFAT, FRO/REDOHEIE, RALHLZOHHR0. 01~300m

g DEHET, —EXREEICHT THEREGTSHIENTES, £z, SG

LT2EHEERUNDOERNEEHEOETHERTIEES. AEHOEH DO
5813, SGLT2IFEEHEEBRIADOEANORESEEBITIEUCTHE TS ENT
x5,

eS|
AFEHONEZUTOZER, EiiflH L ORBREI TS SITRMICHIT 2

2, BFRHIZZONBEICRESI NS DO TR,

ZEh 1
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PFFRE=0— NPV IATFIN=S— AFIVITAF)

KFFPUDTAL (60%, 8. 9g) OFFFEFOTZY (20 0mL)
BMBEWRIZOCTRIVIT VA=) (20g) A, 3 0FHERLE. K
BEAWICHIERE (42¢g) 2MA 1HEHELE, RINEEHCI UL
AFI (92g) ZMA, BRT3RHEERLE, KINBEWEKPITESE,
PIFINI-FIVITTHIE Uz, AHlBEZaMAfKkTlEREL, BARE< Y
XA TERE, BIREZRETEELE, BERZ2VUNFVASLAZOT
7574 — (BHBE: N\FY2 /BEAFLV=10/1) KTTHHEL, &
ke (36g) 257,

B 2
3—FFVFAWMEE=0—RCIPILAT IV
PFFARB=0—R2IPNWIATN=S—AFIIAFIN (29g) &7k
c> (8. bg) DEEWZEZFIRNITALATYIF (11g) OMIITY (150
mL) BEEICOCTIREMNITHTL, S5 1REERLE, RINES
W& 1mo | /LEBKARIIEE, DIFNIT—FIITHHLZ. GEEZ
BT AR K TYRE L. KRB~ V230 L TER%, BEERETEERLE,
BREEUATNAT LI O NT ST 4 — (BHEBE  AF5 2 EBEAF
Lo=1/1) THEL. Bty (12g) 2HEk.

%61 3
3—RIUVNFFT—5—-AF)N—1~-TxZ)—1H-ESV—)
3—FFVFFBMB=0—-R2IINIATI (10g) BEARNIZFIVT
22 (13mL) o7Er=bUN (100mL) BRICTzZIVERTDY
(4. 7mL) ZMA, BRT-WERLE, NEEDEKFICESE, DT
FINLT—TIVTHH U, AHEZENAEKTHRE L. TAEBR< 22
LATEEE, BRE2RETEE L. BEEUAFNVATAIOR NI T T
4— (EHEE  \AFL ) THEL, Eika® (5. 2g) 2Hk
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'H-NMR (CDC1y) 6 ppm:
2.29 (U, d, J=0.7Hz), 5.26 (20, s), 5.65-5.75 (1N, m, 7.25-7.55 (10H,

m)

ZEH 4

3—RIVNAFV—1— (4=IhFOTxz2)) —5—AF)—1H-¥
5 =)l

TV ERSTIORDDICA-TNFAOT ok RS D VEREE H
WT, BE6 3 LRKOFETEDLEYEAaR LTz,
'H-NMR (CDC1ly 6 ppm:
2.26 (3H, s), 5.24 (2, s), 5.69 (1H, s), 7.10~7.20 (2H, m), 7.25-7.50 (7H,

m)

BEZF 5
3—RIONFAFY—A~FNIN—-5-AF)NV—-1—-TJxzZI)V—-1H-EZ
=)l

3-RYVNAFY—5—AFN—1-Tz=h—1H-E5J—) (5.
1g) ON, N=PAFINHENWVALATIR (30mL) BHKIZ. 80CTAF
HEU> (2. 2mL) #MZ. 1EEERLE, ZRICHHE. SRS
Zlmo | /LAKBGT MU D LAKBKIEE, PIFIT—FIVTHELE.
FHEZ KB XA E/KTHRIE L., BKEB< TR UL TERE, B
ERETEE L. BREEZIUANFNVAITLAIORNT 5T 0 — (BHEE
WEAFV ) THEEL, Ebem (4. 6 g2) 2H7k,

'H—NMR (CDC1y 6 ppm:
9.55 (3H, s), 5.37 (2M, s), 7.30-7.55 (10H, m), 9.95 (IH, s)

W

=B
—ROPONWFFT~1— 44— Fuadz)h) —4—FRII)—5—R

w
@)
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FIV—1H-E5J—)L
3—RUVNFFY~ 5~ AF)—1-Tz2)b— 1 H-ESV—)LORD

D3 —RIVNFFY— 1~ (4= FRT o)) —5-AF—1H

—ESV—IERANWT, 565 LRKOHETERIEEWE2ER U,

'H-NMR (CDC1ly) 6 ppm:

2.53 (3H, s), 5.36 (2H, s), 7.15-7.25 (20, m), 7.30-7.45 (5H, m), T7.45-7.50

(H, m, 9.95 (I, s)

=Sy
4— ((A=APFTTzZ)V) AFIV) —5—AFN—1-7z)b—1, 2
—YeRO-3H-¥5V—)y—3-F>
4-70872V—) (1. 2g). BRI UL (0. 16g), filfl
BEOIAURBLVOFRIFEROTTI> (20mL) KUEREIZLD T Zvy—
VEEEZRAM L, BNy — VEEBRIC0OCTT3 —RUVIINAFF
V=4 —FNWIN=5-AFN—1-TJzZ)—1H-¥S5/—) (1. 5¢g)
DFrZebknrys2 (15mL) WKREZMA. 3 0 0MEEHRLE, RINES
YRR Y Do U AKBHEMAZ, PIFNIT—FIVTHH L, Hik
B EfMAEKTHE L. BB 732U ATEHRE. BE2REFEER
Uiz, BEEAY /) —)V (5 0mL) BXUXFroeRor5> (50mL)
WL, 1 0X%NTVTAREBMREMA. KEFHES FERTBHERL
7zo NBEMZEAEL, AROBEZWETHEE L. BREICISY J—I)IVEMA
HEREARU, 1Y /) —IVBIONFY TSR, BE TR UERLEY
(0. 78g) 2k,
'H-NMR (CDC1ly) 6 ppm:
2.15 (3H, s), 3.66 (2H, s), 3.77 (3H, s), 6.75-6.85 (2H, m), 7.10-7.25 (2H,
m, 7.25-7.50 (5H, m)

il 2
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4— ((4—ZFNT7xZ))) AFIN) =5 —AFN—1-7xZ)b—1, 2—
YeROo-3H-EIV—)-3—F

4 —-TOE7V=IVORDVICL —TO0E~4 —TF IR EVEHNT,
EhEsl 1 ERIBROAETERCEY ZRR L .
'H-NMR (CDC13) 6 ppm:
1.21 (3H, t, I=7.6Hz), 2.16 (3, s), 2.60 (2H, g, I=7.6Hz), 3.69 QH, s),
7.05-7.15 (20, w, 7.15-7.25 (QH, m), 7.25-7.45 (5H, m)

Ehatl 3

4— ((4—ZbFT7229)0) AFIN) =5 —AF)N—1-TJxZ)—1, 2
- YeRO-3H-ESYV—)—-3—-F

4-7087 V- OROVIZL —-TOE—4 - rFIRNIEZHN
T Effl 1 EFBROHE CTERLEmEER L,
'H-NMR (CDC13) 6 ppm:
1.38 (34, t, J=7.0Hz), 2.14 (3H, s), 3.65 (2H, s), 3.99 (2H, q, J=7.0Hz),
6.75-6.85 (2H, m), 7.10-7.20 (2H, m), 7.25-7.50 (5H, m)

EhiE i 4

4— ((A—AVT7ORFI T2 AFN]) —5—AF)—1-T7xZ)b—
1, 2-YEROo-3H-E5V—)—3—%>
4—TOETZV-NORDDICL —TOE— 4~V TORFIRIEY

EZRWT, Eiufl 1 LRE%OGE TR ez Lk

'H-NMR (CDC1ly) 6 ppm:

1.31 (6H, d, 1=6.0Hz), 2.15 (3H, s), 3,65 (2H, s), 4.40-4.55 (1H, m),

6.70-6.85 (2H, m), 7.10-7.20 (2H, m), 7.25-7.50 (5H, m

] 5
S—AFN—4— ((4—RAFNVT7xz2)) AFNV] —1-T7xz2)v—1, 2—
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Vb RO-3H-¥5V—)—3—F>
4—-70E7ZV-NVORODIC4-TOE NI CERWT, EiEfl1 &

Rk DHETEREEWE SR L

'H-NMR (CDC1y) 6 ppm:

2.14 (3H, s), 2.30 (3H, s), 3.68 (2H, s), 7.00-7.10 (2, m), 7.10-7.20 (2,

m, 7.25-7.50 (5H, m)

Lt 6
4—{(4— 2-tPFaF>IFN) Jz)V) AFIV} —5—AF)h—1—
JrxZ)l—1, 2-PeRu—-3H-ESY—=)\—-3—-F>
4—7OT7xFINTNA=) (0. 21g) OFbFeRarII> (2
OmL) WRIC—78TCTY NI VHFHA T ter t —7FIVUFUAL (1. 6
mo 1l /LRHEK., 1. bmL) ZMA. 3 0MERLE, KINES
MZ3— RPN TFT—A4A-RINVIN—5—AF)N—1-TJz=Z)y— 1 H—
E9Y—J)l (0. 10g) OFhIRO75> (3mL) BEZMA. 0C
IWHIRL 3 0 MR L7z, RINEEY 2RIl > ey AKBRICHEE,

DIFINI—FIVTHIH U, AHEEZKTHREL, KRB 7R TAT

RS, WIRZEZBETEER LU, BEZIUATIVASLAZORNT T T 4 —
(AR . ANFY 2 BRI FIN=1/1~1/2) THELMRYZE.
"ONZHRYWZAY J—) (4mL) THEML. 1 0%/NXSDPTLN—R>
MK (0. 044¢g) ZMA, KRFEITEETL 7REHERLZ, NEY
EAKRL. AHMOBEZRETEELZ. REICSIFIINI—FINEMAINH
UizkBme AWML, METLZETHIRICLVEREY (0. 032g) 2%
7o

'H-NMR (DMSO—-dy) 6 ppm:

2.21 (3H, s), 2.66 (2M, t, J=T7.1Hz), 3.55 (2H, t, J=7.1Hz), 3.60 (2H, s),
4.58 (1H, brs), 7.00-7.20 (4H, m), 7.20-7.35 (1H, m), 7.35-7.50 (4H, m),
9.98 (1H, brs)
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Ll 7
4~ (A—ZF)N7z22)) AFN) —1— A=-7)hFurz)l) —b—
AF)—1, 2=V Ra—-3H-EIFV—)V—3-F

4 —TET7ZV=IVORHOVIC1I -TOE—~4—-ZFNIRE, 3—NRX
SVONAFY—A4—-FNIN—=5—AF)N—1~-T7zZ)—1H-EFV )/
DRODIZI—RIVNAFFI—1— 4—T7)FuaTz)l) —4—FKVI
W=5—AF)N~1H-ESV—=IVEHNWT, Eifll LRKROHFETELL
EMEER LTz,
'H-NMR (CDC1y 6 ppm:
1.21 (3H, t, J=7.7Hz), 2.13 (3H, s), 2.61 (2H, q, J=7.7Hz), 3.68 (2H, s),
7.05-7.20 (6H, m), 7.25-7.40 (2H, m)

ESfi 8
5—AFN—4~ ((A—AFNFFT7z)) AFI)IN]) —1—-T7=Z)v—1,
2-YrRu—-3H-¥5V—=)V—3-F
1=70F—4—AFNFAXREY (0. 21g) OF IRy >
(10mL) BRIK—78CTIYNIAVHEHEK T ter t—7TFNUFTAL (1.
6mo 1 /LR EK., 0. 6 7mL) ZMA. baHEEERLE. KGR
B3 —RIONAFY—4—FKRNVIN—-5-AF)N—1-TzZ)y—1H
—E¥5V=)L (0. 20g) ®F T ROy5>y (3mL) BKEMAZ, 0C
ICHIRL 3 0 ISR Lz, RINESWERMELY > E2Y AKERITEE.
PIFNI-FIVTHHLZ, HREZKTHREL. WARBRSY XS TAT
AR, WERRMETEELE. BRECAFYCEMANTEYEZ AL, B
fEeRiz, Bohi&EAY /) —)V (5mL) BXKF S Rkny s>
(6mL) IKHEML., 1 0%V LHA—REK (0. 30g) ZINA,
KAEFHKTERTL 6 BB L=, REWEAEL. SROBEZBET
HMELE, BEZUATIVASAZOR NT ST 40— (BHEBE : AFH >
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JEBIFIN=6/1~3/1) THEL, MRYzEZ, foNklRkyz
MU ZIVAOEEEE (1. 9mL) BLUK (0. 1mL) IKEBEML. PAFIL
ZNWV74 R (0. 2mL) 2MA. BRT3RHEERLZ. KINESY 2RE
TE#HEL, BEZUNTFINVAISAZOQ NI T T 40— (BHEBE  AFH>
/HRIFIN=2 /1) TREL., #ike® (0. 054¢g) 2R/,
11~ NMR (CDC1ly) 6 ppm:

2.19 (3H, ), 2.47 (3H, ), 3.73 (2H, s), 7.15-7.25 (4H, m), 7.25-7.40 (2H,
m), 7.45-7.60 (3H, m)

FEhatl 9

4— (4= APFTT7ZzZN) AFIN] =5 —AF)N—1—-7x2)V— 3~ (2,
3, 4, 6—-F b IT—-0=7TEFIN—-B~-D=INAET ) IINFFY) —1
H-ESYV—)

4~ (A=A pFTT722)) AFNV] —5—-AF)—1-7zZ)h—1,
2—-YPERO—-3H-EY5YV-)V—3-%4> (0. 50g). 7T /OE—«a
—D~=JNa—R (0. 84¢g) BIXUXRPIVMNY (n—TF)) 72EZ
TAZBYR (0. 53g) OFBAFL > (1 6mL) BWIC. KT
ULKER (2mo 1 /L. 4. 3mL) ZMA. BRT1RME®RLE,
RISEEWMZTY I ) 70NV IATNVAES AU NTTT 40— (BHIA
B EEAFLY) TERL, DWTYUBFINASTLAZOR NI 5T 40— (B
HAE : ANFY > BB IFN=1/1) TRHEL. ZEite®m (0. 38g)
1%z,
'H-NMR (CDC1y 6 ppm:
1.92 (3H, s), 2.01 (3H, s), 2.03 (3H, ), 2.03 (3H, s), 2.18 (3H, s), 3.59
(1H, d, J=15.6Hz), 3.67 (1H, d, J=15.6Hz), 3.77 (3H, s), 3.80-3.95 (IH,
m, 4.15 (1H, dd, J=2.2, 12.4Hz), 4.26 (1, dd, J=4.9, 12.4Hz), 5.15-5.35
(3H, m, 5.65-5.75 (1H, m), 6.75-6.85 (2H, m), 7.05-7.15 (2H, m), 7.25-7.50
(5H, m
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EhEs 1 0

4~ ((A—TFN7z2)) AF)N) —5—AF)—1—-TJz=)V—-3— (2,
3, 4, 6=FThFF—O0-TEFIN-B~-D-FNAET )T )FFY) —1
H-E5YV—)l

4— (A=A FFT722)0) AFN) —5—AF)—1-7xz2)b~1,
2-kbkno-3H-ESYV—-)I-3-F>0RbDIC4~ ((4—-IFNV7x
ZW) AFN) =5 —AFI)N—-1-T7xZ)v—1, 2—-PROo-3H-ES
V=)= 3 —F 2 ERWTERS 9 LREOSE TEZLAY 25T,
'H-NMR (CDC1y 6 ppm:
1.20 (3, t, J=7.6Hz), 1.90 (3H, s), 2.01 (3H, s), 2.03 (3H, s), 2.03 (3H,
s), 2.19 (34, s), 2.60 (2H, q, J=7.6Hz), 3.61 (1H, d, J=15.4Hz), 3.71 (1H,
d, J=15.4Hz), 3.80-3.90 (1H, m), 4.15 (1H, dd, I=2.3, 12.3Hz), 4.26 (IH,
dd, J=4.5, 12.3Hz), 5.10-5.35 (3H, m), 5.71 (iH, d, J=7.7Hz), 7.00-7.20
(48, m, 7.25-7.50 (5H, m

FEhEf 1 1

4—((A—ZPFI 7220 AFN) =5 —AFN—1~-Tz=)h—3 - (2,
3, 4, 6=FbFF-O0-TEFN—-B-D-=JNAET ) )FF) -1
H-¥5 /=)

4— ((A—APFTTz22)V) AFNV) =5 —AFN—-1-TzZ)—1,
2-2bRO—-3H-ESYV-N-3-F20RbDIT4—- (44— F 7
T2 AFIN) =5 —-AF)N—-1-7z=)—1, 2—-PcROo-3H-F
SV —= 3 —FERNWT, Eihl 9 LRROHETERILEW &G,
'H-NMR (CDC1y 6 ppm:

1.39 (3H, t, J=6.9Hz), 1.92 (3H, s), 2.02 (3H, s), 2.03 (3H, s), 2.03 (3H,
s), 2.18 (3H, s), 3.58 (1H, d, J=15.8Hz), 3.67 (1H, d, J=15.8Hz), 3.80-3.95
(1H, m), 3.99 H, q, J=6.9Hz), 4.15 (1H, dd, J=2.3, 12.4Hz), 4.27 (14,
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dd, J=4.4, 12.4Hz), 5.10-5.35 (3H, m), 5.72 (1H, d, J=7.7Hz), 6.75-6.85
(2H, m), 7.05-7.15 (2H, m), 7.25-7.50 (5H, m)

Ehisl 1 2

4— A=AV 7aRFIT7z2)V) AFNV) ~5—RAFN—1—-TxZ)h—
3— (2, 3, 4, 6=FFr5—O0-T7EFN—-B-D-FNaAES)I)F
F) —1H-EIV—))

4— ((4=APF¥T722)V) AFN) —5—RAF)—1-7z2)b—1,

2—-2eRO0—-3H-ESYV—I—-3-FD0RbDIZ4~ ((4—0V TR
FLTxN) AFN) —5—AFN—1—-TxZ)—1, 2—JLRo—3
H-EFV—=)b—3—F > &RNT, EHifil 9 & AEEOHE CEbayes
7z
'H-NMR (CDC1ly) 6 ppm:
1.30 (3H, d, J=6.1Hz), 1.31 (3H, d, J=6.1Hz), 1.91 (3H, s), 2.02 (3H, s),
2.02 (3H, s), 2.03 (3H, s), 2.18 (3H, s), 3.58 (1H, d, J=15.6Hz), 3.67 (1H,
d, J=15.6Hz), 3.80-3.95 (IH, m), 4.10-4.20 (1H, m), 4.20-4.35 (1H, m),
4.40-4.55 (1H, m), 5.10-5.35 (3H, m), 5.71 (1H, d, J=7.4Hz), 6.70-7.85 (2H,
m, 7.05-7.15 (2H, m), 7.25-7.50 (5H, m)

FEhsl 1 3

B—AF)N—4— (4—AFINTx)) AFV) —1—-T7z=)b-3— (2,
3, 4, 6—Fh5—O0—TEFIN~B-D—FNIAES ) VIFF) —1
H-¥E¥5—-)/

4= (4—ARFTT2II) AFN) —5—AFN—1-Tz=)b—1,
2—eRO-3H-EIV—)I—3-F>DRbDIZE —AFI~4~ [(4
—AFNT W) AFN) —1-Tz=)h—1, 2-PERO-3H-¥5
V=3 ~F U ERAWT, Eif 9 LR OFE CEREY R/,
lH—-NMR (CDC1ly) 6 ppm:
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1.91 (3H, s), 2.02 (3H, s), 2.03 (3H, s), 2.03 (3H, s), 2.18 (3H, s), 2.29
(3H, s), 3.60 (1H, d, J=15.3Hz), 3.70 (1H, d, J=15.3Hz), 3.80-3.95 (IH,
m, 4.15 (14, dd, J=2.4, 12.4Hz), 4.26 (1H, dd, J=4.4, 12.4Hz), 5.10-5.35
(8H, m), 5.72 (14, d, J=7.5Hz), 7.00-7.15 (4H, m), 7.25-7.50 (5H, m)

FHEG 1 4
4-{(4— (2-tROF>F))) JxzZ)]) AFN} =5 —AF)—1—
JrZ)—3—- (2, 3, 4, 6-FTbIF-O0-7EFIN-B-D-JIVAE
S)IINWNAEFRY) —1H-ESJ—)b

4= ((A=AbFTT22)) AFN] =5 —-AFN—-1-Tz2)b—1,
2-YeROo-3H-E5V—-)—-3-F>0RbVIZ4— {{4— (2—kER
OFTF)N) 7)) AFIV =5 —AF)N—1-T7=z=)V—1, 22
ERO—3H-YSV—)b— 3 4> EANT, Kl 9 & FEOHETEE
b zBiz.
'"H-NMR (CDC1l3) 6 ppm:
1.91 (3H, s), 2.01 (3H, s), 2.03 (3H, s), 2.03 (3H, s), 2.20 (3H, s), 2.82
(2H, t, J=6.3Hz), 3.63 (1H, d, J=15.7Hz), 3.71 (1H, d, J=15.7Hz), 3.80-3.90
(3H, m), 4.13 (1H, dd, J=2.3, 12.3Hz), 4.25 (1H, dd, J=4.6, 12.3Hz),
5.10-5.35 (3H, m), 5.70-5.80 (1M, m), 7.05-7.20 (4H, m), 7.25-7.50 (5H,

m)

FEhitl 1 5
4— (A—ZFNT7z) AFN]) —1— (4—-ohAn7xz2)) —5—
AFNV~3— (2, 3, 4, 6—=FF-0-TEFN-B-D-FNVa¥EF
JINAFY) —1H-EF /=)

4— ((A—AFFTT7z2)0) AFNV) —5—AF)—1-T7xZ)—1,
2—-YeRO-3H-ETY/—)N—-3-F>0fRb0iIc4— (4 —ZF)N7 =z
Z) AFIN) —1— (4—-7hFa7zz))) —5—AF)I—1, 2—-Vk
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FO—3H-ESYV—)—3—FERNWT, £l 9 EFEDHE TIERL
EEEkE,

'H-NMR (CDC1y) 6 ppm:

1.20 (3H, t, J=T.6Hz), 1.90 (3H, s), 2.02 (3H, s), 2.03 (3H, s), 2.04 (3,
s), 2.16 (3H, s), 2.60 (2H, g, J=7.6Hz), 3.60 (1H, d, J=15.8Hz), 3.70 (1H,
d, I=15.8Hz), 3.80-3.90 (1M, w, 4.15 (1H, dd, J=2.3, 12.2Hz), 4.27 (1K
dd, J=4.3, 12.2Hz), 5.10-5.35 (3H, m), 5.69 (1H, d, J=7.6Hz), 7.05-7.15
(6H, m, 7.30-7.40 (2H, m)

SHal 1 6 |
5—AFN—4— (4—AFNFFTzoN) AFV) —1—Tx=)h—3—
(2, 3, 4, 6—FF5—0—TEFN—B-D—FNAELT ) IIFF)
—1H-¥5J—)

4— (A=A PFYTI) AFN) —5—AF—1—Tz=)b—1,

2—-TERO-8H-E5/—)—3—F>DRbUICS —AFL—4— ((4
—AFNFFTLZI) AFIN) —1~Tz=h—1, 2—PERo— 3 H-
E5YV—— 3 —F > ERWT, £Hfl 9 EREOHE CERMLAN RSk,
'H-NMR (CDC1ly) 6 ppm:
1.91 3H, s), 2.02 GH, s), 2.03 (U, s), 2.04 (3H, s), 2.18 (3, s), 2.45
(3H, ), 3.61 (IH, d, J=15.8Hz), 3.69 (I, d, J=15.8Hz), 3.85-3.95 (1H,
m, 4.10-4.40 (2K, m), 5.10-5.35 (3H, m), 5.65-5.75 (I, m), 7.10-7.20 (4K,
m, 7.25-7.50 GH, m)

EhEsl 1 7

3— (B=D—ZNaA¥I ) vAFL) —4— ((4—APFLTTI) A
Fh] —5—AF)N—1—-TJzxzZI)—1H~-ESJ—)l

4— (A=A PFTTz2N) AFIN]) =5 —AF)—1—-TJx=)b—3—~
(2, 3, 4, 6=FF5~0-FEFN—B-D-FNaA¥S ) I AE)
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—1H-Y5YV—)V (0. 38¢g) DA% /—)V (bmL) BWITF NI T LA
ARFIR (28% A%/ —)VIEHK. 0. 12mL) ZNzx, BETI1KHE
Bl KSRAEWMERETBHEL. BEZVUAMSIVASLAIORRNT T
4 — (BHBE  BUEAFV/AF)—=)=10/1) THHL. Eits
¥ (0. 32g) &%,

'H-NMR (CD;OD) 6 ppm:

2.12 (3H, s), 3.30-3.50 (4H, m, 3.60-3.90 (7H, m, 5.20-5.30 (1H, m),
6.75-6.85 (2, m), 7.15-7.25 QH, m), 7.35-7.55 GH, m)

sl 1 8
4— ((4—IFNT722)V) AFIN) —3— (B—D-F)NaAET ) I)A+F
V) =5 —AFN—1-Tz=)—1H-E5V—))

4— ((4=APFTT2Z) AFNV) =5 —AF)—1~-7zZ)h—3—
(2, 3, 4, 6—FhI—0-TEFIN—B-D—FZNIAET I V)FF)
—1H-EZV-INORHDIZ. 4— ((4—ZFN 7)) AFN) —5—
AFN—1-Tz=)y—3— (2, 3, 4, 6-FF5—0—FEF)—B—
D—ZNVAET ) INFF) —1 H-ESV—IEHWT, £kl 7 &
FROFE TR b EaR L.

'H-NMR (CD;OD) 6 ppm:

1.19 (3, 1, J=T.6Hz), 2.12 (3H, s), 2.58 (20, q, J=T.6Hz), 3.30-3.50 (4,
m), 3.60-3.70 (1H, m), 3.70-3.90 (3H, m), 5.20-5.30 (1H, m), 7.05-7.20 (4K,
m, 7.35-7.55 (5H, m)

EfEsi 1 9
4— (4 hF2T7z20V) AFIN) —3— (B—D—-ZIaEs /) )VF
F) —5—AFN—1—-TJzZ)—1H-¥FV—)

4— ((A=AbPFTT22))) AFN) =5 —AFIN—1—-TJxzZ)h—3—
(2, 3, 4, 6 =Fh5-0=7tEFN-B-D-FINAEZ ) FF)
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—1H-ESV—IoRbDIZT, 4— ((A—ZhFTT7z2)h) AF)) —5
~AF)N—1-7z=)y=3—- (2, 3, 4, 6—=FbF7—0-TEFI—8
~D-ZNVIAES ) INAFY) —1H-ESV—LERWT, Efhpil 7 &
kDAL TEREEME AR L 7,

'H-NMR (CD4OD) & ppm:

1.35 (3H, t, J=7.0Hz), 2.12 (3, s), 3.30-3.50 (4, m), 3.66 (1H, dd, J=5.0,
12.0Hz), 3.70 (1H, d, I=15.7Hz), 3.77 (1K, d, J=15.7Hz), 3.83 (14, dd, I=1.4,
12.0H2), 3.98 (H, q, J=7.0H2), 5.20-5.30 (IH, m, 6.75-6.85(H, m,
7.10-7.20 (H, mw), 7.30-7.55 (5H, m)

Eafl 2 0

3— (B=D—ZNAEF ) NAFY) —4— (4—1V7ORFI Tz
V) AFN) —5—AF)—1—T )b~ 1 H-ES5V—)l

4— [(A—APFTT7z2)V) AFN] =5 —AF)—1—-Jx=)V—3—
(2, 3, 4, 6-FFF—0—T7EFIN—B-—D—FIIAET ) I)FF)
—1H-¥5V=I0oRbVIC, 4— (4—1VTORFIT22)) AF))
—5—AF)—1-7x=)—3— (2, 3, 4, 6—=FrF—0-TEFI
—B-D—ZNIAET ) INAFY) — 1 H-EFV—)LEHWT, £l
7 EEEROGETHEE LG Z R L.
'H-NMR (CD;OD) ¢ ppm:
1.20-1.30 (6H, m), 2.13 (3H, ), 3.30-3.50 (4H, mw, 3.60-3.90 (4H, m),
4.45-4.60 (1H, m), 5.20-5.30 (1H, mw), 6.75-6.85 (2H, m), 7.10-7.20 (2H,
m), 7.35-7.55 (5H, m)

EhEfl 2 1

83— (B=D—=ZNAEIT I INAFFY) —5—AF)—4— (4—=AF)I 7T
T2 AFN) —1-TxZIh—1H-E5V—)

4~ ((4=AbF3TzZ) AFN) —5—AF)—1—TJxZ)b—3—
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(2, 3, 4, 6=F R T—0—THFIN—B-D=FNaAET )V A+F)
—1H-E5V—ORODIZ, 5—AFN—4— ((4—AFINTz2Ib) A
FIV) —1—-7z=)~3~— (2, 3, 4, 6-FrI—0-TEF)—p—
D—ZNVAET ) AFY) — 1 H-ES5V—)VERWT, £kl 7 &R
BROBGETERGEEME Rk Uiz,

'H-NMR (CD3;0D) & ppm:

2.11 (3H, ), 2.27 (3H, s), 3.30-3.50 (4H, m), 3.60-3.90 (4H, m), 5.20-5. 30
(1L, m, 7.00-7.10 (H, m, 7.10-7.20 QH, w, 7.30-7.55 (5H, m)

Ehaf 2 2

3— (B—D—ZWaET ) UNFFY) —4— {(4— (2—LROFLTF

V) 722 AFIN} =5 —AF)—1—-Txz2)V—1H-EFJ—)
4— ((4—=—APFTT722)) AFNV) =5 —AF)—1-TxZ)Vh—3—
(2, 3, 4, 6—F+I—0—TEFIN—B-D-ZNAET ) I)FHF)

—1H-EZV-IORbDIZ, 4— {{4— (2—-tRoFITF)) 7z

W) AFIY ~5—AFN—1—-TxZ)V—3— (2, 3, 4, 6—-FF5—
O—7EFN—B-D-FNIAET ) IVFFY) —1H-ESJ—)LEHn

T, FEhfl 1 7 EFEROFETEREEWZRER LU 2.

'"H-NMR (CD;OD) ¢ ppm:

2.12 (3H, ), 2.77 (2, t, J=T.1Hz), 3.30-3.50 (4H, m), 3.60-3.90 (6H, m),

5.20-5.30 (1H, m), 7.10-7.15 (20, m), 7.15-7.25 (2H, m), 7.356-7.55 (3,

m)

£t 2 3
4— (A—IFNV7z=)) AFN) —1— (4—-7)Faryz)h) —3—
(B=D—=NaE5 ) IVFFY) ~5—AFN—1H-ES/—)

4— ((4—APF2 722 AFN]) =5 —AF)N—1—-TJx=)b—3—
(2, 3, 4, 6=+ F—0—TEFIN—-B-D-FNAES /) IIFFY)
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—1H-ESV—IORDDIC, 4— (4—IFNTz2)) AFN) —1—
(4—7)Fn7x2)) —5—AF)N—3— (2, 3, 4, 6—-FhI—0
—7EFN—B-D—FNIAET ) IIFEFY) — 1 H-ES5/— ) EENT,
EWEF 1 7 EFEROLHETRELEME AR L.

'"H-NMR (CD;OD) 6 ppm:

1.19 (3H, t, J=7.6Hz), 2.10 (3H, s), 2.58 (2H, q, J=T.6Hz), 3.30-3.50 (4I,
m, 3.60-3.90 (4H, m), 5.20-5.30 (1H, m), 7.05-7.25 (64, m), 7.40-7.50 (2,

m)

Lkl 2 4
3— (B—D—=INAEIT)INFFY) —5—AF)—4— ((4—AF)F
FT7 22 AFN) —~1—-TzZ)— 1 H-ES5V—)

4— ((4=AFF¥ T2 AFN) —5—AFN—1—-Tz2)b—3—
(2, 3, 4, 6=FhI—0—FTEFN—B-D—FNAET ) IIFF)
—1H-ES5V=)ORDVIZ, 5 —AFI—4— (4 —AFINFAT 21
AFINV) —1—-7xz=0V—3- (2, 3, 4, 6—=Fb5—0—-7EFI—8
—D—JNVAES ) VNFAFY) —1H-ESV—IVEENT, £l 7 &
FIRR DG E TR e E AR L,

'H-NMR (CD;OD) 6 ppm:
2.12 GH, 8), 2.43 G3H, s), 3.30-3.50 (4H, m), 3.60-3.90 (48, m), 5.20-5. 30
(16, m, 7.10-7.25 (4H, m), 7.35-7.55 (5H, m)

Ehufl 2 5
3= (6—O—ZbFFVHANRZN—B~-D—=FNaA¥T ) INFFY) —4
— (A=A FPT220)) AFIN) =5 —-AF)—1—-7z2=)—1H-F
IV —)

3— (B—=D—-ZNaEF /I NFFY) —4— ((4—AbF¥T7z)))
AFIWV) =5 =AF)N—=1~-7xzZW—1H-E5/—)l (0. 18¢g) Bk
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02, 6-YAFIEUDY (0. 069mL) ®FER=FUJL (5mL)
WRiC, 7ooFBIF)L (0. 045ml) 2iNA. BRTBHELE,
KINBEEWIZ 1L 0% 7 T oBKBREMA. BFRIFIITHHLE. FEZ
BRI BYK TIRE U, BRI 73220 L THEREE, BE2RETEELE,
WEERVUATINASLAIZOR T T 7 40— (BHEBE  BKAFV 2/ AF
J—l=15/1) CHEL. BRLaw (0. 13g) EBE.
'H-NMR (CD;OD) 6 ppm:

1.21 (3H, t, J=7.1Hz), 2.11 (3H, ), 3.30-3.50 (3H, m), 3.50-3.60 (1H, m,
3.69 (1H, d, J=16.4Hz), 3.74 (3H, s), 3.76 (IH, d, J=16.4Hz), 4.12 (2H,
q, J=T.1Hz), 4.27 (14, dd, J=5.7, 11.6Hz), 4.41 (1, dd, J=2.1, 11.6Hz),
5.25-5.35 (1H, m), 6.75-6.85 (2H, m), 7.10-7.25 (2H, m), 7.30-7.55 (5H,

)

sl 2 6

3— (6 —O—LZhFTANKRIN—B-—D—-—INIAES ) IFF) —4
— (4=TFNTzZh) AFIV) —5—RAF)—1-TJzZ)—1H-ES
=)V

3— (B—D—ZNIAEF)INFFY) —4— ((4—-RAPFPT722)))
AFN] =5 —AFN—1-Tz)—1H-ESV—=ORbDIZ4— (4
~IFNT ) AFN) —3— (B—D—-FINIAES ) VIFFY) —5
—AF)N—1—Tx=)—1H-EITV—IVERNWT, £ 2 5 EFAEDS
ECTEREESmEaR L.
'H-NMR (CD;OD) 6 ppm:
1.15-1.25 (6H, m), 2.11 (3, s), 2.58 (2H, q, J=7.5Hz), 3.30-3.50 (3H, m),
3.50-3.60 (1H, w, 3.72 (1§, d, J=16.0Hz), 3.78 (1H, d, J=16.0Hz), 4.12
(9H, q, J=7.2Hz), 4.26 (1H, dd, J=5.2, 11.6Hz), 4.40 (1H, dd, J=1.7, 11. 6Hz),
5.25-5.35 (1H, m), 7.05-7.20 (4H, m), 7.30-7.55 (5H, m)
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ARG 1 '
t b SGL T 2 {EHERAE/EAMRRR

1) ERSGLT2RETIAI R F—DIEH

SUPERSCRIPT Preamplification syste
m(Gibco—BRL:LIFE TECHNOLOGIES) Z2HWT,
t hNEEERDOtotal RNA (Ori gene) 23UddT27S
A—ELTHEEL, PCREEFcDNASATS5U—2{E- Lk, ki
ERNECDNASA TSV —28REL T, BFES 1 RO2 TRINS TR
DOFVIXIVFAFROT02FRUI0712RETSA<—ICHW PCR
RiCEDENSGLT2%2a0—R95DNAWKFZEIELZ. HESINED
NAWiKFE/O—-=2 AR —pCR—-Blunt (Invitroge
n) IZZOFy FOFEEIENT I T —a > ULz, BERKXOKEGEHB
10 1BRICEA LR, BEERKENFII2500 g/ mLE2EDLB
BREHTRR LUz, ZOBEEHRKRD 1 D05 75 X3 RDNA 2R
U, BEFEE 3 KP4ATREINATROAVIXIVLAF R, 0714FBX
C0715RETIA—LLTHY, PCREBIZEVDERSGLT 22O
—RTEDNAWFHZHEIRLE, WEINZDNAKHF ZHREERXho [ &
UCHindII ITHELZE®, Wizard Purification
System (Promega) IZXOBELEZ, ZORKELEZDNAKF%
RIS ERERIEARYY—pcDNA3. 1 (=) Myc/His—B (I
nvitrogen) OMNET SHIRERMAICHIAALIE, FBIEICXDKRE
BWHB 10 1HRICEAL KR, BEEHEKEY EU2100ueg/ mL%E
FOLBEREHTER LUz, COBEERKN ST 5 XX RDNAZ#IHE
B, XJF¥—pcDNA3. 1 (=) Myc/His—-BoOIIFro—=
SUBMITEASINIZD NABR OBEERFZHNTEZ. We 1 1 s 5ICkD#H
H#ENZe ;SGLT2 (Am. J. Physiol., Vol. 263, pp.
459-465 (1992)) IIHL, corO0— X 1EREOBER (43 3%
HOAVBAY 23— RF2ATCHGT CITER) 2HL Tk, TOf
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BA433FBBOBEDI VO OBNY VICBBILEIO—2BEE, TO
HINWARFVRIBAIREBEBED T 5= ORNSEFBES 5 TRENBZRTFR
PERELEZERSGLT22FHTE T IAIRRIF—2KL29E LT,

El5%&FES1 ATGGAGGAGCACACAGAGGC

il5%&=2 GGCATAGAAGCCCCAGAGGA

i51%=S3 AACCTCGAGATGGAGGAGCACACAGAGGC
Bl5® 54 AACAAGCTTGGCATAGAAGCCCCAGAGGA
B 5 5 KLGPEQKLISEEDLNSAVDHHHHHH

2) EFSGLT 2 —BMERE RO
ERSGLT2HESSAI RKL 2 9 2BKFAILHEICLDCOS — 7H#llE
(RIKEN CELL BANK RCBO0539) KEALE., BREAN
EREC100TVZ bRl —%— (E-C APPARATUS COR
PORATION) Z2fW, OPTI-MEM I##(Gibco—BRL:
LIFE TECHNOLOGIES) 800uLicxLCOS— 7Hifa3.
2X10°MEKL29 20ugwED0. 4cmFary NNT400V,
1260 uFORETToR. BETEAL, fKZELEEC X0 EIR UM
JE1Faxy MTHL 3. 2mLOOPTI-MEM [ ##izmz &EL
oo ZOMBMBRZI 6N T L—FD1UzIVHED125 LD
L7z, 37C, 5%CO; DERHAET—HEELZE, 10XV BFLE (=
HMEE), 100units/mLR=ZIUSGFMITAL (Gibco—BR
L:LIFE TECHNOLOGIES), 100gg/mL#BANL Tk
R43¥> (Gibco—BRL:LIFE TECHNOLOGIES) %#&
ODMEM#EH# (Gibco—BRL:LIFE TECHNOLOGIES)
B1Uz)diD 1250 L OMA. BAETHERBLAFIIN-a—D—-
NVaE¥S )y FRROAHEEEEORIEICHEL .
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3) AFIN—a—-D—-7)vaEZ )T FROAHBEEEDOHE
RBEEME D AF IV I EFY RICBEMREL. WOALHFRER (140m
MiEEF RU T A, 2mMEMA U T A, ImMEMTIIT T A, 1 mME/L
TRV YI A, BMMAFI—a—D—F)a¥S5 /¥R, 10mM2—- (4
— (2—bROFTIFIIN) —1—-EXRSD)) TF¥ANEVE. 5mM
MIZ (ERAFIAFI) FIIAY D EEDBEERPDHT. 4) THRL,
REEIEERE A ORI E L. ERNSGLT 2 —@MEFRBECOS — 7HIfEDOLS
HEREL, 1oz 0iLEREER (14 0mME{LIU >, 2mM
BV A, 1mMEBAEHIVS A, I1mMBIETT RS T A, 10mM2 -
— (4— (2-EROFIIFIN) —1-EXRFV)V) ¥ ZIVEVE,
5mMRUR (EROFTAFI) TIJAY U E2HGOREKRPHT. 4) %
180uLMmA, 37CT1OMEELZ. AMMUBERERERZREL. BE
FA—EEKZ2200 ¢ LiNZ,. 37CTL OMBELR, ERILRES 2
BLLICT uLOAFIN—a—D— (U—-14C) Z)a¥> /K (Ame
rsham Pharmacia Biotech) ZMAEAL. BEHLE
e Uiz, MBRACRBILADES ERVIERBEREAR L, £
R L EMIEFE TN T MU D AFRTEE T OEREE D A HHE F Ik T
FUDAIZEZATL 4 0mMOEALTY > 2SO EBI 0 AARE ARERZ
FRRICFRAB L7z, pilEREERZREL,. MEREERZ 1Yo )ldizD 7
5uLeDOMMA3 7 CT2HRMGHELR. MEHBEEREREL., REHEE
W (14 0mME(IY >, 2mMEAIY DA, ImMEIEAILS T A, 1
mMMEIET 7RI A, 1 0mMAFIL—a—D—Z)VIES TR, 10m
M2— (4— (2—bEREFIIFIN) —1-EXRIVPII] TF ARV
B, 5mMhUZ (EROFIRAFI) FIAY D 2E0RERPHT. 4)
217o)hHi0180u LT oMATICHRELE. COWREEREEZE 5T
2EfTWN, 0. 2mo 1 /LKE{tF NI LZLITzIVHZDT50L9D
Iz ez s kL. Az a7 L —bh (Packard) iIZ#l.
150uloA70>F40 (Packard) ZMARA 707 —h
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PIFL—vaiholy— by TAUCE (Packard) IZTHEE
MZFR L7z, WO DAHENSEBRMDALERZZELBWEEZ10
0%&EL, BMUABKBEDS 0 %HETIRE (1 Cyfl) 2IEE—HEMED
SERANZFEICLVEN LU, TORRIEILUTOERLDBD TH S,

(1]

ARy I Cg i (nM)

sl 1 8 270

FEhEsl 2 0 200

WAY-123783 >100000
PESR _E ORI RTRE M

FREFHOME—BR () TRINBINIALS ) INFFI LTV — )k
BB L OEOBRBREICHAI NG, BCEOTO RS v Fid. Bhi
ENSGLT 2EMEERERZ5E U, SR TORMORERIE IS LB 75
BRRFICHMIEE I EICL D, ENEMBHE TR ERET 5, AR L
D, BRI, WREEAORE. IERES O CRE T S RE 0T
LR R T B T ENTES, e, ME—BR (111) X (1V)
TEINBLAWRBTNS ORI, ME—BR (1) TRINBG/)IES
JYNAF ISV )V EEES U OREENIC RS NAE, WcE
DTO RSy EBET BBMOFEAE U TEETH D, oMY ERHT
52 &k, wiim—®RX (1) TERINZAERHOINIAET ) VA FT
E SV VBB L OT OEBENICHA S NAE, LRCZOTTRS Y
P EEBICMET BT EINTES,

MR 7 J—FF A )
FES 1 : BRDNAT A< —
BF#S 2 : BRDNAT 1< —
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5 &S 3 : BRDNAT A< —

E5&E 4 : ARDNAT 1< —

E3ES5 : E bSGLT 20HIVAFIIIVREY 72 VREICRIG LIeRT
F R
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#F R D i

HO 0.0
HOY “IOH

OH

PCT/JP02/01708

RFOR!, REBIVR BACTHRES TR THEL, ThEIVKRET
5 FEENOFVEFTHO. RUMEHRT VNV EE RN DER T L FIVET
H0. ROVIKRETF. BETIVFIVE, EBHR7IVIFIE, ERTIVFLFF
H,ONOERT VEVE, NOFVET ERT IV DV, BIRER T L F
VE, BRERT VaF &, BREJRTINFUFUAFIVE, BEET. W
ERTBLOERETH SBREINSBMELRIABEOANT OETE 1 ~ 418
10 RAICEFD 5 FRZ6 BEROFERERRE, £RB3N\OF VETFB I OKE
EDPOBRENDEBELIABOBEREZ I ~3FEALTWTHEI W T
W, ERE—BRHO-A— EHOARMEETIVFL OETHE) THS
NBEETHB) TEINBINAET ) VFFL S —)LHRBKE LT

DOEB2MTHFRINSE, EWEFFENsOTO RS v Y,

15 2. — =
R2

_‘_ R!
£
R3/ R* 6
N R

{\
Ny

PO 0 #°
HOY “/OH

OH
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REFOPIIAREFEERI IO RS y VEERT2HTHD, R R Bk
OR AT THRAE> TOTh &L, ThBNAERFE2INOS VETT
B0, RUMEET VENVEE RN BT VEVETH D, ROKEET.
BT IVFIVEE, BTV aFE, BRIV TFFE NOERTIVFIN
HONOFVERETF. BTV SIVE, BIRERTOVEIVE, BIRER T )LD
Ty, BREETVEFY T AFIVE, BEET. BEETRLIOSRRET
M HBREINDRBELRABONT OETE 1 ~ 4EBRAICED 5 £ 6
EBOBEHREREL, $3/\0F VETBIOKBEN SRR N5 BE
FABOBHRES I ~3EELTWTbOLNT 2 2)VE, E-id—BRP!
~0—A— RHOP BABEFELITORS v V2BRTIETHD, A
FERTNELETHD) TEISNBETHS) THRINBF/)NAET )
WAFTE S — ViR 23T OB I A S B,

R® /\\_/( R* RS

A OR!, REBEUR BACTHRE>TOTHEL ., THEIWKERT
FRENOF VRERFTHY, RUEE T IV FIVEE N ERT VFINET
B0, ROKEET. EBR7IVFIVE EBR7IVIFIE, ERTIVFILFA
., ONTERT VEIVE, NOF VR, BRT IV DIVE,. BIRER T LF
JVEE, BERIGIR TV aF S5, BREKE T VFYFUAFIVE. BERETF. B
ERTBLOERETFNSBRINSABELRIFAEOANTORTZ 1 ~4
RNICED 5 £7/213 6 BROFEREREE, F@N0y VEFBIOKE
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APOBRINIABELIRBOBRELZ I ~3AFL TV THINWT 22
WE, Flel3—BRAHO-A— KXFOARERTINFL O ETHS) THE
NBETHB) TRINDTINAET ) VNFFIESV ) FEEERITE
DHFEBLZHITHEEINSE,

4. PBIUOR P OIBARIED—DICTORS Y Ve RTEEEZEL
TW3, FRE2ERO/NIAES ) VINFFLES— )L REKE R 320
WAL T R X N B,

5.  PBXUP BB TORT Y VEBRT SENTNBNERT L
B, ROV OF AR T SIVE, ERT VISV RIVIER T VIV,
BT V% TIVR D)V EEE G T VI F VAR TV 3% LRI
HETHD, FREALROINACS ) L NFFLESV— VRS EEITE
DIEHEI A SN B,

6. FREL~LEBOIINIES ) IINFFI S —)VFEEKE I
FOEBPZMICHEINSE, NZENSOTO RS IFE2EMRSELT
73 % E SR B o

7. t FSGLT2EHHEERTH 555 RIE 6 SR OB R,

8. WIMFPEICER T SKEBDO T XIIEEETH DHRE 6 Xid 7 m#HD
R FEAL AR o

9. EIHMEICERT KEIHRS, MRFESIE EE &1 2
U SIUE, BRERE, BEELE 3L AF0biE #2702
R, JEERBREN. 77 0— AEBIRELE, BLE 5o MENFE,
IR, BRBLES & OAD 5732 5B DER S NBRETH S, HRES
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LB D EEZEHL AR,
10. WIMEECERYSREMERFE CTH S, FEKE 9 IO EIEMEY,

11. ®MEECERY 2REDERFIESGHETDH S, FRHEILROE
SEHE R .

12, BIECERYTSREPIEE TH S, #OKE 9 R O EEERY,

13. EERE1I~SHRB|OTNIES ) IIIFFIESY—IVEBEERERZIZ
ZTOEBEZHICHEINIE, NIEN SO0 RSy T2 FRRRETS
CENSTRS. BILEICER T 2 REO T XIida R,

14. BIFECERTSEBOTHXIEEROERERY 28ET 57
DD, FBRE1~L5ZBHOIN AT ) VIINAFI T I FEAEITF
OFBZICHEASINBE, FWIETNhs0 7o RSy FO/A,

15. (A) BRE1~LEZBBROTINIAES ) IINFFETY —ILFEK
F I OEBEZMICHFEINSE, KNITTh50 70 RI v 7, BLU(B)
A DAY REZMEHERIE, HRNEEE. EJ7 A RE, 1 AU 23
ESE, A AV VEE, FWVHIREERTY DI TZA N, A AU UREE
FI—UHIEE, FNURTFINRTFI—F ] [HEE, DRTFINRS
FH—E 1 VIHEE, 705 oFay KA 77y —¥— 1 BHEE, 7V
a7 VRARY) S —PHEK, FIVI—X -6 —-KAT77¥—FHEEK, 7L
Jh—A—ERAFRT7 7 ¥ —FHEE, ENEVETE RO —EHEE,
ST EER, D-—h1ua /> b=, ZYar EREEE+FF—r—3
BHEE, JIWHIRTFR—1. ZIVhHdBRTF R - 1 E&E 7L
HAVERTFR—17d2AN, 73U, 73U VERE 73Uy d
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ZA B, TIVR—ABTERAERE, KREFCEYERHERE, Tor512F
F—VYCHEBE, v —TIJBBEAEKT OHIZA N, FRITLAF ¥ X
W7 oHI=A b, BERTFNF — k BHES, FE AR BREEE, N-
TEFIWtE—a—U I b=T 2y R=IRTFF—EHEE, 10AU UK
RERTF— 1. I/MIBERRER T, /MK B SRRERTERA, LR EER
T RRERT. ANVZFUOHEEK, JUDY, 5k ROFI—-1—-AF
We& b1, EGB~761, EEZ0OE), AOTFIYR, Y—128,
EROFTAFNITNFUNIAL YA LABTEREEE, 74 T75—bR
&Y. B3—7 RLFUVESREKYIZA b, 7YINAL YA LA ALK
FO—)V7 VIVEEREBEREER, Yo7 a—)b. BRBESVESSZEEY I
ZA b AVATFO—VRIREEE, UN—EHEEE, 2 70V—-LFUTY
BURNI AT y—T 0541 VEEE, URFITF—EHERE, WIZF
YIRS AT 2S5 —EHEE, XU 7 L akBRHEE, KL
BV REAZARE®RE, oF UBHEE. HITREERE. F MU ULREK
JEHEE NS > AR—F—[HEE, TV ATO0—)VTATIVIERES >N HEE,
BARHIEIEE, 7oA TV UARBREER, P RRTFS—EHE
#H, TOoUFTIIU] I RAGERE. TV U CEAREBRIEER, T2
RV BBRET H TN, FIRE, BV U LG, DEIREREE
B U, PRMERRERR, a7 RLFUCEAKRTY I, Hi
M/MRER, REERIEESE, BB EERS XRT VA UEN S5 H
FDEBRINZDIR LS 1BOERZHEDETRBSEE,

16. ®IILFHECERTZREOTHXIIBEDD D, #KE1 5 FEO
EE,

17. (B) BROM, 4 AU MBI, BRI EER, €771
R, A 22U U WMEESE, (AU VB, YIVvhd e/ ETZI
AR, AR UREAFF—FRIEBE., NIRTFINRTFSF—F T I
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FEE, IRTFIONRTFF—LI VHEE, 05 >Fus KX 77%
—tF—1BHEE, JUIAT 2 RAKRY F—EHEE, JII—Z—6—1KX
775 —VHEE, IIVI b—A-ERAKRRAT 7 & —FHEEK, EIEIBT
b RoSyF—EHEE, FENEEER, D-h1o1 /¥ b—Jb, Fyay
CERERT I —E - 3HEE, JINAHITUERTFR—1., FIVHIT R
TFR— 1E&E, FIVAIMRTFR-1 7T, 7IUY, 73V
VERIR, TR U 7 IZA MBLURKIHEN S5 L VBRI N DD
RLEBIFEOEATHD, BIFFEICERTSREMERFE THS, #ERE
1 6 FR#DESE,

18.  (B) BRAD, 1AV VRZMEMEERE, BRIEEE, €771
REE, A AU WRESRE, (AU EH, FNVAhHITCZR/ET T2
AR, A DA DEFEFFEREBER. NURTFONRTFI YT TH
BE, DRTFIRTFSF—LI VHEE, 7051 Fus K774
—¥F—1BHEE, JUar > RAR) T—CEHEE, F)VI—X-6—-FX
Ty —EHEE, JNVT b—A-EZAFAT 7 ¥ —FHEL, EIEUBT
b ROy r—FHEE, FEGHEEER. D-hr1a1 /> b=, FUas
CERBERFT I —E - 3HEE, JIVATERTFR=-1, FIVhHIT AR
TF = 1EGER, JNHIAERTFR—-1T7I=2X b 73U TIY
VEBEBEOTYIU VT IZA NP RBREIDBRINSEDRED 1
OEHTHS, FHREL 7TEROEE.,

19. (B) BRAM, A RV VEZIEHERIE, HRNEEE, €771
RE, A 22U MREEBLOA AU EFNS 2RI 0BIRIND
HATHS., FHREL SLHDOEEK.

20. (B) BRAM. A AV MR, FRIAEE, €77 A
RE, 122U RESE, AU C8HE, ZVIVhIT Z2/ER7 o702
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AR, A DA CBEEFFEHEE, NIXRTFONVRTFF—EI IR
BE, DRTFIONRTFF LI VHEE, 05 FOd 2 KRKAT 75
—¥— 1 BHEEE, JUaAF RARY F—EHEEK, VIV I—ZX—6—1F2R
Ty —YHEE, IV F—A-EXARAT 7y ¥ —FHEE. EIECBT
tRoryr—ElHEE, HEHEEESE, D-h1a1 /> b=, ZUary
CEARERF T —E-3HEE. FIWAITUBRTFR—-1. FIV T KR
TFR— 18R, FIVHIUERTFR-17d=A N 7IUY, 73Y
JEEIE, TIVUTOZAN TIVR-ZABILEBEREEE, KRELEDS
REERE, 051 >FF—ECHER., v -7 I/VBRZBFRT VI IR
b FRUDAFS VRN TIHI=Z b, BERTNFE — « BEER, I6H
BECBEREER, N—-T7TEFIUb—a -V I h=T7T v R=IRTFF—
YHESRE, 12U ERRERTF— 1. W/MREERERT. M/MHREE
HFEsaE, LEEmEET, fRRERT. IV FOFEE, vUP >, b
—ERaFY—1-AFIEF P12, EGB—-761. EX/OEIN. A
OFFY R, Y—128, 7oV T2 UARESREEE, LY RRY
FH—FHERK, 74572301 | ZREERE, TRt CEHESR
[HEHE, T2 REY VERET YT FBIOFIREN S5k 0BR
ENBDRED 1FBOERTH Y., wIFHEICER T 2 EEIHERFIES O
ETHSD. FHREL 6 mEDELE,

21. (B) RO, TIVR—ABTEREER, 7245 EHE
KHEERE, PHELY RRTFHF—EHEEBXOT O VF 72001 [ 2K
EHEDPSRDIBIVBRINEDRE LD LBOEHTH S, #RE2 05
HOE,

22. (B) BRAM, A DAY VERSZIEERER, FRNEER, E77 1
REE, 12U 3 IMEEE, AV EH, VAT ZB/EY 52
Aby A AN RFEFF—ERHE, NIXRTFONRTFI—EI IH
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B, DRTFINRTFSF—FIVHEE, o5 oFad KA T77%
—¥— 1 BHEEE, JVaAF FAR) F—EHEE, J)VI—ZX—-6—-FKX
Ty —YHEE, IV FA-EARAT 7y & —EHEE., ENECBT
EROy T —EHEE FEHEEESE Db oq/ ¥ b=)b JUay
CERBERF Y- SHEE, JIVHIURRTFR—1, ZIhTd 4R
TFR— 1ERE, JIWAIHERTFR—-17dZA N, 7IU2, 73U
VERRR, PIUDTIZAN, B3—F RLFU UREKTIZAMBLUR
BN SR REVBRINS DR LD 1 BOEFTHY ., FIPHEIC
ERT5EENEMETHS. FREL 6 RROEEK,

23. (B) AW, B3—7 RLFHUREEY IZX M BLORKMEZE
DORDELIVBIRINSIDBI LD IEOREATH S, #RE2 2FLEHOE
%0

24. SBEMEENEYICEBREEER, 20 b CBRIEESE.
O RSO HFIEE, O RS T IS A R, VT R0 S RIS,
JNVT RUFU SIRHHEEEE, o —7 RLFUVSEKTTZAR, Bo—7
RUFUBEETYIZAN, R=NRIT7IZAN H2FE/ A REZEKE
FUIIAZAN, v =73 ) BBSEKTY VI TZA N, Hy—EAFI DT>
FAZA N, L=kAFPr, VIF>. LIFUEEE. LVITFUSREY
OZA B, AS7ANFIS2HEETIZA N, a— X 52 U HBERERIVE >,
AHA =T 2R T2 HI L Fab—=F RIS RAZU T, A
SV, ZUFOAAYFIVIASAR ANVT R, AV RV
GFEEXRXTFR, KRRV, AVVA MR T7IZX M, a)Fabo
EUBERIVES, 2)VFaboe VBBV EERE. aFabkogry
BHAVEY 7 I=Z b, w0 Fo. YR RAZF2, YR RAYFUHE
Bk, VIR FUZRET A=A, FEETYSFTZV— b0 5 —EiEE
ERTF B, MEREERERT, U7V —Za—haEv s 77745 —,
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A O b EVHRESIVEY, Za—aF2 iy, Y=N\P, Za—aX7
FRYZUHITZA R, A RRTIFRTLF IR, HI2oT ¥
dAZA R ASZ>—a i N T4 Y TRIVERBETY VFTZX B,
77 —FHEEEARERB LNV F I OBBRET YT A NL DR D EN
LBRINZERTH S, FRE2 3EHMOELE,

25. (A) BRE1~L5RBOTNIAET ) VINFFIETY —IVFERK
itﬁ%@%@%%tﬁ@éh@%ﬁm@%héwfuFiwﬁ%i@ﬂ%
A VAU R, FRNEEE, BT A R A PR e
W, AR BKF, FIWHIAVEREY F TR, 12 AU U2ERK
Fr—tHEE, NIRTFINRTFIF—E T IHEE, IRTFINRT
F&H—Y I VHERE, 70571 >Fad >R A7 75 —F—1BHEE, JU
AFVRARY S—PHER, VNI —A—-6—-FKAT7y¥—YHEE, T
7 h—2Z—EARRA7 7 ¥ —EHEE, CIECETE MO F—EHEE,

FEpEgERREE, D-h1oA /Y b=, FVayr  amERF—F -3
RESR, JINVATURERTF R~ 1, FWVHIAURRTF - 18k, T
AIVERTFR— 17T b, TIU S, TR VERE, 73U>7d
ZA N, TR BTEERAER, KARECEDERBEE, o051+
F—ECHEE., v 73 /BBZEEY >HFIZA N, FRMITAFY X
W7 >H A=A, BERTNF — x BB, [FERBLERHEEE N-
TEFIME—a—U o h=T Iy R=DRTFHF—CHEEK, (>R %
RERT— 1. M/NMREREERT. f/MRERRERTERE, EEEER
T ERRERT. ANV F B8R JUPY, 5-bROFT—1-RAF
WeF> b1, EGB—761, EEZOEBN, AOFFYE, Y—-128,
ERAFTAFIINT UINAL A LABTHREEE, 74 75— %
L&, Ba—7 RLFUEZRERTFIZAM TIIVALTAL LA OV A
FO—=)VT7 VIIVEGSEREEER, Tu7a—). BRBSIVECZEET T
ZA M AVATFO-)VIRINEESR, UN—EHEE, 370V —-ANUTY
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Y RRI VAT 7 =TT VEER, URFI S F—CEEE AT
SRV RIS AT 25— EHERE, A7V ARBEREEE. KL
HURNERSZAKRERE, a7 VBRFER, BHEBREEE, MU D LARE
FEHER NS D AR—F —HEE, AVATFO—)VTATFIERESY >N J HEE,
BRIEIGIEE, Yo OFT oY VEMBRREEE, FELY RRTFV—EHE
R, 7oOFFII ] I SREEFE. T2 N CUAMBEREEE, 1>
REU 22BET 2Z I, FIRE, VT LG, EHRRERETE
B, RHARGEEIEE, FHRMEREE, o, — 7 RLFUEBBREKRTIZA N,
M/MREE, PREBAERRIHERE, IRBIREEERES L RY IV JLEN SR 58
KOBRINBDIL LD 1BOERNEEYDERESTHIENERD, HILFE
EICER T 2 RE O TR X IIEBELIE,

26. BIFECERTSERBOTHXITEEROEEHKY 2EET 5%
DD, (A) FHFREL~S5EBRO/NACS ) VA FTES—FEEER
S EOEBEZNICHFRINSE, Z0nRENSOTORI v T, BLY (B)
A DAY RREZIEETREE, BRINEERE, B 71 RE, 1 AU D73 E
I, A RUERE FNVAAUZRET O TZAN, A 2R VEEE
FF—EHREE, MIRTFINRTFS L] I HEE, IRTFIINRT
FH-E I VHERE, T05(>Fus>hA775—E— 1 BHEEE 7
a7 VRARY S—FHERK, V)Vd2—ZX—6 KX 7y ¥ —FHEE, 7))
JRN—A—EARAT7 75 —FHEE, EIECETEROS F—EHESE,
JEREHERERE, D-h1a1 /Y b=, ZUar o ERBEREFT—E— 3
HEE, JIWATERTFR=1, FIVAITHERTF R— 1E&EE, T
HAVEARTFR-17d2A N, 73U, TIUERE 730> 7T
ZAN, TIVR—ARTEREEER, KRECEVERBEE, o512+
F—UCHEE, 7—73 JBBSEET >FI=A M, FRUTAFY > 5
W7 oHZ A, BERFNEF — « BIHEFE., FEEBRCEBREEE. N—
TEFIUE—a—-U 20 =Ty R=IRTFF—-VHEHERK, AU K
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RERTF— [, M/MTERRERT. /MR RRER TERAE, LREER
FoOHRRERT. ANVZFUBEE YUY, 5-bROFI-1-RAF
We&>b1>, EGB—76 1, EEZOE), AOFFY R, Y-128,
EROFIAFNIINT VN AL T LABTERHEEE, 740791 %
b&¥, Bs—T7 RLFUSBREETIZAM FINIATZTFALAA:IVAR
TO—)V 7 VINVEEBERRER, Yo7 a—)b, BRBRIVESZEET I
ZAM AVAFO—)VERNEEE, UNN—FHEEE, I/70V-ANJFTY
TURNI AT y—T705A VHEE, URFI T F—EHEE, HIL=F
SIWVE RIS AT 2T —FPHERE, A7V ARBERAEE. Kk
BYREAZARE®RIE, —OF UBFgk, HHBRIEEE, MU U AR
JEHEE b 5 2 AR—F —HEE, 2V ATO—IVIATIVERESY 2N\ T HEE,
B, 72 U4 VB MBREEE, PHET RRTFY—CE
B, ToOFT o] I ZEBERE, L2 R CERESREAEE,
REU CBBET >F TN, FIRE, DIV AEHE, WELEEEE
2, RUTEETEE, PARMEREE, o, — 7 FLFTU UEZBEKT I, #i
/SR, PREZEFRREESE, REBIEMEERB IR T VI ULEN 5725 F
KDFERINZDELED 1EOEROFEH.

(KFOTH2, 3, 4, 6-FFTF—0—TEFIL—B-D—-FNaAES)
ETHD. RN RZBEIORP BACTHREZ>TWTH LS. Thahk
FEETELEINOFVETFTH O, RUMERT IRV EE 130N HER T L F
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VETHD, RIKERT, EBE7IVEVE, ER7VIFVE, BRI+
VFAE, NOERT VEVE, NOFVET. ERT7 VIV, BRER
TOVEIVE, BRERT )V IFVE, BRERTIVEY T2 AFIVE, BRE
F. BERTBIOEEET) SBRINS ERELIIFABOAF ORET 2 1
~ AEBNICED 5 £7213 6 BBOABREREE, L3N0 VETBE
KB 5 BIR S N2 REE I FEOBEREE 1~ 3EELTHTHEN
72 Z)VE, F2R—BEP - 0- A~ @0 P IKRRT Sk
DREBHTH Y, ARERTVFL VETHS) TEINHETHS) TR
NBZIVAY S ) VAR L LS — VSR E I 3E DR,

RFORL RPBIVR BACTHRAAZS> TR THEL, THENARET
FRINDZ VETFTHO. RUMEET )V HIVEE 2N ER T VLR T
B0, RIZKRRET. EHRTIVFVE BHETIVIFIE, ERTIVELFA
H.ONOERTIVFIVE NOFVERT ERT N oIVE, BIRERT VE
IV, BRERT L aF 5, BRERTIVFDTFOAFIVE BERT. W
BRTFBLOSRFETN SRR IN 5 REE L AROANTOETE 1 ~ 41
BNICEHD 5 X213 6 BROBEFRERRE. ELRINTF VETBLOKE
HENSBRENABELIRABEOBENRLE 1~3EFL TV TH LT =2
VA, E2E—BAP - 0-A— @EH0 P IIKERT E KRR ORE
HETHO, AMERTINF LV ETH D) TERINDETHB) TEREINBAR
VIS —UBEAE I O,
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SEQUENCE LISTING

<110> KISSEI PHARMACEUTICAL C0., LID.
FUSHIMI, Nobuhiko
FUJIKURA, Hideki
NISHIMURA, Toshihiro
KATSUNO, Kenji
ISAJI, Masayuki

<120> GLUCOPYRANOSYLOXYPYRAZOLE DERIVATIVES AND
PHARMACEUTICAL USES THEREOF

<130> PCT-A0206

<140>
141>

<150»> JP P2001-053085
<151> 2001-02-27

<160> 5
<170> PatentIn Ver. 2.1

210> 1

211> 20

<212> DNA

<{213) Artificial Sequence

<220)
<223> Synthetic DNA primer

<400> 1
atggaggage acacagaggc 20

<210> 2

211> 20

<212> DNA

213> Artificial Sequence

<220>
<223> Synthetic DNA primer

<400 2
ggcatagaag ccccagagga 20

<210> 3

<211 29

<212> DNA

<213> Artificial Sequence

220> )
<223> Synthetic DNA primer

<400> 3
aaccicgaga tggaggagea cacagaggce 29

210> 4

211> 29

<212) DNA

<213> Artificial Sequence

PCT/JP02/01708
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<220
<223> Synthetic DNA primer

<400> 4
aacaagcttg gcatagaage cccagagga 29

210> 5

211> 25

<212> PRT

<213> Artificial Sequence

<220>
<223> Peptide fused to the carboxyl terminal alanine
residue of human SGLT2
<400) 5
LY? Leu Gly Pro Glg GIn Lys Leu Ile S?B Glu Gla Asp Leu A?g Ser

Ala Val Asp His His His His His His
20 25
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