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) B PR A . H RTAE IR PRAS I RO BORE PR v 254 32 B — U R ER RIS | Tk I 22
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[0012]  Jhyfi# e iR AR )RR, 22l R ANBIE I, AR B R R B Nt T IS5 R O T
SGLT2 #5114 I3k, Horh, R = Hy Mes Et M n-Pro ARKBRAH T FEAT 2R L
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loo17]  wJ LA FAIE A 1T ML S PLERRTE 20T TR LB %, Horh R = HiMe,
Bt Al n=Pro Jt FHEIBSAE 2% A E 5 E 2 ANBR T MeONa 1) MeOH ¥ \NaOH f#] EtOH 7K #5 ¥ . KOH
K1 ECOH ZKVE YRR K,CO, 1Y A B 2 WV, 3L B A =0 31 B At o
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Et Al n-Pr. AL EARR T MelMe,S0, Fl Me,PO,, 7 F5H AR T DMF . DMSO.
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Me Et Fll n—Pr. Bl RIS L FE R AR 4% F Pd/C.Pd (OH) ,/C 25 R AL 2 AL A1 DDQ (2,
3- & -5,6- —FHIE 1,4 KfiE ) FAb.
[0026]

OH Vi

[0027]  [6] iRl VI LS ml LUl MRl = IV RS AER A7 AR N i St 2E
il %, Forp R = H Me. Et M n-Pro fT A8 4% P 65 (2 ANBR T MeONa ) MeOH #5944
NaOH ) EtOH 7K ¥ - KOH ) EtOH ZK#F R K,CO, F P B B Z R L, 15 0 =53 3 A
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OAc v

[0029]  [7] baRi@ = vV LAl LUER FRIER 111 ML SYERATLE T I LR
2%, Horp R = HMe Et I n—Pr. AT H B SR HEE 2 AR T MeONa [ MeOH %5 ¥ - NaOH
(K] EtOH 7K %5V « KOH ] EtOH 7K ¥y A1 K,CO, 1) AP I B Vs viid 1 A 25 iR 3 [m ] o
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EMraite i, Hh R = HoMe. Et 1 n—Pr.
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[0033]  [9] biRi@= VIT ffbA4ml Lol Rkl = VITT (4 &9 CWefekilfs . Hd R
= H.Me.Et Fl n-Pr. ZERALIHARFIEFEEAR T LBRET A LBES, 17 H 88 FEH AR T
MERE = LM% 2, 6— — FISEMERE . — 7 TN 5L SO %, R AR (AR T iR g A 5 il — &0 R
Bt UL R THE S5 9E R F-5557), i8R —50°C 3 [H]3i.
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OH IX
[0037]  [11] EiRJEA IX KL m] LLEE TR XTT RSP e B AL 215 153 21
X, X 5l XT W SRR A HITS . P R = HiMe Et Al n-Pr. Prifketpitfs

HABR T n—BuLi. s—BuLi 1 t-BuLi %%, FTIA R AL FEEARRE T2 M VLR A A VLR .
[0038]
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TMSO ~
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[0039]  [12] FiRIE A XIT b & m] Dot FiRE A XTI Mt S8 il fs, o R =
H.Me Et Fl n-Pr. & J8ERFEFEEAR T Et,SiH/BF, « Et,0 F1 NaBH,/A1C1,, %5740 £5{H
APRT P 15 CBERT THE 28, V8 5 4 —50°C 2B
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Xm ©
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= HMe. Et Ml n—Pr. FEAEGHEAEHEAFR T BnCl, BnBr A Bn0OC ( = NH) CCL, #51#%
{EAFR T DMF. DMSO- MeOH. EtOH AT CH,C1, %%, 35 A —50°C 3Bt »
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[o048]  {E T & [ 500mL [ [ K K2 O P o A 32.52g(0. Imol) 4k & # XTV-1,
20. 52g (0. 12mol) JRALTE.27. 64g (0. 2mol) [E{E K,CO,.5. 00g [ 1A KI F1 200mL -5 f¢) DMF,
AR AR M T, TLC 2R [ MY 58 it

[0049] [ VR4 500mL  CH,CL, %k, B bt 1 438, il i B 25 [ 44 U8 FH v A £
#hIKPEWR, JoIK Na,S0, 5, $h 8 5k 25 8 50 J5 76 e % 28 AL B H A, 193] — ot il
W, K22 M a4k, 453 3 XTTT-1 R4l 5, 37. 80g, 7728 91 % .. G G4k, 15 5 63-65°C, 'H
NMR (DMSO-d,, 400MHz) , & 7.67(dd, 1H, ] = 2.4Hzand 8.8Hz),7.53(d,1H, J] = 2.8Hz),
7.35-7.49 (m,5H) ,7. 25(d, 1H, ] = 8.8Hz),5. 19(s,2H),3.01-3. 08 (m, 1H), 1. 71-1. 74 (m,
2H) , 1. 59-1. 63 (m, 2H) , 1. 02-1. 27 (m, 7TH) , 0. 83 (t, 3H, J = 7. 4Hz) , 0. 58-0. 68 (m, 2H) .

[0050]
2]
OBn NS OBn RN
OO D
O

Xi-1

[

Xii-1
[0051] 7 500mL f¥] F % [& Ji& K& WL o i A 37.38g(0.09mol) 4k & ) XITI-1.
34. 88g (0. 3mo 1) Et,SiH A 200mL {44 CH,Cl,, FTFIR G WAEVOKIVS A R iR, AR H g
P23 21. 29¢ (0. 15mo1) BF, « Et,0, i M5 /5, K NIRA W SR F s i
[0052] St VR A WAL VKK A v A0 R i 4, 18 12 N 200mL 79 AT Na,CO, ¥ 8, 45 HF 2 /)
I 100480 31 500mL vk K . B R ER R /N 0 5 pH = 3-4, ] 100mL X 3CH,C1, £ HL. &
FFALIUAH , B A0 ER7K PR, oK NaySO, T4, R 25 T8 500 ) 76 e 6 25 AN 2
), 13 3] — MR, A2 aifh, 153 3] XTT-1 /4l 5, 32,51, 773 90 % . JE AR
Y,"H NMR (DMSO~dg, 400MHz) , 6 7.29-7. 44 (m,6H),7.25(d, 1H, ] = 2.4Hz),6.99(d, 1H,
J = 8.4Hz),5. 11 (s,2H),2.46(d,2H, ] = 6.8Hz),1.65-1.68 (m,2H), 1. 56-1. 60 (m, 2H) ,
1. 46-1.51 (m, 1H), 1. 21-1. 40 (m, 2H) , 1. 07-1. 18 (m, 3H) , 0. 89-0. 98 (m, 2H) , 0. 83 (¢, 3H, ] =
7. 2Hz) , 0. 72-0. 78 (m, 2H) .
[0053]

[3]

: :OBn : R
Br

HOY

OBn N

“OH

OH
X1 IX-1

[0054]  7F T4 500mL f R B A 32. 11g(0. 08mol) HI4L-& 4 XIT-1.— K T4
[RIG~-F1 200mL 1) THE, 20V G AR B R ) 11 FEIE T T8 CHIEA - &
B TR AL FUR A 50, Eah B b, AR S 28 AR 5800 12 1235 I 56. 3mL (0. 09mol) [ 1. 6M [
n-BuLi [¥1E CREs i, WM 5e ¥ )5, RNIRGWILE —T8°C N 4REiFE 1 /NI, 1 i P A vE 5
#1212 N 46. 69g (0. 1mo1) 2,3, 4,6— P —0— = FIFLRELE I —D— 7 25 BH % P MRS A 21 50mL

11
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TP ) B 2R TP R RN SE RS, OB A, RNV IR G YITEEIR M IEE B 3 A, 4k
SEE 3 /N
[0055]  J N VRA AR FERE T AN OO BRI 3 1000mL v H1 A R K b, B ER IR /N 0
F5 pH = 3-4, Gk dE /NN, I 150mL X 3CH,CL, REHY, & HEA B, F oA i ok gk, 6
7K Na, SO, T4, Tl BR 25 T30 J5 76 e i 28 RAXGE F ), 49 B — 3R B el 4, BIA IX-1 1
FH & 2 AR EE— DAL R AT T — P RN EST-MS, m/z = 501 ([M+H]") .
[0056]

[4]

OBn N OBn N

HO HO

“'OH HO"
OH OH
IX-1

[0057] 4 00% [3] HI45( IX-1 M5 CE T4 0 500mL (14 [5e i 4, A 200mL 5 (1)
CH,CL, %5, NN 13.95g (0. 12mol) Et,SiH, ¥ #13] -30°C, Hihe T~ MIE I B & i mA
8.52g (0. 06mo1) BF, * Et,0, W M5EHE)T, R ARG YITE S W T IkE it 3 /.
[0058] K NRGWITEVKK I EN T Bk, 12148 0 A\ 100mL ¥ A1 NaHCO, ¥, Hi 1 /M i
Ja s 2 500mL VKK o FHAERER /ML pH = 3-4, A1 100mL X 3CH,C1, 2 HL . & FFAEHL
A, PRI 3h 7K PEE%, a7k NaySO, 4, fhaRR 25 82 501 5 75 e 5% 28 AR 253, 43 3
—yR B A, BRI VITI-1 BPRL, 2o A — 2P 4l AL BT @- 4T~ — 2P ) Vo EST-MS,
m/z = 485 ([M+H]") »
[0059]

[5]

HO' ‘OH vy

AcO

AcO"
OAc

[0060] £ 500mL [ R EHEI N A B BR [4] il % (1) VITI=1 K1 200mL 5 IRIILIE , DK
P E MR, 12 MR N SOmL BEIRET , W I 5E B IR FINN 24— — W LALE , 1 JE =30 R
ESUR

v-1

12



CON 102516215 A WO B 9/11 ¥

[0061] S AVR-GHHE T 12 12 {5 21 1000mL KK 47, fI A 300mL CH,CL,, #i#f:, K Eh iR
YT KARE pH = 4-5, 73 A HIAH . KA 100mL CH,CL, IR A —IK . & A PR, FIEAfE
#hAKBEGS S To7K NaySO, 4, Al BERR 25 5 50 Jm 75 e % 78 RAXGE S0, 153 31— s (il 44,
B4 VIT-1 R A 2R i i A E A 4iAh 20 B TV-1. A, 45. 43g, 773 87% (A
XII-1 # %) ,'"H NMR(DMSO-d,, 400MHz) , & 7. 37-7. 44 (m, 4H) , 7. 30-7. 33 (m, 1H) , 7. 14 (dd,
1H, J = 1.8Hz and 8.6Hz),7.02(d, 1H, ] = 2. 0Hz), 7. 00 (dd, 1H, J = 8. 8Hz) , 5. 33 (t, 1H,
J = 9.6Hz),5.10(s, 2H) , 4. 98-5. 08 (m, 2H) , 4. 58 (d, 1H, J = 10. OHz) , 4. 03—4. 14 (m, 3H) ,
2. 44-2. 47 (m, 2H) , 2. 02 (s, 3H) , 2. 00 (s, 3H) , 1. 93 (s, 3H) , 1. 72 (s, 3H) , 1. 64-1. 67 (m, 2H) ,
1.54-1. 58 (m, 2H) , 1. 46-1. 48 (m, 1H) , 1. 23-1. 29 (m, 2H) , 1. 07—1. 12 (m, 3H) , 0. 87-0. 96 (m,
2H),0. 83 (t,3H, J = 7. 4Hz) ,0. 77-0. 78 (m, 2H) ,

[0062]

[6]

AcO

ACO\‘ ' AcO' ) //O Ac
OAc V-1 OAc -1

[0063] 7 500mL ¥ [FJES Bt 1 An N 39. 17g (0. 06mol) [KI4L-&4) IV-1.1. 0g Pd(OH), (&K
50% ) A1 200mL THF, A EHL 18 =R G SR ESPORPE S =K,
Ji R INREMTEETE 2 N KRR FE R 24 /M TLC B8 V56 o
[o064]  DIAVSCEH G IS E, RN IRE Y HMIE, UERAE e 78 R 25T, 198 —
KRR, EY TT1-1 WO, 208 A 100mL Ay BEFT 3mL L B2 MR T Bk 1
/NI, Fl BRI A, SR B TR R AR B TIT-1 4l . il 4, 32, T4g, 7 %6
97% . ESI-MS, m/z = 563 ([M+H]") .
[0065]

[7]

AcO

AcO"
OAc -1

[oo66]  7E T % 1 500mL ¥ [ & K B B A 28.13g(0.05mol) fb A ) 111-1,
8. 52g (0. 06mol) %%, 13. 8g(0. Imol) [& A K,CO, I 120mL -4 [#] DMF, R R S 1E =
B NP, TLC SR RV 58 o

[0067] [ NIRAHIH 400mL CH,CL, FifE, sk 1 J3%h, Syl kR 2ol 7k JEM A A& 2ok
Beik, oK Na,SO, 45, Fh ok 25 500 )5 70 I8 % 28 AN ZE RV, 13 B — L iRy, 4%
ERraith, 153 11-1 465, 27. 10g, 72 94% . @k, ESI-MS, m/z = 577 ([M+H] ") .
[0068]

13
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[8]
OMe N

AcO

ACO\\‘ " 1 Ho\“
OAc OH

[0069]  #F 500mL [ T-44¢ [ JEE B A i N 150mL T4 ) FEZ N 0. 46 (0. 02mol) &x @4, =
BN, BERIEEMNE L. T 23.07g(0. 04mol) fLAY) T1-1, iR FHiH: 3 /M, ik
I TLC o T1-1 W2k,
[0070]  FELSHH A 20g T 732 BUBREREHE TACHe g (H J2X) AT 150mL FFEE,
FIR TR, B S N IR A pH = T ShIE, SERAEREE AR AN 2R BRI A
ERARE EEENTE GE5 1-1. AEEARE A, 16. 188, 7% 99% . ESI-MS, m/z
= 409 ([M+H]") »
[0071]

[9]

OH -1

AcO

AcO"
OAc V-1 OH VI-1

[0072]  7F 500mL T4 B JE B i N 150mL T4 ) FFEZ D 0. 46 (0. 02mol) 4@ 4, =8
WEHEEE, BREREAE . T 26. 11g(0. 04mol) AL&4) TV-1, i N ik 3 /N, it
i TLC Bon IV-1 W 5k
[0073]  FERSEH A 20g TR 732 BY5RER R B 1 A # b g (' J2X) A1 150mL AR,
FIR N, SRR SN IRAY) pH = T ShIE, JERAE e AR AN 25T R B TR AR
R EEE T8 SR V-1, AEIRAERE A, 19. 38g, 7% 100% . EST-MS,m/
z = 485 ([M+H] ") ,
[0074]

[10]

OH VI
[0075]  7E 500mL [# [ B in N 19. 38g (0. 04mol) FIALA M VI-1.1. 0g Pd (OH), (47K
50% ) F 150mL THF, &/ E BB 2 =R G F A B BB AT =K, 1
i RNAREYESIRT 2 MKAE FEMR M 24 /Mo TLC B8 R V58 i
[o076] DI EHMPOIE T A G, RVIREWLEIIE, BRI 28R E75T, 153
—RAGE, MG V-1, iR NS TTERRF R V-1 2ish . A4, 15, 15g,
PEEE 96% . ESI-MS, m/z = 395 ([M+H]") .

14
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[0077]
[11]

OH V-1 OH -1
[0078]  7E T4 1) 500mL f B E B hi A 15. 78g (0. 04mol) 4b&4 V-1.8. 52g (0. 06mo1)
LR E. 13, 8g (0. 1mol) [Fl {4 K,CO, 1 120mL ~F-J4:1¥) DMF, T 73 V6 & WA =i NPtk it 4, TLC
TR RV 5E o
[0079] X AVYR-EHIA] 400mL CH,CL, #ké, ke 1 738, e 22 b 4o S8 A A £ #hK
Bek, Jo/K Na,S0, T4, il i 26 T8 0 Ja 70 58 5% 28 IR £, 19 31— e (iR, A
Eraifk, 53] 1-1 [4h5, 15, 20g, 7235 93% . AE K. ESI-MS, m/z = 409 ([M+H]") »
[0080]

[12]

AcO — > HO

“IOAC i HOY “'OH
OAc ) OH

[0081]  #F 451K 500mL [ [RJEFEI A I 28. 13g (0. 05mol) 44 T11-1 F1300mL 2.7,
AR IHEE, 0N 30mL 40 % ¥ NaOH %5, TR &P E B /U I/, TLC
IR RV 5E o

[0082]  Jx NVR -GV H1 G {3 1) 500mL /K, H R ERER YT pH = 2-3, A 100mL X 3CH,C1,
FEL . A I ACEUR, F M AE 2K BRI, To/K Na,SO, T4, Hli e ke 2= T 1850 5 70 e i 78 R
IR LR, 3B R AL E M 4k, 193 V-1 (944, 18. 54g, F= 3K 94 % . [ [H 4.
ESI-MS, m/z = 395 ([M+H]") »

AcO V-1

15



