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BT, FIRMATEYBO TEARR:

N
1 N
Q N
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Hi RVAFREAEFHEAH 13 M RRETHESSCERE: QAT T—
MERTHNER:

0. LO—
HO
HOY “OH

OH
R - MRRERSH 13 A BB TFHESRI RS, AR ARTA 141
BEFHEERISGE. 47 I3 M BRETHESERY#REE. HEF 134
R TR E S .
3, WACFIESK 1 BRI R S T A B B TR,

$IEZET, Frd@fTEy sm T EANE:
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LA S AT AE Y. & AT YR A A BRI & R R R

R F B
7 5 B 5 J% FB A 2549 60 nik e %0 4 48 okt M (glucopyranosyloxypyrazole) 1T £
MEE i FAESNGE, SRTEYNANA SR REE.

RAER

EREAE-FHESRAIBEZTHIRTEHHNERNEERFITAHFKIE
. B, STERREEHT TR MEsT®. Wi, BERSEFRFEL
ST RSN, RERMBITHYRT. RECHARM. BERMRD R
SREEAENERAS. AT, WIAHEEBRE/RRALEIER, 0235
W BERTEANRLE. £HAREDZHBEENN, BRUEIBERNE
M, BiRAHLBIGHTHAER. B, ATHEAXENE, FETX R
HHVHBFRERAL.

EE, FEABERFANFRCE THE, SHAPELHESFTHE
% (1 1 B R iy R i R 1 2 6 HE M 3 P8R i % 25 %% 7K SF (J.Clin. Invest., 58 79 %,
 1510-1515 T((1987). R4h, ERETEFERNEKR SI FRFFE
SGLT2(Na /EH B AHEER DAKIES 5@ E MEE IR &N
BIRU(.Clindnvest, 2 93 %, 5 397-404 T1(1994)). ik, X A SGLT2 K97
sl geRs FE I BEAENERK, MERFDRFRTBEEE, FELA
BEEKTEES. Fit, SHEREFETA SGLT2 A RAMEEE R HE
sMBERRY. WA, BT XHAyRHEERENSEREEIFRLRD S
R REMEERE, TR ERA R SR A,

EHER TN SHUMES L EYE WAY-123783 N T E# Rk
BEEEER. BE 4SRRI AKEHO Med.Chem. 58 39 4, 5 3920-3928
T (1996))-
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HPRRRERFRMESRE: QM T FH—MERTAEH:

HO 0. LO—
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o RAFABETFRIEERE: QR T?HH—ME 2,3,46--0-28
E-B-D-MRWEFELEER, TH—MURRRRAEERRUEFAE)E M
MR AREET. RERE. KEREAE. REARRE. af(RERE)EHD
REET, AP RE2SWMTFEXMEEMMATEYRAL S ETEXHE:

R? 0
3 /i W (Va)

B RPKFRESGE. BEREE. BRERME. SRUIRRE)EDX
HRF: RRARBESHSE.

AR AR IEE R

R EIECHT TIAEMAR L IR A SGLT2 FMEIEHILEN. &
B, SMUBEROFTHOHEEEEEMTEYRALD T A SGLT2
Bt BMEIEYE, AT A KRR,

B, AKBHRENTER M HEREU AT EYRE L FE ETER
fizh. SEMEYHADAS DRI FE G

R2 T1

é1
e RARAEFRESRRE: QR T HH—MRERTAEH:

HO 0. _,0—

HO™ “OH
OH

BAMAEEEEEREREREE)ER; A RAREART. KRER
#. BREESE. BEARRE. SRIEEEE)EARIET.

E FEROFFR TSy, RE BEEE” EAH 16 MRRT
MESRTHEEENEE, 28, BX. RRE. TE. BTE. T &
TR, RE. BRE. FRE. BULE. DES, AE CBERER EYH
16 ABEFNERRLHEEENTFAL. 288, REE. BREAE. T
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Ea. BTHE. HTHRE. HTERE. REE. RREE. FREE. AN
S, CERZ, MAE “EREERE” HEH 1-6 MRRTHERI R
mEMERE. ZHE. ARE. RANE. TRE. RTHE. #THE,
BTRE. REE. BARE. FARE. RARE. CHRES. AE ‘xR
Fr REET. AEF. AETHHMET: AAE “ORUREHEE)ER" 17
HARRMBARL 1-3 4 Lk B FRAN LR ERRRERER.

ERARER &, AEFHE 13 M BRETHEEI I #RELMNEN, B
AEF. 25, AERERERENMEN. ERAE R P, RENREH
AABRETHEERSHEE. 88 13 M RETHESREEREE. &5
13 ABETFHESBRIERRSE; AZE. 28%. AREE: UFREL
BRIEER. MEAE QM T s, RENAEMNTHEE—1T2EH 13
ABEFHESERTERSE, BFHRENRENTHELE-TETE.

Fltn, FLlEm TR & EREBROFTFOKED:

BE’1 . $& 2

. R¥COCH,COOR® R? , NHaNH; R® P

~ >ﬂY (I1D) D s

D) R % sifmke N
(IV) (V)

ZE‘% 3 ﬂ%% 4 2 1
NZBE-RR-o- R? Tk " ] \T
D-HE#E . o /NEN —_— Q' N,N
2MEE R’ (I) R
R3-X(VI) (VII)

Hb XY RFEZEANSTERET. FHEIAEXFRBEBEE: A
HESFEERERELEERE)E, ERFENLE: RARKEKRE: QW
T2 hfgg— MR E 2,3,4,6-T0-0-Z B -p-D-it i H M2, T 5 —PMUARESR
HEREAUESEE)E: MR RN QM T RENT L.

FE]1

TR S H B T B4 T, B M 7 o Ll BB (D) B s BF 2
FEMEM EARRUDATHREZREES, B EEXAV)FIRHLE
Y. BTFHRMEOEEEFNTUFZEN 12-2FEEZR. MEKE. NN-T
71 3 F B (formamide) EAIMESHEHE. REBFEF AZRERRER,
REBTE—/EN 1 ARE 1R, RATERY. BANENEE.
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B EEROVFRO S B —KEMERERENFEEH A
38 (V)R B e R AT A A . T R P PV AU AT LABIEE Oy R
SrkmE. 845, EINNESYSE. REREE¥ HERERRER, REEIE
—fh 1 NRE 1R, BRTFREY. BRAMRNEE. ERFATEREE
gl BB (VTR MR E LRI SR ETH TR 3.

F&3

()Ll FBR (VIR B B AT P R R B RG AR, ERW
BB, EEEETE ZE-BR-o-D-BE B LB (V)RR
M ERAT A E L, FERBREEEN, EEEETREER&ER)FTHLU
o F@E R (VDR F S B BRI LA T Nr B, W& m EE s
(VIDFF R B AR AL & 4. 2R AL R B BT B R BRI AT LAZU 26 0 TN SR 5. |2
NEETLAZEIEREE, REMEEEN 1 /ANE 1R, BRRTERD.
BRI R NEE. 76 NSRRI ANER AT UFIZE A L. NN-ZHE
AERG. NEAEE. SNINRESENS. RNEETUSNERIIFMREE, &
R EEE R 1R LR, RRTERY. BRAMRNER.

(2)%4 40 LB R (V)RR E R A R B AR ) £ RN, EH)
MHBREEER, EEEENMRBLRFE) A LB-RAR-o-D-AEHERK N LE
(V) FT R M H BT PR R AT R T AL, FFERBREEEN, ERNEERIRE
SERREE) S B BB R (V)R RG4S 18 B B 4L & AT N-Z 4L,
& FERVIDFIRBANAEY . EELRNPABAHERTUIER S
B, MEMREZE., REBETUANZEIEREE, RENEEEHR 1/
1%, BRFREy. BAMRNEBE. & N-EL RS TR MERE U
K. NN-ZRERER. NE%km. eIIMNESENSE. REEET L
HEBIEREE, RNMEEEN 1 AE 1R, RRTESD. HHRAR
Rl 5

EREAFEEAINW EFERVIDFROAEYHAREE, BTFH
ATHE 4.
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A LE I FE R (VIDFIR S DT EE K, HEEKENREY
0. ZHREFFAMEFTURFRE. 28, NEAKNE. KMREEHETS,
A LA s ins. ZEMHEEER. RMEBEEEA 0CHER, RN
BE R 30 8B 6 MR, B TFRED. BRI MNEE.

win FEROFRHAEYPIAE R BIEESER, 7T LW T
%

&S
Rz T1 Rz T1
R*=X (VD) {
/I P . / N
1 N Q1 .
Q N’ N
i
H R®

(Ia) (Ib)

Ha Q. RAL RN T XMEXWLE.

FB’S
EERNBRERFERENEERLEMEBLME, EBEENTRADLE

ﬁﬁwm%%%N%ﬂﬁ%&ﬁ%%@iﬁiﬂﬂ%ﬁ%&%%,ﬂ%%ﬁﬁ%
i F B ()B4, R R BT R OIS TR T AR NON-Z A R A
—EEEZE. THEETR. NEKR. 8. ENMREENE. RNEE
BEYEEIERERE, REME—®KL 10 583 1 X, RRTERY. &
FIFN R AR

AF RS BEOERVIDFIROLSRARTAESRAERNDOI
aE hiEk. A& m EER(VIDF RG-S RN EERXOFT 7RI
a4k, MERAE QR T FRAEE—IEH 13 MREFIERICER
¥, BRMEMEINERE.

st E R (VB LS PE NIRRT, TUANMTF=EZRMEHE, IR
FRMN&HFIEK:
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Hb RARHEL W L. BFntERSBERNERXWVFARHLEH AR
S LU EA & EE RO RS YR R E . 3 AR B @ (V) FTiE
fLS A EEROF RO EYTE, BERRAEREEE 13 T HA
FHEERTHEE AERENERAER ZERE.

HEHEASEFENAEELE G, BHALNENRR, S8MEdeR L
RERFEBINALHD EBXOF AL ED.

FIEMG %, TTLLHARBm EERFR I EEE M EYR
W22 FATES M S. XESMAFEESENR@ER. SRR, 2%
B, B, K. BRSMBRNRE. 5ENBRMWMTFR. LK. FHR. X
. -PEER. BB, TER. BEHR, BER. Z0R. TR, ER.
o, Dk, L. TREBE. BR. AR, RLERZ)NBMMAR.
SXHmnins. F%H)0E.

ARBUMIBEROFROALESWEEENSHZLTERRNEN DL
B KT R A R &4 .

ARBU EBEROF RS WEERFOME A SGLT2 HiEE, H
KRBT RATERR. BRBHRE. REENEY. flw, EmF
%t A SGLT2 iE M EIE AR T, ARFHLE Y A SGLT2 =4 &M
EM. B—FE, BT WAY-123783 Xt A SGLT2 HMHIEHRSS, HLEAAS
BefE A A SGLT2 KIMEIFI MRS 2% RIER. |

Lk S AN A SYETERBTR, FRANERHRARRATENN

._7._



10

15

20

25

------

M. FIEEET LN OREE B AMA T AR R, B, AR, THRE.
R, BB, EEN. B BHE. BN BES.

A5 & EMEARMAMMBER . BEAN. S&7. BEA. WEA.
ErhFl. ZEF. FEA. EER. TR, SE. REN. BENFRES
RETNREREERS & XEAmAay, FAEATEENREY.

ek R A S YR T EFREITE, BEBENFR. KA. FE
R ERE R TRR, SRR EEAFEER S M EBRORFHLEPER
2 b AERNBNAE, NORMEEIREAGROFBEEARN 0.1-
1,000mg, MHBEMEATMESIIREASRIFBEEL N 0.01 £ 300mg,
MASROFBETUSRERETRNAE, HEIET.

SE e 1
TS ETHA. SHAMMREHEHE—SFRRAERA. BXF

R TAEA R

SRR 1

12-Z 8 -4-[(4-B A HEFER) FE]-5- 7 2 -3H-A MEOH-3-FE

IE 45 T 45 2 3 FF 5.0 34g) Y U L W I8 (6m )Y ¥ R DA = Z.B%(0.28ml) A1
FRAEEE(0.16ml), 7EEEMEIEEY 30 H4. SEBEFANEEY. &
AR 4- R ERFE TR Sk ER MBI LF60%, 8imgf L
Bt 7.8 FES(0.20mD)f 1,2- = FEE ZHF(Om)BFBE T, £ 0CHHILREY)
SH. REBRNESWEHNEMRRESKERT, FHLBEREIINE
o, FHKkEEENE, FELKRRETER. RETREEN, HREY
BHETF R (Sm)H. EMERT IMATARE0.19m]), 7E 80CHHLEEYL
%. RETREEH, ERREEEFGLREBYDERE: —EFR/FE=
10: 1), B3] 1,2- 25 -4-[(4-RRAEEE) 7 E]-5- F 2 -3H-ML ENE-3-F1 (95mg) .

'H-NMR (500MHz, DMSO-d;) & ppm:

1.22 (6H, d, J=6.0Hz), 1.99 (3H, s), 3.45 (2H, s), 4.40-4.60 (1H, m), 6.65-6.80
(2H, m), 6.95-7.10 (2H, m) |
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1,2-5-5-FF H-4-[(4-TA HE F ) B 25 )-3H- L PR DR -3 -

LM E 1 TR AU R &R AL ey, B 4AEFETEREN 4
RAEAEXETE.

'H-NMR (500MHz, DMSO-d;) & ppm:

0.75-0.95 (3H, m), 1.45-1.65 (ZH, m), 1.99 (3H, s), 2.40-2.55 (2H, m), 3.32

(2H, s), 6.95-7.10 (4H, m)

LR 3

1,2-Z 5 -4-[(4-F T HFHE) P E]-5- - 3H-0L MIH-3- A

B | FIRRUFEH&FELEY, BA4+RTEEFREAR
4-RRAEEXFTE.

'H-NMR (500MHz, DMSO-d;) § ppm:

0.83 (6H, d, J=6.6Hz), 1.70-1.85 (1H, m), 1.99 (3H, s), 2.30-2.45 (2H, m),
3.50 (2H, s), 6.90-7.10 (4H, m)

LR 4

1,2-Z4-5-F -4 [(4-HEEFE) FH]-3H-A PR3- He

S hs 1 TR EE&REREY, BR 4 REEFFEEN
4-BREEFEFE.

'H-NMR (500MHz, DMSO-ds) & ppm:

0.95 (3H, t, I=7.4Hz), 1.60-1.75 (2H, m), 1.98 (3H, s), 3.46 (2H, 5), 3.75-3.90
(2H, m), 6.70-6.85 (2H, m), 6.95-7.10 (2H, m)

SERE] 5

4-[(4-ZEEFE)FHE]- 1,2- 2 4-5-F 2 -3H-ML EME-3-F6

ASsip | FIREUMTERHE&TENEY, AR 428 EFFREEA
4-RREEFETR.

'H-NMR (500MHz, DMSO-d;) 6 ppm:

__9_
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1.20-1.35 (3H, m), 1.98 (3H, 5), 3.46 (2H, s), 3.85-4.05 (2H, m), 6.70-6.85 (2H,
m), 6.95-7.10 (2H, m)

LR 6

1,2- = 5-5-F B -4-[(4-Z 5 PR E) FF 5E)-3H- At M- 3-

A5 SEie 1| FREnFEsERELEeYy, BH 4 ZRAFEFFEY
R4-RAEEERE,

'H-NMR (500MHz, DMSO-ds) § ppm:

2.02 (3H, s), 3.64 (2H, ), 7.30-7.45 (2H, m), 7.55-7.70 (2H, m)

LHEBI 7

4-[(4-F-THEEHE)FE]- 1,2-Z58-5-F F-3H-0L H-3-F

B5xif 1 AR T ES&FEKEY, BR 4R-TEXFEY
R4-BRAEEFEFE.

'H-NMR (500MHz, DMSO-d;) & ppm:

1.24 (9H, s), 2.01 (3H, s), 3.49 (2H, 5), 7.00-7.15 (2H, m), 7.15-7.30 (2H, m)

LB 8

4-[(A-TEEFEH)FE] 1,2-Z8-5-FZ-3H-ILBI-3-F

FETHB 1 B EsFELEY, B8 4+ TREEFREN
4-FREEERFE,

'H-NMR (500MHz, DMSO-d;) & ppm:

0.91 (3H, t, J=7.4Hz), 1.30-1.50 (2H, m), 1.55-1.75 (2H, m), 1.98 (3H, s), 3.46
(2H, s), 3.80-3.95 (2H, m), 6.70-6.85 (2H, m), 6.95-7.10 (2H, m)

SEHEA) 9

1,2-Z4&-5- P H-4-[(4- PO ER E) P A)-3H-AL MR -3- 59

FELie | FIRELFERN&FELEY. B 4-(FRE)FFEY
R4-BHEEETE.
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'H-NMR (500MHz, DMSO-d¢) 6 ppm:
1.99 (3H, s), 2.42 (3H, 5), 3.50 (2H, 5), 7.05-7.20 (4H, m)

SLHER 10

5.7, %-1,2- T 5 -4-[(4- PR E K X)) FE]-3H- At ME-3-F

FE5THE 1 FidRpn7EasmaEtey, ER +-(TRE)EFRY
RARREEFEFEFAEAARRFEERIBIKBTE.

'H-NMR (500MHz, DMSO-d;) 6 ppm:

1.02 (3H, t, J=7.6Hz), 2.39 (2H, q, J=7.6Hz), 2.42 (3H, s), 3.51 (2H, s), 7.05-
7.20 (4H, m)

L 11

1,2-T5-4-[(4-F R FH ) P E]-5-F E-3H-ML W-3-TH

S AL (60%, 40mg)fy 1,2-~ BEEZHZ(Im)MBERFIMALBLE
EAS0.11ml). 4-BFREFEF(0.17)FELBNBLY, 7 SOCHAIURSE
Pt . R NESYIREAARBRREMKERT, HLRRRBINES
W, AEAKESENE, FETARBETER. RETHREEMN, BERBUE
BT EH(Im)F. EHEETIMATAB0.094ml), 7 SOCHAMBEEIT
", RETREEH, ERRIEENGUBREYOGENRE. —EFk/FlE=
10: 1), B3 1,2-Z58-4-[(4-RREFE)FE]-5-F 5-3H-MEEME-3-89(0.12g).

'H-NMR (500MHz, DMSO-d¢) & ppm:

1.02 (3H, t, J=7.6Hz), 2.39 (2H, q, J=7.6Hz), 2.42 (3H, s), 3.51 (2H, s), 7.05-
7.20 (4H, m) |

SEHER) 12

4-[(4-Z K )P H]-1,2- “5-5-F 2 -3H-AL MWk -3-F8

BELHE 11 R MR T E&FELEY, B 4+-ZEFEAEN
4-RREFTER.

'H-NMR (500MHz, DMSO-d;) & ppm:
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1.13 3H, t, J=7.6Hz), 2.00 (3H, s), 2.45-2.60 (2H, m), 3.49 (2H, 5), 7.00-7.15
(4H, m)

SLHED] 13

1,2- 2 8-5-F 5 -4-[(4- F E F ) F £ ]-3H- AL PAERE-3-

BESTHd 11 FRRBLTES &AL EY, B 4-FEFEREN
4-FAETER.

'H-NMR (500MHz, DMSO-ds) & ppm:

1.98 (3H, s), 2.23 (3H, s), 3.48 (2H, s), 6.95-7.10 (4H, m)

BELEY 1

4-FFH1,2- 2 H-5-Z FUF E-3H-A E0E-3-FE

BAExiif] 11 FraRMurEsgndnsy, BAZRIBIBEN
ZEIZBEFERFAFEREA 4-RAEFER.

'H-NMR (500MHz, DMSO-d;) & ppm:

3.73 (2H, s), 7.05-7.35 (5H, m), 12.50-13.10 (1H, brs)

SKHEf 14

1,2- 25 -4-[(4- B R HE ) F E]-5- 5 - 3H-ML W 0E-3-5

RAEisl 11 g TEs&RILay, B 4-FEETERE
R 4-BREFTER.

'H-NMR (500MHz, DMSO-d;) 8 ppm:

1.99 (3H, 5), 3.47 (2H, 5), 3.69 (3H, 5), 6.75-6.85 (2H, m), 7.00-7.10 (2H, m),
8.70-11.70 (2H, br)

S HLHEH] 2

4- %3 -1,2- " 5-5- F FE-3H-AL MR- 3-

BELif 11 Fiddup ks &irBuey, ERFEREN 4-7A
EFER. |
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'"H-NMR (500MHz, DMSO-d;) 8 ppm:
2.00 (3H, s), 3.54 (2H, 5), 7.05-7.30 (SH, s)

SEHEG] 15
4-[(4-5 T IR TR 2E) B 215 2E-3-(2,3,4,6- 15 -O- Z B - B-D-RiL W ST 4 51
#)-1H-AE

IE 1,2- S 5-4-[(4-B T E -5 ) F H]-5-F 2-3H-iL Mmk-3-Hi (46mg). &
B A% -o-D-B 185 (99mg) R 4A 43 97 B9 DU £LRR M (3ml) B V% P B BRER R,
BIHIRAEWE 65C FBARBIH . REAEEAERK EEBITAML IR R
SRR TIENE). ERREH#THEREZENTHE—SALERH
ZEZE: SE=21), B3 4-[4-FRHAEEE)FE]-5-F#-3-(2,3,4,6-14-0-
Z. Bt #-B-D- Mt g 87 6% S 2 )- 1H- R M (42mg) .«

"H-NMR (500MHz, CDCl;) & ppm:

1.25-1.35 (6H, m), 1.88 (3H, s), 2.01 (3H, s), 2.03 (3H, s), 2.05 (3H, s), 2.10
(3H, s), 3.45-3.65 (2H, m), 3.80-3.90 (1H, m), 4.13 (1H, dd, J=2.3, 12.4Hz), 4.31
(1H, dd, J=4.0, 12.4Hz), 4.40-4.55 (1H, m), 5.15-5.35 (3H, m), 5.50-5.60 (1H, m),
6.70-6.80 (2H, m), 6.95-7.05 (2H, m)

SEHEG] 16

5. E - 4-[(4- T3 HE FH ) B 5 1-3-(2,3,4,6- 19 -O- Z B B B-D- At 1o ] BE L 2 )-
1H-At M

BAELiE 15 FFRBUM TR &FELey, B 1,2-28-5-FE-4-
[(A-FEEE)FH]3H-MRM-3- TN 1,2-28-4-[¢-FREEFE)FE]-S-
FR 3 - 3H-Atk PRk -3-

'"H-NMR (500MHz, CDCl;) 8 ppm:

0.91 (3H, t, J=7.3Hz), 1.50-1.65 (2H, m), 1.86 (3H, s), 2.01 (3H, s), 2.03 (3H,
s), 2.05 (3H, s), 2.10 (3H, s), 2.45-2.55 (2H, m), 3.55 (1H, d, J=15.8Hz), 3.63 (1H,
d, J=15.8Hz), 3.80-3.90 (1H, m), 4.13 (1H, dd, J=2.3, 12.4Hz), 4.30 (1H, dd, J=3.9,
12.4Hz), 5.15-5.35 (3H, m), 5.50-5.60 (1H, m), 7.00-7.20 (4H, m)
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SCHE 17
4-[(4-5 T HFEE)FH]-5- T 5-3-(2,3,4,6- 10 -0- Z B 2 -p-D- it 1 ] 42

3)-1H-ntk

A5 SRp 15 Fid B Es st sy, BH 1,2-28-4-[(4-7F7T
HFE)FE)-5- PRS- M- FB R 1,2- 28 -4-[@-RRAEFE)FIE]-
5- FF - 3H- Ak PRk -3- i .

'H-NMR (500MHz, CDCl;) & ppm:

0.87 (6H, d, J=6.6Hz), 1.70-1.85 (1H, m), 1.87 (3H, s), 2.01 (3H, 5), 2.03 (3H,
s), 2.06 (3H, s), 2.10 (3H, s), 2.40 (2H, d, J]=7.2Hz), 3.56 (1H, d, J=15.8Hz), 3.63
(1H, d, J=15.8Hz), 3.80-3.90 (1H, m), 4.14 (1H, dd, J=2.3, 12.4Hz), 4.31 (1H, dd,
J=4.0, 12.4Hz), 5.15-5.35 (3H, m), 5.50-5.60 (1H, m), 6.95-7.10 (4H, m)

SEHE) 18
5.3 -4-[(4-TH B ) F 2]-3-(2,3,4,6- P4 -O- Z B = -p-D- L 53 7 18
5 )-1H-Alk

BEEHE 15 TR FER&ETELEY, B 1,2-22-5-F%-4-
[(A-FEEELE)FE)H-MMM-3-FER 1,2-ZE8-4-[@-RARERE)FE]-
5- B B -3H-IH P -3 .

'H-NMR (500MHz, CDCI3) § ppm:

1.01 (3H, t, J=7.4Hz), 1.70-1.85 (2H, m), 1.89 (3H, s), 2.01 (3H, s), 2.03 (3H,
s), 2.06 (3H, 5), 2.10 (3H, s), 3.53 (1H, d, J=15.7Hz), 3.59 (1H, d, J=15.7Hz), 3.80-
3.95 (3H, m), 4.14 (1H, dd, J=2.3, 12.4Hz), 4.31 (1H, dd, J=4.0, 12.4Hz), 5.15-5.35
(3H, m), 5.50-5.60 (1H, m), 6.70-6.80 (2H, m), 6.95-7.10 (2H, m)

SERER] 19

4-[(4-Z B FEFEE) B H]-5-F E-3-(2,3,4,6- 10 -0- Z Bt - B-D- At 1 A 58
%)-1H-Al 1 |

A5z 15 Frid R M FiEs &4nELey, B 4-[4-28E%5E)
BH)-1,2-C 8 -5-FEIH-M M-3R 1,2- 284 [@-FRREEEE)F
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F1-5- B R -3H-Ath MR- 3B .

'"H-NMR (500MHz, CDCl;) 6 ppm:

1.38 (3H, t, J=7.0Hz), 1.89 (3H, s), 2.01 (3H, s), 2.03 (3H, s), 2.06 (3H, s),
2.10 (3H, s), 3.53 (1H, d, J=15.8Hz), 3.59 (1H, d, J=15.8Hz), 3.80-3.90 (1H, m),
3.98 (2H, q, J=7.0Hz), 4.13 (1H, dd, J=2.3, 12.4Hz), 4.31 (1H, dd, J=4.0, 12.4),
5.15-5.30 (3H, m), 5.50-5.60 (1H, m), 6.70-6.80 (2H, m), 6.95-7.10 (2H, m)

SLHER] 20

5.FE3E-3-(2,3,4,6-10-0-Z Bt 3-B-D-M W B HEH E)-4-[(4-ZRFEFRE)F
#)-1H-AE R

5T 15 iRk FiEs&ada ey, B 1,2-28-5-F5F-4-
[(4-= 5 FEFL)E L 3H-MMHK-3-FER 12-28-4-[¢-RAREFE)T
3]-5- FF - 3H-AHE MR -3

'H-NMR (500MHz, CDCl;) 6 ppm:

1.85 (3H, s), 2.01 (3H, s), 2.03 (3H, 5), 2.06 (3H, 5), 2.14 (3H, s), 3.65 (1H, 4,
J=15.9Hz), 3.71 (1H, d, J=15.9Hz), 3.80-3.90 (1H, m), 4.14 (1H, dd, }=2.4, 12.4Hz),
4.31 (1H, dd, J=4.0, 12.4Hz), 5.15-5.40 (3H, m), 5.55-5.65 (1H, m), 7.20-7.30 (2H,

m), 7.45-7.55 (2H, m)

SR 21

4-[(4-R-TEFEE)FE)-5-FE-3-(2,3,4,6-10-0- ZBL E-p-D- MR W HE R
F)-1H- At P

AEScHEF 15 FFREMM FEHERBNEY, B 4-[@-B-TEEE)
F]-1,2- T 4 -5-F E3H-MM-3-HER 1,2-Z8-4-[-RREEFE)F
H1-5- - 3H-0k Mk -3- B

'H-NMR (500MHz, CDCl,) & ppm:

1.27 (9H, s), 1.84 (3H, s), 2.01 (3H, 5), 2.03 (3H, 5), 2.06 (3H, 5), 2.14 (3H, 3),
3.56 (1H, d, J=15.8Hz), 3.64 (1H, d, J=15.8Hz), 3.80-3.90 (1H, m), 4.13 (1H, dd,
J=2.3, 12.4Hz), 4.31 (1H, dd, J=4.0, 12.4Hz), 5.15-5.30 (3H, m), 5.50-5.60 (1H, m),
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7.00-7.10 (2H, m), 7.20-7.30 (2H, m)

SEHER 22
4-[(4- T EHEEE)FE]-S5-F£-3-2,3,46-[0-0-& i 3% - B-D- At M B A
3 )-1H-nt M

BSSid 15 FidkMp b EH&ag8iay, BA 4@ TEEES)
)12 T -5 A SH-A I3 B 12284 [@-RAREEE)T
H1-5- B F-3H-0k P RpR -3

~ 'H-NMR (500MHz, CDCl;) & ppm:

0.96 (3H, t, J=7.4Hz), 1.40-1.55 (2H, m), 1.65-1.80 (2H, m), 1.88 (3H, 5), 2.01
(3H. 5), 2.03 (3H, 5), 2.06 (3H, 5), 2.10 (3H, 5), 3.52 (1H, d, J=15.8Hz), 3.59 (1H, 4,
J=15.8Hz), 3.80-3.90 (1H, m), 3.91 (2H, t, J=6.5Hz), 4,13 (1H, dd, J=2.3, 12.4Hz),
4.31 (1H, dd, J=4.0, 12.4Hz), 5.15-5.30 (3H, m), 5.50-5.60 (1H, m), 6.70-6.80 (2H,
m), 6.95-7.10 (2H, m)

SEHE] 23
S-EE 4 [4-FHREERE)R %1-3-(2,3,4,6- 19 -O- 7, Bt 2= -p-D- Fit 1§ i ¥% &
F)-1H-np

M5 ie 15 FrdpnrEsgmadsy, B 1,2-28-5-F&-4-
[(4- BB ) F 2 ]-3H-RL MO -3- MR 1,2- ZE-4-[(4-RRAEFE)HFE]-
5- 3 -3H-RHE P bk -3-F

'H-NMR (500MHz, CDCl;) 6 ppm:

1.88 (3H, s), 2.01 (3H, s), 2.03 (3H, 5), 2.07 (3H, 5), 2.12 3H, 5), 2.44 (3H, s},
3.50-3.65 (2H, m), 3.80-3.90 (1H, m), 4.13 (1H, dd, J=2.4, 12.4Hz), 4.31 (1H, dd,
J=4.1, 12.4Hz), 5.15-5.30 (3H, m), 5.55-5.65 (1H, m), 7.00-7.10 (2H, m), 7.10-7.20
(2H, m), 8.65-8.85 (1H, brs)

SCHER) 24
5.7, 3 -4-[(4- BRI 35 ) F #]-3-(2,3,4,6-10-0- Z. B 2 -B-D-THL 18 EFEER
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F)-1H-ni g

A5 sTiif) 15 Fra AU rEs&maisy, BA s-4%-1,2-25-4-
[(4- FREER) P E]3H-HMW-3-FER 1,2- 2 E-4-[-RAREFRE)FE]-
S-FA#E-3H-AL M -3-F1 .

'"H-NMR (500MHz, CDCl;) 6 ppm:

1.13 (3H, t, J=7.6Hz), 1.88 (3H, s), 2.01 (3H, s), 2.03 (3H, s), 2.06 (3H, 3),
2.44 (3H, s), 2.45-2.55 (2H, m), 3.50-3.70 (2H, m), 3.80-3.90 (1H, m), 4.05-4.20
(1H, m), 4.31 (1H, dd, J=4.0, 12.4Hz), 5.15-5.35 (3H, m), 5.55-5.65 (1H, m), 7.00-
7.10 (2H, m), 7.10-7.20 (2H, m), 8.80-9.20 (1H, brs)

LR 25

A-[(4- 5 T B 325 ) B 2 )-5- FF 2-3-(2,3,4,6- P -O- Z2 Bt 2 -B-D- it 18 %) 2 5
H)- 1H-Ak P

SRl 15 FREunyEEEREkeYy, B8 1,2-24-4-[4-FR
)T RS- E - M -3- TR 1,2-Z8-4-[¢-RAAERE)FE]-
5- FA & -3H-Ath PR -3-Fd .

'H-NMR (500MHz, CDCl;) & ppm:

1.20 (6H, d, J=6.9Hz), 1.85 (3H, s), 2.01 (3H, s), 2.03 (3H, 5), 2.06 (3H, s),
2.13 (3H, s), 2.75-2.90 (1H, m), 3.56 (1H, d, J=15.8Hz), 3.63 (1H, d, J=15.8H2),
3.80-3.90 (1H, m), 4.05-4.20 (1H, m), 4.31 (1H, dd, J=4.0, 12.4Hz), 5.15-5.35 (3H,
m), 5.50-5.60 (1H, m), 7.00-7.15 (4H, m), 8.70-9.30 (1H, brs)

L e 26

4-[(4- BB B 2 ) 22 )-3-(2,3,4,6-10-0- Z Bt 2 -B-D- ALt 1o ] B ) -5- =
FF -1 H-Mi pa

75 1,2-T 8 -4-[4- B R B E)-5- = P E-3H-At -3-F(2.09) 1 &
% (100m) % F I Z BE R R A - DB B FE(3. 1) FIBRBR 91 (1. 1), BB HLL
BT, CHENBEYRMAK, AZKBRZERNABIMEEY. HE
MM ESKERNEKEREIE, FATKRRETR. BETEREEN,



10

15

20

25

qqqqqq

TR AR AR B GERE: DR/ZBRZE=11), B3 4-[(4-BH AL
% 5B 5 )-3-(2,3,4,6- D0 -0- Z. Bk 2 -B-D-Mit 7 W E L2 )-5- = B F & - 1H- AL I
(2.0g)

'H-NMR (500MHz, CDCl;) & ppm:

1.91 (3H, s), 2.03 (3H, s), 2.04 (3H, 5), 2.09 (3H, 5), 2.45 (3H, 5), 3.73 (2H, 5),
3.75-3.90 (1H, m), 4.15-4.35 (2H, m), 5.15-5.65 (4H, m), 7.00-7.20 (4H, m)

SR 27

433 3.(2,3,4,6-D0-0-Z. B 2 -B-D-Mt R B ¥ L B)-5- = L F & - 1H-np e

A5l 26 FrRE T EHZFELEY, B 4-FE-1,2-75-5
SE R H-M M- FRA 1,2- T84 [-FREFE)FE]S-ZATFE-
3H-ALt PR -3-

'H-NMR (500MHz, CDCl;) & ppm:

1.89 (3H, s), 2.02 (3H, s), 2.04 (3H, s), 2.08 (3H, s), 3.70-3.90 (3H, m), 4.15-
4.30 (2H, m), 5.10-5.50 (4H, m), 7.10-7.30 (SH, m)

L) 28

4-[(4-FEEHE)FE]-3-(2,3,4,6-10-0-Z B 2-p-D- ML HEHE)-5-Z R
FH 3 - 1 H-0it P

M5 SEHiff) 26 iR R & REAEY, BR 1,2-Z8-4-(4-FE
EFRE)FE]-S-SH T £ H-Mm-3-FER 1,2- T8 -4-[@-FREFE)T
E1)-5-= F B E-3H-AEPERK-3-E1

'H-NMR (400MHz, CDCl;}) & ppm:

1.93 (3H, s), 2.03 (3H, s), 2.05 (3H, s), 2.09 (3H, ), 3.65-3.75 (2H, m), 3.77
(3H, 5), 3.75-3.90 (1H, m), 4.15-4.35 (2H, m), 5.10-5.45 (4H, m), 6.75-6.85 (2H, m),
7.00-7.15 (2H, m)

SEHES] 29
A-[(4- P B ) B B )-5- HF 5E-34(2,3,4,6- 18 -O- Z B 2 -B-D- Mtk e 7 5
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#)- 1 H-ntt e

A5 Hi0) 26 FrR KM A ES A FEL S, B 1,2-28-4-[¢-FH
M) )5 R H- -3 BB 1,2- T A4 ((4-FERERE)FE]-5-
= 4B & -3H-tk MR -3 .

'H-NMR (400MHz, CDCl;) & ppm:

1.89 (3H, s), 2.02 (3H, s), 2.03 (3H, s), 2.05 (3H, s), 2.10 3H, s), 3.45-3.65
(2H, m), 3.76 (3H, ), 3.80-3.90 (1H, m), 4.11 (1H, dd, J=2.2, 12.4Hz), 4.30 (1H, dd,
1=4.0, 12.4Hz), 5.15-5.35 (3H, m), 5.50-5.60 (1H, m), 6.70-6.85 (2H, m), 7.00-7.10
(2H, m)

5L e 30

4B F 5 B -3(2,3,4,6-P0-0-Z. L 2 -B-D-Mt g 81 §E 02 )- | H-AL

5 szl 26 Bk T EEI AR ELEY, B 4FE-12-25-5
B M-I PR3- TR 1,2-TE-4-[4-FREER)FE]-5-Z R FE-3H-1t
PRI -3- .

'H-NMR (400MHz, CDCl;) & ppm:

1.86 (3H, s), 2.01 (3H, s), 2.03 (3H, s), 2.06 (3H, 5), 2.11 (3H, 5), 3.59 (1H, d,
J=15.8Hz), 3.66 (1H, d, ]=15.8Hz), 3.80-3.90 (1H, m), 4.11 (1H, dd, J=2.3, 12.4Hz),
4.30 (1H, dd, J=4.0, 12.4Hz), 5.15-5.30 (3H, m), 5.50-5.65 (1H, m), 7.05-7.30 (5H,
m), 8.75-9.55 (1H, brs)

SERE 31

A4-[(4-F EEF ) B E)-1,5- = F 5-3-(2,3,4,6-11-0- Z B F-p-D- AL Bl B
S

75°C, B 4-[4-PEEFE)FE]-5-FHE-3-(2,3,4,6-15-0- Z Bt %-p-D-it
W R 2 )- 1H-MH P (18mg) . B R 40 (14mg) FIIAX, R 4R (4. 7mg) B Z & (2mI) &
B . FI Celite®iT B R NIBEY, BUETHREBBTIEN. AElEH
BEERAUBREWBRFR: XAE=21), B3 4-[@-FEEXE)FE]-1,5-
— B 3-(2,3,4,6-10-0- Z. Bk - B-D- It Fe 8 55 F 2 ) AlL M (4mg).
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'H-NMR (500MHz, CDCl;) 8 ppm:
1.90 (3H, s), 2.01 (3H, s), 2.03 (3H, s), 2.06 (3H, s), 2.07 (3H, s), 3.45-3.60
(2H, m), 3.60 (3H, s), 3.76 (3H, 5), 3.80-3.90 (1H, m), 4.13 (1H, dd, J=2.4, 12.4Hz),
4.29 (1H, dd, J=4.1, 12.4Hz), 5.15-5.30 (3H, m), 5.50-5.60 (1H, m), 6.70-6.80 (2H,

m), 7.00-7.10 (2H, m)

LR 32

1- B 2 4-[(4- BB E B ) HE1-3-(2,3,4,6- 10 -O- Z Bt 2= - B-D- At 1 ] ¥
H)-5-= 7 E

75°C, P 4-[(4- FRREEE)FE]-3-(2,3,4,6-09-0-Z Bt &-p-D-Ht W R 17
FHE)-5-= 9 F - 1H-1E M (30mg) . BB 4 (8.0mg) B B A FF 4% (8.2me) B L MR
(Im)EERER. B Celite®T MR NBEY, WETEREIERTHHEMN.
AH&RNEEENANBEMEET: —EFR/ZBIEE=5/1), /2 1-FE
4-[(4- PR EEE)FHE]-3-(2,3,4,6-10-0- Z B #-B-D-Alt 1 H B £ & )-5- = A F
At (13mg).

'"H-NMR (500MHz, CDCl;) & ppm:

1.89 (3H, s), 2.02 (3H, s), 2.04 (3H, s), 2.07 (3H, s), 2.44 (3H, s), 3.65-3.95
(6H, m), 4.14 (1H, dd, ]=2.3, 12.4Hz), 4.29 (1H, dd, ]=4.3, 12.4Hz), 5.15-5.35 (3H,
m), 5.50-5.65 (1H, m), 7.00-7.20 (4H, m)

SE e 33

1-Z, B -4-[(4- R 2R 35 ) T 3 1-3-(2,3,4,6- W0 -O- Z Bt 2 -B-D- Atk i BT 58 |
E)-5-= % B A

AEELHp 32 FrdkuphEd&nBuey, ERBLEBABNARE
5t o

'"H-NMR (500MHz, CDCl;) & ppm:

1.40 (3H, t, J=7.2Hz), 1.90 (3H, s), 2.02 (3H, s), 2.04 (3H, s), 2.06 (3H, s),
2.44 (3H, s), 3.72 (2H, s), 3.80-3.90 (1H, m), 4.05-4.20 (3H, m), 4.27 (1H, dd,
J=4.5, 12.4Hz), 5.10-5.35 (3H, m), 5.55-5.65 (1H, m), 7.00-7.10 (2H, m), 7.10-7.20
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(2H, m)

SERE) 34

4-[@-%‘%%%%)Eﬁ%]-1-%%-3-(2,3,4,6-@-0-&E%%-B-D-uttﬂm%‘%’ﬁ
H)-5- = F P &AL

A5 iEE 32 PR ks &R &Y, BA BN ABAE
o

'H-NMR (500MHz, CDCl;) & ppm:

0.92 (3H, t, J=7.4Hz), 1.75-1.90 (2H, m), 1.89 (3H, 5), 2.02 (3H, s), 2.04 (3H,
s), 2.06 (3H, s), 2.44 (3H, s), 3.72 (2H, s), 3.80-3.90 (1H, m), 3.90-4.05 (2H, m),
4.12 (1H, dd, J=2.3, 12.4Hz), 4.27 (1H, dd, J=4.5, 12.4Hz), 5.10-5.35 (3H, m),
5.55-5.65 (1H, m), 7.00-7.10 (2H, m), 7.10-7.20 (2H, m)

LG 35

3.(B-D-M A B E H)-4- (- RARAEFE)FE]-5-FE-1H-H &

7 4-[(4-BREERE)FE]-5-FE-3-2,3,4,6-19-0-Z Bt 2E-p-D-ML M FE
S 3)-1H-I M (6 1mg) 1 ZBEGm) B F A IN EEMAHKHFH(0.53ml), E
BB R VRS 2 N R TR, A ODS kR ERR B AL R B M (vt
W ZEMEK, BERRVE: FE), B3 3-(B-D-MEMEREE)4-[G-RENAEEE)
FH 3 ]-5- FF - 1H-AE M(39mg)-

'H-NMR (500MHz, CD,0OD) 6 ppm:

1.26 (6H, d, J=5.9Hz), 2.05 (3H, s), 3.25-3.45 (4H, m), 3.55-3.75 (3H, m),
3.75-3.90 (1H, m), 4.45-4.60 (1H, m), 5.00-5.10 (1H, m), 6.70-6.80 (2H, m), 7.00-
7.15 (2H, m)

5L A 36

3-(B-D-ML M B B B )-5- F 2-4-[(4- B K Z) F & - 1H- M

5 SciERl 35 FTR LB HiEE 2R BH S, (B 5-FE-4-[4-REF
) F 21-3-(2,3,4,6-D5-O- Z B 2 - p-D-Mt W A 08 L2 )- 1H-L B X 4-[(4-F AR
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3 ) F -5 F HE-3-(2,3,4,6- PU-O- Z B 2--D-nit W 88 FL3)- TH-Rit e
'H-NMR (500MHz, CD,0D) & ppm:
0.91 (3H, t, J=7.5Hz), 1.50-1.65 (2H, m), 2.05 (3H, s), 2.45-2.60 (2H, m),
3.25-3.45 (4H, m), 3.55-3.75 (3H, m), 3.83 (1H, d, J=11.9Hz), 5.00-5.10 (1H, m),

7.00-7.15 (4H, m)

SLHEG] 37

3-(B-D-HH R )-4-[(4-F T EFE)FE]-5-FE-1H-M M

A5 ETiER 35 IR FEE&GENEY, BF 4-[¢-FTEER)
B )5 B 2E-3-(2,3,4,6- 10 -O- Z. B - B-D-NHt W %) B8 S50 2)- 1 H-RL RS R 4-[(4-5%
PO L ) PR )-5- FR 5-3-(2,3,4,6- [0 -O- Z B 2 -B-D- ML M #I # L) - TH-AL Mt

'H-NMR (500MHz, CD;0D) 6 ppm:

0.87 (6H, d, J=6.6Hz), 1.70-1.90 (1H, m), 2.04 (3H, s), 2.41 (2H, d, J=7.1Hz),
3.25-3.45 (4H, m), 3.55-3.90 (4H, m), 5.00-5.10 (1H, m), 6.95-7.15 (4H, m)

SLHEf] 38

3-(B-D-MHAE B EE)-5- FH-4-[(4-NEEXRE)FE]- H-AL

B 5Sip 35 TR R UM FEsI&RELEY, B 5-FE-4-[4-RRE
% 3E)H 31-3-(2,3,4,6-P0-0- Z. B 2 -B-D-Att I 3 5 LK) | H-M PR AR 4-[(4-+ A
) I ]-5- B 2-3-(2,3,4,6-19-0-Z Bt E-B-D-ML A A ) - 1H-niL i .

'H-NMR (500MHz, CD;0D) 8 ppm:

1.02 (3H, t, J=7.4Hz), 1.65-1.80 (2H, m), 2.05 (3H, s), 3.25-3.45 (4H, m),
3.60-3.75 (3H, m), 3.80-3.90 (3H, m), 5.00-5.10 (1H, m), 6.70-6.85 (2H, m), 7.05-
7.15 (2H, m)

kB 39

4-[(4-Z B FEE) B 2 ]-3-(B-D-HL M T FE L E)-5- F - 1H- ML

SR 35 Frd R rks & FEaey. B 4-[4-28E5E)
B 3k -5-F 35 -3(2,3,4,6-P-0- Z. B 2 - B-D-Mit W H B 602 )- LH-MEMEREAX 4-[(4-7



10

15

20

25

--------------

TG LB 2t ) F 2L ] 5-  3-3-(2,3,4,6- V1 -O- Z B - B-D-M M B BE S5 2E)- TH-MHE 4
'H-NMR (500MHz, CD,0D) § ppm:
1.34 (3H, t, J=7.0Hz), 2.05 (3H, s), 3.25-3.45 (4H, m), 3.60-3.75 (3H, m),
3.80-3.90 (1H, m), 3.97 (2H, g, J=7.0Hz), 5.00-5.10 (1H, m), 6.70-6.85 (2H, m),

7.05-7.15 (2H, m)

LR 40

3.(B-D-MLAG B ELH)-5- P E4-[4-Z R P ERE)FE]- 1H-uL

FA5sis 35 FRAEUNTESERELEY. B 5-FE-3-(234,6-
10-O- 7. B 3t -B-D-N Wl 2 5 .35 )-4-[(4- = R FE R B) F - 1H-ME M AL 4-[(4-
BRE )R )-S5 FE-3-(2,3,4,6-11-0- Z Bt 25 -p-D-Att 1 % 55 S £ )- 1H- Al
e,

'"H-NMR (500MHz, CD;0D) & ppm:

2.08 (3H, s), 3.20-3.40 (4H, m), 3.67 (1H, dd, J=5.0, 11.9Hz), 3.75-3.90 (3H,
m), 5.00-5.10 (1H, m), 7.30-7.45 (2H, m), 7.45-7.60 (2H, m)

LR 41

4-[(4-H0-T E 2 5E) B H]-3-(B-D-A Wi 4 2UE)-5- F & - 1H-ME

5 st 35 Frd o ksl &Ry, B 4-[(¢-R-TEFE)
M ]-5- B 6-3-(2,3,4,6- J0-O- Z Bt 3£ - B-D- ML B L 25)- 1H- B X 4-[(4-F
PR ) B RS- E-3-(2,3,4,6-J0-0- Z Bt - p-D-ME A FE L A& )- 1H-AE e

'H-NMR (500MHz, CD,0OD) § ppm:

1.28 (9H, s), 2.06 (3H, s), 3.25-3.45 (4H, m), 3.60-3.90 (4H, m), 5.00-5.10 (1H,
m), 7.05-7.15 (2H, m), 7.20-7.30 (2H, m)

SRS 42

4-[(4-T B 5) B 2 -3-(B-D-oH M 70 B8 FL2E)-5- FF 2 - 1H-NE M

AL 35 XU EHEFELay, B 4-[(4-TEEEH)
B2 )-5- B % -3-(2,3,4,6-10-0- Z. Bt 3 -B-D- it o i ¥ U2 )- 1 H-At AR 4-[(4-57
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TS 2L B )-5- 1 E-3-(2,3,4,6-10-O- Z B --D-t R FE R ) 1H-WL .
'H-NMR (500MHz, CD,OD) & ppm:
0.97 (3H, t, J=7.4Hz), 1.40-1.55 (2H, m), 1.65-1.80 (2H, m), 2.05 (3H, s),
3.30-3.45 (4H, m), 3.60-3.75 (3H, m), 3.83 (1H, d, J=12.0Hz), 391 (2H, ¢,
J=6.4Hz), 5.00-5.10 (1H, m), 6.70-6.85 (2H, m), 7.05-7.15 (2H, m)

L 43

3-(B-D-MLH B R I)-5- P -4-[(4- PR EFE) F & 1H-AL

B 55T HE ] 35 Rk KR ks SRy, B 5-FE-4-[(4-FHE
% 3) F 3 ]-3-(2,3,4,6-10-0- Z B - B-D-M M B #E L2 )- 1 H- e A 4-[(4-5% T
ALY F )5 F 3 -3-2,3,4,6-10-0- Z B E-B-D-Mik W B B L2 )- 1 H-nik et

'H-NMR (500MHz, CD,0D) 6 ppm:

2.06 (3H, s), 2.42 (3H, s), 3.20-3.45 (4H, m), 3.55-3.75 (3H, m), 3.80-3.90 (1H,
m), 5.00-5.10 (1H, m), 7.05-7.20 (4H, m)

SCHEG 44

57,3 -3-(B-D-MH i B B U )-4-((4- FRR B H B ) F - 1H- Mk

Bl 5 S HE ) 35 PR KA T sl &R &Y, BA 5-Z8-4-((4-FHE
) B 21-3-(2,3,4,6- 10 -0- Z. Bt 3--D- ML i M 45 U )- 1H- L MY 4-[(4-R A
B ) R )5 B B -3-(2,3,4,6-TU-O- Z Bt 2-B-D- L M # 7 L )- 1 H-nL e

'H-NMR (500MHz, CD,0D) & ppm:

1.06 (3H, t, J=7.6Hz), 2.42 (3H, s), 2.47 (2H, q, J=7.6Hz), 3.25-3.45 (4H, m),
3.60-3.80 (3H, m), 3.80-3.90 (1H, m), 5.00-5.10 (1H, m), 7.10-7.20 (4H, m)

SR 45

3.(B-D-MIE RS E)-4-[(+-RAEERE)FE]-5-FE- 1HMEM

A5 35 FdRMnTEs&RaLey, B 4[@-RRERE)
Mg ]-5- FF 3-3-(2,3,4,6- 0 -0- Z. Bh 2 -B-D-nte M T ¥ 1L 35)- 1H-ML e R R 4-[(4-F
R ) FR)-5-FE-3-(2,3,4,6-10-0-Z BE -p-D-Alt Ml B FE L )- T H-AL e
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'H-NMR (500MHz, CD,0OD) 6 ppm:
1.20 (6H, 4, J=6.9Hz), 2.05 (3H, s), 2.75-2.90 (1H, m), 3.25-3.45 (4H, m),

3.55-3.90 (4H, m), 5.00-5.10 (1H, m), 7.00-7.15 (4H, m)

L 46

3-(B-D-H B EEE)-4-[(4- PREAXRE)FE]-S-ZAFE-1H-ME M

BAELHES 35 FREMSTERNERELEY, B 4-[¢-FREEE)
B 3 1-3-(2,3,4,6- 0 -O- Z. B 55 -B-D-FH M I 9 UK )-5- = R 25 - 1 H-L 4K 4-
(4-F R E R HEE)FE]-5-FE-3-2,3,4,6-10-0-Z Bt &-p-D-L W B FE H £)-1H-
iz

'H-NMR (500MHz, CD,0D) & ppm:

2.42 (3H, s), 3.25-3.50 (4H, m), 3.69 (1H, dd, J=4.9, 12.0Hz), 3.75-3.90 (3H,
m), 4.90-5.10 (1H, m), 7.10-7.20 (4H, m)

SEREf 47

4-FE 3 -3-(B-D-M W E BB E)-5-ZF T E-1H-t M

BLis 35 Frid kU A EHEGFELEY, BA 4-F5-3-(2,3,4,6-
M.-0-Z Bi it -p-D-Mt A E E)-5- SH FE- 1 H-MMER 4-[(4-RAEAEEE)
B B ]-5- B 35-3-(2,3,4,6- T -O- Z Bt 2 -B-D- At Wi B 88 . 2 )- TH-ME &2

'"H-NMR (500MHz, CD,0D) 6 ppm:

3.25-3.45 (4H, m), 3.67 (1H, dd, J=5.3, 12.0Hz), 3.80-3.95 (3H, m), 4.97 (1H,
d, J=7.4Hz), 7.05-7.25 (5H, m)

5L ) 48

3-(B-D-Mt B R E)-4-[(+- P EEFE)HE]-S-ZFAFE-1H-ML M

AEEHG 35 Frd kU FEH&inELeY), B 4-[-FEREFE)-
B 31-3-(2,3,4,6-P0-0-Z. Bt & -B-D- B FEE E)-5- = H P E-1H-M A 4-
[(4-FAEEFE) P E)-5-FE-3-(2,3,4,6-00-0- Z Bt - B-D-AL 1 H §5 A & )- 1H-

a8
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'H-NMR (500MHz, CD;0D) & ppm:
3.25-3.45 (4H, m), 3.67 (1H, d, J=5.4, 12.1Hz), 3.73 (3H, s), 3.75-3.90 (3H,
m), 4.90-5.00 (1H, m), 6.70-6.85 (2H, m), 7.05-7.15 (2H, m)

L HE) 49

3-(B-D-ME M B B L3 )-4-[(4- F AL R 2 F 2 ]-5-F - 1 H-AL e

F 5G] 35 FrR MM RS &AL S Y, B 4-[G-FEEFE)-
B 3L ]-5- B 2E-3-(2,3,4,6-10-0- Z Bt E-p-D-t MR HE A E)- [H-nL e B 4-[(4-F¢
P ) A ]-5- FF 2E-3-(2,3,4,6- 18 -O- Z Bt - B-D- it e BT $ 425 )- 1 H-L 1

'H-NMR (500MHz, CD,0D) & ppm:

2.04 (3H, 5), 3.25-3.45 (4H, m), 3.55-3.75 (3H, m), 3.73 (3H, 5), 3.80-3.90 (1H,
m), 5.00-5.10 (1H, m), 6.75-6.85 (2H, m), 7.05-7.15 (2H, m)

SE e 50

4-3FE-3-(B-D-AL T K ELE)-5-F E- 1H-e M

AELHEE 35 FIARMNFES&IFELEY, BA 4-FE-5-FE-3-
(2,3,4,6-10-0-Z. Bt % -B-D-Mt R H FE E ) 1H-ME M B AR 4-[(4-F WREFE)T
H1-5- B H-3-(2,3,4,6-10-O- Z Bh 2~ B-D-alk i 3§ 41 % )- 1 H-HE

'H-NMR (500MHz, CD;0D) 6§ ppm:

2.05 (3H, s), 3.25-3.45 (4H, m), 3.60-3.90 (4H, m), 5.00-5.10 (1H, m), 7.05-
7.25 (SH, m)

SRR 51

3-(B-D-H BB 5 )-4-[(4-FEBFE)FE]-1,5-ZFEM M

F 5 seiEfl 35 Pk XM F Sl &R BNy, B 4-[@-FAEFE)-
B HE)-1,5-7 B 5-3-(2,3,4,6- 15 -0- Z, Br 2 - p-D-Alt e 1 5F U )L PR X 4-[(4-F
HEEER)FE]-S-FE-3-2,3,4,6-15-0- Z B £--D-Ait M 8 #% . 2)- 1H-AL 1.

'H-NMR (500MHz, CD,0D) & ppm:

2.06 (3H, s), 3.25-3.45 (4H, m), 3.55-3.70 (6H, m), 3.73 (3H, 5), 3.75-3.90 (1H,
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m), 5.00-5.10 (1H, m), 6.70-6.80 (2H, m), 7.05-7.15 (2H, m)

LR 52
3-(B-D-ML G W BT AL )-1- FH-4-[(4- PR ERE)FE]-5-ZR B i Aty e

5 siif 35 IR B UM HES BN S, BH 1-FE-4-[4-FHE
% E)-F 5 )-3-(2,3,4,6-10-0- ZBE - p-D-ML M B BE L 2E)-5- = B E M E A 4-
[(4-FBREEFE)E E]-5-FE-3-(2,3,4,6-18-0- Z Bt £-p-D-Mit g B8 A %) 1 H-
i

'H-NMR (500MHz, CD,0D) & ppm:

2.42 (3H, s), 3.30-3.50 (4H, m), 3.69 (1H, dd, J=4.7, 12.0Hz), 3.75-3.90 (6H,
m), 5.25-5.35 (1H, m), 7.05-7.20 (4H, m)

SR 53

1-Z.2-3-(p-D- MR )-4-[(4- PR ERE)FE]-5-ZRFEMM

5 i 35 FrR B F s &R AN S, B8 1-28-4-(4-FHE
SEH) R -3-(2,3,4,6-P0-0- Z Bt E -B-D-At BT RE L )-5- = MR E M B AR 4-
[(4- T E B35 ) 1 2 )-5- F 3-3-(2,3,4,6- 0 -O- Z. Bt - B-D-Att e ) B2 5. 2)- 1 H-
il

'H.NMR (500MHz, CD,0OD) & ppm:

1.38 (3H, t, J=7.1Hz), 2.42 (3H, s), 3.30-3.50 (4H, m), 3.60-3.75 (1H, m),
3.75-3.90 (1H, m), 4.14 (2H, q, J=7.1Hz), 5.25-5.35 (1H, m), 7.05-7.20 (4H, m)

L) 54

3-(B-D-H RIS B )-4-[4-FREREE)FE)-1-RE-S-ZRFERM

MAESTHER 35 FIARC T EHEFEENEY, B 4-[@-FREEE)
B3 1-T9 25-3-(2,3,4,6- TU-O- Z, B - B-D-Pit i 0 B8 1 26 )-5- = 0 Mt e 3 X
4-[(4-RTHE B L) B -5 5 %-3-(2,3,4,6-1-0- 7, Bi 2 p-D- ML W 7 52 F ) -
1H-RL M,

'H-NMR (500MHz, CD,OD) & ppm:
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0.90 (3H, t, J=7.4Hz), 1.75-1.90 (2H, m), 2.42 (3H, s), 3.30-3.50 (4H, m), 3.69
(1H, dd, J=4.9, 12.0Hz), 3.75-3.90 (3H, m), 4.00-4.10 (2H, m), 5.25-5.35 (1H, m),
7.05-7.20 (4H, m)

SC ) 55

3-(B-D-M R EI ¥ E H)-5-F H-4-[(4- FEHRH)FE]- 1H-ML

DETHE 15 FFAEUNFEHE 5-FE4[G-FEEE)FE]-
(2,3,4,6-10-0-Z BEE£-B-iL M A0 BE R 25)- 1H-mE e, (BEFA 1,2-25-5-HE-4-
[(4-FEFEE)F L] SH-MEH-FBR 1,2- 28 -4-[G-RAAEFE)FE]-5-F
B OIH- WM -3-T. 5, LIS 35 FTARBIN AR S ENED,
(BF 5B HE-4-[(4-F R 3 5)F4£1-3-(2,3,4,6- 11-0- Z Bt 2= - p- D- AL 18 78 B8 L )-
IH-ME A 4-[(4-FBREEERE)FH]-5-FE-3-(2,3,4,6-10-0- LELE-p-D-Ait
P % B U EE)- 1H-AlL P

'H-NMR (500MHz, CD,0D) 6 ppm:

2.04 (3H, s), 2.26 (3H, s), 3.25-3.45 (4H, m), 3.55-3.90 (4H, m), 5.00-5.10 (1H,
m), 6.95-7.15 (4H, m)

SEHEf 56

4-[(4-Z B FE 1) B 26 - 3-(B-D- Mt My B 4 L) 5- TR - 1 H-Mi e

U5 HE 15 FARMM T EHE 402 EEE)FR]S-FEI-
(2,3,4,6-70-0-Z BE & -B-It W B FE B 5)- 1H-0ib e, BHEFA 4-[4-2EFH)T
H)-1,2-T5-5-FEIH-MMB-FER 1,2-28-4-[-FRREEFE)FE]-S-
B 3H- M -3-ER. RS, DS STHEN) 35 BRI AR B RE LS,
(B 4-[(4-Z 3 FH)FE]-5-FE-3-(2,3,4,6-10-0- 7, B Z=-p-D- ML 1 # B8 HE)-
H-AlE PR A 4-[(4- 53 T BB 5 ) R )-5-F E-3-(2,3,4,6- /8 -0- Z B #-B-D- it
I R B L )- 1H-ME

'H-NMR (500MHz, CD,0D) & ppm:

1.18 (3H, t, J=7.6Hz), 2.04 (3H, s), 2.57 (2H, q, J=7.6Hz), 3.25-3.45 (4H, m),
3.55-3.90 (4H, m), 5.00-5.10 (1H, m), 6.95-7.20 (4H, m) |
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SEHE] 57

3-(B-D-H R E L )-4-[(4-FEEE)FE)-S-ZHFE-1H-M %

DL 5G] 26 BTk L HE S & 4-[(4- FEFE)FHE]-3-(2,3,4,6-18-0-
Z B -p-I N ELE)-S- SR F -0k, EHFH 1,2- & -4-[(4-FHE =
)E E]-5-Z F A R H- M-SR 1,2- 284 [@-FREXE)FE]S-=
S EEH- -3, RE, IS SEHES 35 AR B ERELE
4y, {8 4-[(4-FEEE)FE]-3-(2,3,4,6-00-0-Z B E-p-D-HL A FE A E)-5-=
BRI H-ME MR 4-[d-BRAEER)FHE]-S-FE-3-2,3,4,6-11-0-Z B 2-
§-D-tk W B 08 U )- 1 H-AtL P

'"H-NMR (500MHz, CD,OD) & ppm:

2.25 (3H, s), 3.20-3.45 (4H, m), 3.55-3.70 (1H, m), 3.70-3.90 (3H, m), 4.80-

4.95 (1H, m), 6.90-7.15 (4H, m)

LR S8

4-[(4-Z LK TR E)-3-(B-D-H R B A E)-5- = B F &- 1H-E M

DLz F] 26 BRI T RS % 4-[(4-ZEFE)FE]-3-(2,3,4,6-I-0-
Z BB A )-S- SR PR H- M, BH P 4-[(4-ZEFE)FE]-
12-25-5- S FE-H-M R -F A 1,2- 284 [@-FRERE)FE]S-=
FREH-WRM-3-H. K5, UEZHR 35 FIRELNTEHEFELE
4, {BR 4-[(4-ZEFE)FH]-3-(2,3,4,6-10-0-Z B &-p-D-t T HE)-5-=
FEE-HMMER 4-[-RREEFE)PE]-S-FE-3-2,3,4,6-0-0-LBEE-
B-D-nit. e H] ¥ L E)-1H-HE ML

'H-NMR (500MHz, CD,0D) & ppm:

1.18 (3H, t, J=7.6Hz), 2.50-2.60 (2H, m), 3.15-3.40 (4H, m), 3.55-3.65 (1H,
m), 3.70-3.90 (3H, m), 4.80-4.95 (1H, m), 6.95-7.15 (4H, m)

SEREBI 59
3(B-D-MEE R E)-4-[(+-FREFE)FE]-S-ZH P E-1H-HL M
D5 S 26 BT BB iE & 4-[(4-FREXE)FE]-3-(2,3,4,6-0-
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O- 7. B - BNt i AT BE L 3E)-5- = S F - 1H-e g, BRFH 1,2-Z5-4-[(4-F A
) RS- S F T A - M- TR 1,2- T E-4-[@-FRERE)FE]-
5= 4 PR B3R MK-3-BR. RS, LU SN 35 BRIR LA T IRl & AR L
&, B 4-[¢-FREFE)TE]-3-2,3,4,6-10-0-Z Bt £-p-D-nt i W R
H)-5-SHREE-TH- M B 4-[(4-RRAERE)FE)-5-FE-3-(2,3,4,6-11-0-
7 BE3-p-D-nL R B B ELE)- 1H-AE M

'"H-NMR (500MHz, CD,0D) & ppm:

1.20 (6H, d, J=6.9Hz), 2.75-2.85 (1H, m), 3.15-3.40 (4H, m), 3.55-3.65 (1H,
m), 3.70-3.90 (3H, m), 4.80-4.95 (1H, m), 7.00-7.15 (4H, m)

SEHEBI 60

4-[(4-E )P E)-3-(B-D-M R FEEE)-S-ZRFE-1H-0t M

DL 5 SCHEG] 26 BTk 20 E T iR & 4-[(4- SR E) F E)-3-(2,3,4,6-18-0-4
Bidt-p- MR E ) S-SR FE-1H-M M, BHFRE 4 [@EEE)FE]-1.2-
— 5. = R - M-F R 1,2- T84 [¢-FHRERE)FE]-S-ZAE
H N MH-3-BR . RS, LSRR 35 FTR BB IT kS &AL 51
(B 4-[(4-EHEE)F2E]-3-(2,3,4,6-10-0-Z Bt Z-p-D-IL M H £ E)-5-=H T
EOH-MMBR 4[4-BREEFERE)FE)-S-FE-3-(2,3,4,6-l0-0- LBE%-B-D-
Atk e 7 B8 U2 )- 1H-AL P

'H-NMR (500MHz, CD;0D) & ppm:

3.20-3.40 (4H, m), 3.55-3.70 (1H, m), 3.75-3.90 (3H, m), 4.80-4.95 (1H, m),
7.10-7.25 (4H, m)

SEHE B 61

3-(B-D-M R EEE )-4-[(4-RREEFE)FE)-5-FE-1H-FTEMU M

50°C, 7F 3-(B-D-M M E B H & )-4-[(+-R AR EEE) FE)-5-F E-1H-At e
(50mg) F1 B B # (0.20g) it N,N- — B9 2 5 Bt i (1ml) #0800 A TR 7R e
(0.036ml), BiFILEESWITR. EHRMBEHFTMAK, 7 ODS EEMRK
diAy B R IR S W(PEIK: FEIEK, PR FE). EREREEERTALs
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| g e Al b B R (BE . R F R/ T B =8/1), 8% 3-(B-D-MtAE R R
H)-4-[(4- B AR EFEE)FE]-5-FE-1H-WEMUE(28mg).

'H-NMR (500MHz, CD,0D) & ppm:

0.87 (3H, t, J=7.4Hz), 1.26 (6H, d, ]=6.0Hz), 1.65-1.80 (2H, m), 2.07 3H, s),
3.25-3.45 (4H, m), 3.55-3.75 (3H, m), 3.75-3.95 (3H, m), 4.40-4.60 (1H, m), 5.00-
5.10 (1H, m), 6.70-6.80 (2H, m), 7.00-7.10 (2H, m)

S 62

1-Z,3-3-(B-D-H A B B E ) -4-[(4-RINEFE) FE]-5-FHEMULM

L5 SR 61 Bk BB T iES &4 A &Y, BRMZEERRER.

'H-NMR (500MHz, CD,0D) & ppm:

1.26 (6H, d, J=6.0Hz), 1.29 (3H, t, J=7.2Hz), 2.08 (3H, s), 3.25-3.45 (4H, m),
3.55-3.75 (3H, m), 3.75-3.90 (1H, m), 3.96 (2H, q, J=7.2Hz), 4.40-4.60 (1H, m),
5.00-5.10 (1H, m), 6.70-6.80 (2H, m), 7.00-7.10 (2H, m)

K 63

1-Z 2£-3-(B-D-AL W I FE L AL )-4-[(4- FEEH L) FE]-5-FE UM

Bl SE R 61 Bk 2K 7 ik B4R ARAL &4, {BF 3-(B-D-FL M EHEE
H)-4-[(4- FEEFE)FE]-S-FH-1H-M MR 3-(B-D-At W BB A2 )-4-[(4-
BRREEFEL)FE]-S-PE-1H-tM, FHRZRBABAR.

'H-NMR (500MHz, CD,0OD) & ppm:

1.29 (3H, t, J=7.1Hz), 2.07 (3H, s), 3.20-3.45 (4H, m), 3.55-3.75 (6H, m), 3.82
(1H, dd, J=2.0, 12.0Hz), 3.90-4.05 (2H, m), 5.00-5.10 (1H, m), 6.70-6.85 (2H, m),
7.05-7.15 (2H, m)

5L 64

3-(B-D-ML B A )-4-[(4-FEEFE)FE]-5-FE-1-REM M

L5 ST 61 FRR R MM T iES & iFELEY, B 3-(B-D-HMARESR
H)-4-[(4-FEEFEE)FHE]-5-FE-1H-ME MR 3-(B-D-At i & 58 AE)-4-[(4-
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RREERE)FE]-5-FE-1H-ML M.

'H-NMR (500MHz, CD,0D) & ppm:

0.87 (3H, t, J=7.5Hz), 1.65-1.80 (2H, m), 2.07 (3H, s), 3.35-3.45 (4H, m),
3.60-3.75 (3H, m), 3.73 (3H, s), 3.75-3.85 (1H, m), 3.85-3.95 (2H, m), 5.00-5.10
(1H, m), 6.70-6.85 (2H, m), 7.00-7.15 (2H, m)

SEHEA 65

1-Z,3-4-[(4-Z B HE 5 ) P ]-3-(B-D-ME R E HE AL )-5-F E L

DL SRS 61 Fd M T E&EELEY, B 4[4-282FE)
B 3 ]-5- B 2E-3-(B-D-Alt M B 4R 25 )- 1 H-E P B AX 3-(B-D-RIL MR 0 B8 L &5 )-4-[(4-
SREEEE)FE]-S-FEIH-MM, FHBIEEABRALR.

'H-NMR (500MHz, CD;0D) & ppm:

1.28 (3H, t, J=7.4Hz), 1.34 (3H, t, J=7.2Hz), 2.07 (3H, s), 3.25-3.45 (4H, m),
3.55.3.75 (3H, m), 3.75-3.85 (1H, m), 3.90-4.00 (4H, m), 5.00-5.10 (1H, m), 6.70-
6.85 (2H, m), 7.00-7.15 (2H, m)

LR 66

4-[(4-Z EHF )P H)-3-(B-D-HL R FE AL H)-5- F - 1-H M

LIS SEHf] 61 B BT ER&ITEAKEY, B 4[4-Z8EFE)
AR 3 )-5- B 2E-3-(B-D-Mt M BE L2 )- 1H-ME MR X 3-(B-D- ML R B L A )-4-[(4-
RASEER)FE]-S-FE-1H-AL M.

'"H-NMR (500MHz, CD;0D) 6§ ppm:

0.87 (3H, t, J=7.6Hz), 1.34 (3H, t, J=7.1Hz), 1.65-1.80 (2H, m), 2.07 (3H, s),
3.25-3.45 (4H, m), 3.55-3.75 (3H, m), 3.81 (1H, dd, J=2.1, 12.1Hz), 3.85-4.05 (4H,
m), 5.00-5.10 (1H, m), 6.70-6.85 (2H, m), 7.00-7.15 (2H, m)

SEREE 67
1-Z,B-4-[(4- Z B 5 35 ) B 2 )-3-(B-D- Ak i B 08 S8 )- 5- R e i
PLE5SCHEm 61 BT R TSI ZiEELEY, B 4-[3-2EFE)F
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$1-5- FF 3 -3-(-D-PH e 7 5 R 25 ) - 1H-Mht A 354X 3-(B-D-ALMETTAE R ) -4-{(4- %
HELFERL)PRE]-S-FE-1H-MMW, FRMIREAMALR.

'H-NMR (500MHz, CD,0OD) & ppm:

1.17 (3H, t, J=7.6Hz), 1.28 (3H, t, J=7.2Hz), 2.06 (3H, s), 2.56 (2H, q,
J=7.6Hz), 3.25-3.45 (4H, m), 3.55-3.75 (3H, m), 3.75-3.85 (1H, m), 3.90-4.00 (2H,
m), 5.00-5.10 (1H, m), 7.00-7.15(4H, m)

R 68 _

4-[(4-Z B 5 30 ) 3£ )-3-(B-D-PL Mg W 98 L )-5- 1 -1 - B hE e

DS SEHE 61 BRI T EHERELEY, B 4-[(¢4-2EFE)TF
%]—5-$%-3-(B-D-ﬂ&%%ﬁ§ﬁ%)-lH-ﬂttﬂ%*éﬁ 3-(B-D-AHk I B 65 5 )-4-[(4- 57
REEER)FHE]-5-FE-1H-AE M.

'H-NMR (500MHz, CD;0D) & ppm:

0.87 (3H, t, J=7.4Hz), 1.17 (3H, t, J=7.6Hz), 1.65-1.80 (2H, m), 2.06 (3H, s),
2.56 (2H, g, J=7.6Hz), 3.25-3.45 (4H, m), 3.60-3.95 (6H, m), 5.00-5.10 (1H, m),
7.00-7.15 (4H, m)

St 69

1-T #-3-(B-D-ML M B FE £ 5 )-4-[(&- R AE R ) FE]-5-F EM i

L5 ST 61 Bk B T E B B AR AL &Y, ERBT REMALR.

'H-NMR (500MHz, CD,0OD) & ppm:

0.92 (3H, t, J=7.4Hz), 1.20-1.40 (8H, m), 1.60-1.75 (2H, m), 2.07 (3H, ),
3.25-3.45 (4H, m), 3.55-3.75 (3H, m), 3.81 (1H, dd, J=2.1, 12.0Hz), 3.91 24, t,
J=7.2Hz), 4.45-4.55 (1H, m), 5.00-5.10 (1H, m), 6.70-6.80 (2H, m), 7.00-7.10 (2H,

m)

SEHES 70
3-(B-D-ﬂttﬂ@%%’ﬁﬁ)#[(mﬁﬁﬁ%iﬁ%)?%1-1-%?@%-5@%%%
D5 s 61 Bk BT EH & FEL S, B 2-RRRENABR
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'H-NMR (500MHz, CD,0D) 8 ppm:

1.26 (6H, d, J=6.0Hz), 1.30-1.40 (6H, m), 2.08 (3H, s), 3.15-3.45 (4H, m),
3.55-3.75(3H, m), 3.78 (1H, dd, J=2.3, 12.0Hz), 4.35-4.45 (1H, m), 4.45- 4.55 (1H,
m), 5.00-5.10 (1H, m), 6.70-6.80 (2H, m), 7.00-7.10 (2H,m)

IR L FEB] 1

A% A SGLT2 it R i1 F

¥ RIEN SGLT2 B FTHL &A%

Fd Super Script ] & X % 4 (Gibco-BRL:LIFE TECHNOLOGIES), & A
4T /B3| 9isE & A A O BEHTAE S RNA, KEIERAT PCR 78
cDNA X /E. B PCR Ry #%MB A SGLT2 i1 DNA F &, HFHLEAH
cDNA XEVEHHR, HEAFLUMTHFESS No.l M No.2 FidMIFEHER
0702F F1 0712R {E4 314, HRAFIEMIFAEFT %, #HF 1K DNA A BUIEZE
pCR(Invitrogen)(—# A F M85 £, HEMATERUXBFE HBI0L,
WEASH Sopg/ml ERBER LB BigRE bmEghg. NLd—1F
fb AR EY F 44k iR DNA /5, B PCR RN¥ #4%3 A SGLT2 B9 DNA H &,
H 4 51 ULt F FEFIS No.3 I No.4 F R E X F B 0714F 1 0715R {E A 5l
4. S 5 FI BB 4188 Xhol 1 Hind III (L3 8 89 DNA F B, /G M Wizard #{L
% 4 (Promega) ik . B M 4L B DNA f Bti& A peDNA3.1(-)Myc/His-
B(Invitrogen)( 3% ik Bk & B (1 M8 ) O AD R PR HI 67 2 HWH M T iER W KA E
HB101, REHEEH Sopug/ml EFXEFERN LB HEEFELMEELE. €
M B b A 38 BURD 3 484k R KL DNA J& , 7 173 A\ 848 pcDNA3. 1(-)Myc/His-B
iy % R 47 2589 DNA H B BIBREF 5. 5 Wells % A (Am.J.Physiol., % 263 %,
5 459-465 T1(1992)FF B M A SGLT2 Aitt, RAREEE —MRERA(GR
RO R ER-433 B9 ATC # GTC FTE{R). MTT, BETHERRBNFRER-
433 W . HIXARIEA SGLT2 MEAE(FIFFIS No.s RARKKE & TRE
FR T = Y 32 B I ) o 8 0 KL29.

F5]5 1 ATGGAGGAGCACACAGAGGC
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%S 2 GGCATAGAAGCCCCAGAGGA
52 3 AACCTCGAGATGGAGGAGCACACAGAGGC
FHS 4 AACAAGCTTGGCATAGAAGCCCCAGAGGA
F5]5 5 KLGPEQKLISEEDLNSAVDHHHHHH

2)%| % BE it RIE AN SGLT2 FI4H AR

B ZEFL I R & A SGLT2 Mk KL29 34 A COS-7 A ME(RIKEN CELL
BANK RCB0539). A GENE PULSER II(Bio-Rad Laboratories), £ &H 500ul
OPTI-MEM 1 ¥55 %69 0.4cm BULLEEH R, W T&MA#TBEFL: 0.290kV,
075uF,2 X 106 4~ COS-7 A B F 20ug KL29. EHEH/E, BELoREAR, FE
2 F OPTI-MEM 1 B HE(Iml/ L EM)F . 7E 96 FLRAMAILAIIA 125u] %M
BB IEE. £ 37°C5%CO, PEFERE, ELHILFMA 1250 FH 10% 4+
{1 ¥ (Sanko Jyunyaku) . 100 B {I /ml H & & #1  G(Gibco-BRL:LIFE
TECHNOLOGIES) . 100pg/ml % %® % 5 B # (Gibco-BRL.LIFE
TECHNOLOGIES)#) DMEM #5358, X EMmB R A, KEHTNHTN
52 30141 BB 2 - o-D- AL i BT R H R HDIE T

3 )il 5 o B gk -ox- D - AL G T 9 R A 0 A L

B RN S YRET - FETREAREEHR(EH 140mM FALH,
2mM ZALE . 1mM S 4645, ImM 8. SmM FE-a-D-IM AT . 10mM
2-[4-2- B ) 1-RERE] ZHEHEBA SmM Z(BFE)REFLE, pH N 7.4 g
SERIR)SE » 5 5 W IR P AR SRS 1 MO R o BRE BRI RIS SGLT2
i COS-7 MMM EHE S, E&ILFMA 200p] FLEEHFR(EH 140mM |
WEEBR. 2mM L8, 1mM EM4E. ImM S, 10mM 2-[4-2-R 2 5)-1-
REE)ZEHBA smM Z(REE)EEFL, pH A 74 BEMK), FIE 37
CHFIXESMM 10 S8, ERETFUCESEABE, MA 200u] HRKETE,
fE 3TCHEZMM 10 44, % 7ul B E-o-D-(U-14C)HL I ] ¥% H (Amersham
Pharmacia Biotech)INZ] 525ul #I& AR BE R, K& &HTFUENEHFR.
B BT EE R GRS E R 5 T A& R & YR
BRI, HUbE AR T EEMBK SRR, KE&H 140mM |



qqqqqq

PR, BETLBEMRE, EEALFMA 750 FREEA,
T 37°CHFE 2 M. BEMEEWRE, EEILF A 200pl STERE MR
(&% 140mM SALIBR. 2mM S, ImM G, ImM EALE, 10mM 7
B oo-D-MEREE ML . 10mM2-[4-(2-F Z.35)-1-IREE | Z AT BB A SmM = (B2 F
5 E)YEETFHEN pH N 74 M), HFRERE. BRE2KE, EFLTN
A 75u] 02N SE LR, BHRRREBBA PicoPlate(Packard) 3 7£ &
FLE AN A 150u! MicroScint-40(Packard)J& , FI T & FE AR Ak it 4148 TopCount
(Packard) U & UG 1 . 3 B0 R 12 B MO REAR R A IS IR B BV Z 4B
EH 100% {8, )5 B/ = Feik MR B -3 #1282 L v S350 BRI IR E
10 (ICs). FTRIFETHR.

[& 1]

MR E& Y ICy, fE(nM)
LB 35 181

e ) 36 441

5L e 37 346

s e 15 38 702

SEHE) 39 185

SEHEG 43 84

SEHES 44 509

SE e 5] 45 441

SE 1) 46 679

SEHE1F) 48 415

L HE B 49 383

L) 52 835

KR 55 280

L) 56 190

SEjE ) 58 634
WAY-123783 >100000
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st R B FE A R R EAE A

F ik A)

P45 it 720 SD K BU(SLC,HEtE, 5 R, 120-150g){E % iR # M
RAL S (25 40me) BIFHK 76201 ZEEF, fOA 3.048ml B Z T 400 1 3.81ml
KA, MREHI& R 3.3mg/ml K. FEHI(EK: RZ 2B 400: LEE=5:
4 DREHASZER, REHERESH 33, 1 K 033 (mgm)AER. BE
bl 3ml/kg(10+ 3 F1 Img/kg)BIFI B 2 Bl X LE BB T AT KRR, xRS,
Bl 3mlkg FIBE FLTHENGA: RZB: Z8E=5 4 1). EXTSE
FE, SCEILEEAIOR 200g/L BEEER (L 10mlkg(2g/kg) HIFIE). H 26G
SR Iml R ITRTAY. ORALERAKARNBERN 2.5ml E5 ##4THI.
B3 RKR. EXEAHERE, ERSENIER. WEEERNEZ
ERFEEEZE 4 /M. SRRBKES, BREBER, FHIEREH
HEBRE., BERENRXHNRMNE: Glucose B-Test WAKO(Wako Pure
Chemical INdustries, Ltd.)l € W& HKE . BRBERANREEEHRERE L
g4 EMRBREEENLE.

H V% B)

F 553 % 10 SD K B(SLC,HEYE, 7 S, 180-220g)fF AKWBNY.
RAL A (10me) B EREA T 30001 ZEEF, SO 1.2ml RZ = 400 F1 1.5ml
ok VAR, RS IR 3.3Img/ml B, FIEAEK: R ZEF 400: LB =5:
4: DREBSZER, REHERESHN 3.3, 033 & 0.033(mgm)HIBEH.
MsE KB AEE, bl 3mlkg(10 1 R 0.1mg/ke) KIF B 4 B X £ AR K
HESAKRORESK. WYETE, L 3mikg FIBHHERN(EK: RLZ
B. ZE=5 4 DERKAEFAKRHESK. E#KASLTE, LELE
110 R 200g/L B BE WML 10ml/kg(Re/kg) KIFIR). A 26G 4+ F0 1ml 5 3
BTRRKAAT. DRAHRARRSEMN 2.5ml EHFHITH. FH3 R
§. EXLBBERE, ERBENRER. WERKEANN EARELTHE
B 24 M. SREBRKES, ERRBHER, FNERBREEEKR



""""""

B, B ENRAARFE: Glucose B-Test WAKO(Wako Pure Chemical
INdustries, Ltd)JUl @ B A FIKE . BRMAR. R HEREIREREE TS
24 /NS 200g 18 B9 SR B B8 ORI

TR2IIETER.

5 [% 2]
MREY | HiE & PR B 53 W B 2 (mg)
SEHE 35 B 0.1 16
1 74
10 188
SERES 45 A 1 22.1
3 83.2
10 153.3
B 0.1 2
1 45
10 132
iR L B 3
FiEA)

10 RS I 0.5% 5 FELF 4% T HER, KH%E 100mg/ml 27
M. AR 4 NETROHERE 6-7 I8 ICR /) B (Clea Japan, 28-33g, 84 5 R)A
ERBEY. Ll 10mlke(1000mg/ke) I B LR IRBIF RO RS T LBIRER
Y, REHITREEINBHT 24 M.

) i B)

15 ZEMRS YR IMABFIEK: BZ 2B 400: ZE=5: 4. 1), Rl
200mg/m] B BIZ K A& 4 /NEFHEEYE 5 A# A ICR /) B (Clea Japan, 26-33g,
SA 5 DHEERBIY. B 3mlkg(600me/kg)(600mg/ke) I B ¥ Lk WRABE
WETATLERBEY, REFTUREILHE 24 M.

TRIFHTHER.
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[% 3]

L S L ]

R4S F ik T
L 35 B 0/5
SC 5 45 0/5

Tk H

75 % B9 phy 4 b 5 2 (1) BT % A oLt R R R R R R AT AR RO L o LT
S A SGLT2 HEIEYE, HEHESnaaEERIEETIENEE
SHMARTEIK S ORLEES. B, EdaFFR\N LEXOIT
MR R R AT EYREAE RO, AR AR AT 1
R, BRRGEE. ERENED.

Bah, Lm EBAVFVIDF T K S RE SRS & W LEXDITT
M SRR SGY FTRSNRPERMREE. Bk, TRIXELETS
HERREN EBROFTHUEYMALE LTEZNE.
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