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[0012]  (3)Wg 2 FE OR3P 1 7 20 W IR PN B VA AL A A DLV FRICHR i I 21 58 — 2D AR B R BLVA
W, 5 G B AL S T AR 5 R RO R i A R R N B R AR R R, —15~0°C R RBL
2~8hFfFBI & H1-C-[3- (I [BIMEWy 2 FE B I ) 43t 1-3,4,5,6 = F FE kS FE DY
P Ve T 22 AR 2 1140 S NV VIR » T S IS VAR R IN BR (P 7K I R 5 1-C=[ 3 (PR - [ B 1B W3 —2~
SER ) -A-FORHE]-3,4,5, 6 = FF SRR AU DY AL R A AT PR B R AR AR B RR B A -
C—[3-(CEFH[ BIMEMY —2—J R JE ) —4— 5 2% I 1—ALPHA—D -, Feg 7] 22 458 1 (1) s SEVAVIR 5 1% I T 9
TREEEAS BN AG HUAH A A TR R K 5 e 28 25 5 v 70045 21 vk o Eu [ 44, 7% 2 [l 4y 1-C-
[3—( I [ BIMEWy—2— 5 H 3t ) —4— 35 R i T-ALPHA-D—Rbk e 7] 27 AR KR o o o 1) 32 AR 1 1
&R TR N 5 -5 b A B R B RS 2R R BE AR EE 9100 2~ 15 T Il () 34 AR 47 ) ] 26 0 TR
P Sy = B e S (R 4 0 2 W S PN T T LR 4 0 W TR PN TR S AR 4 A W IR N T
(R — s BITIR BR 9 FR R IR SR R S IR IR R I — FRECR ML VR s BT (1) A LA Rl C oA Y
ENPR NG Sy I A O e

[0013] B0, il & APHAR 0 R

[0014] K 1-C-[3-(ZE - [ BIMEWY —2—Fk FF JL ) —4—G 2% Fk 1 -ALPHA-D N e i 26 A8 AL H
fERAEA HLIEFIDH , 7E-20~0CEAF T AR I I JE A% 5 B BR , N5 S5 » 1 I B it JE
F0~25°C, N1 ~5h 5 , £E SN TR 0N L AR B S BN VA T o 45 IS 0L VA VR A B 3 A L
FH A ATLAE T8 B 7K T 258 25 B s 7045 B0 2 Co [l AR A% 27 0 AL o TR 1) 1-C-[3- (%
[ BIMENy —2—3 R 2k ) —4— G 7% 3k 1 -ALPHA-D - e 7 225 45 i 38 Ji2 5 2% 5 0 R 1) B JR EE A 1
1:1~1:6:6. R A HIEFIDA E R e 205 T8 B (10— Rk 55 Ry 570 (1078 4 g i1
WRFAZ R = T RGP —FhER A DL IR A s iR i i 5 B v &b &
T8 =S S FALII B = F R IR i — s AL BIRA

[0015] =0, fill & (1S)-1,5- /K -1-C-[3-(CRH-[ b JMEWy -2 L L ) —4 -3 2K AL ]-D—11)
AUPERE2,3,4,6- VY BRI ;

[0016]  KpAR#& F1) 1A i Sl AE A WLV FRIE R, 758 WLV FRIE HR AR R I N B Ak 7 28 18 77
AL, /£0~50°C T [ i1 ~5h, BiAk /3215 A (1S)-1, 5- MK -1-C-[3- (R FF [ b IHEW -
2-FF ) 4G IR 1-D- 1 BLRERE 2,3, 4, 61U Z BRGSO LT WL o K S ML P TR AR BUAS 21 A
BUAH , G ATLAH TR R 7K e 78 25 B v FRIAS 200 2 Ca ] A , vk 2 F [l A4 13047 HE 45 v b 2R 45 )
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(18)=1,5=B/K-1-C-[3-(ZK I [ b JMEWy -2 HE I ) ~4-F ok 2k ) -D- 1L A4HE R 2, 3,4, 6-10 4
FRIE o BT iR A LA IR A S S 80 TR R 20058 0 — R B RR 4 5 BT 1 B Ak 4577
W H LRET LB LB 1 — R A L TR A s BT i AR ) 4 - R SR e
DMAP =24 —-F&DABCO 2, —-Ji& JFHLIE « = 2 i IR BR 0 () — Rl B A DL R Ao

[0017]  ZEVYE , il 25 AR5 B 15 40 5

[0018] K (1S)~1,5- i /K-1-C-[3-(ZE [ b IMEN;—2-JL 1 L ) ~4— G 25 3k -D- 11 L g 2,
3,4,6-VU Z BRERVA A AE A LIPS IO, 7E0-50°C R M. 1 ~5h , il AR P43 2 &
BP0 1) JRRLVE T, o I L Y 2 B A B0 A LA , A WL AE T8 B 7K i e 28 25 B ¥ 77153 2
1 10 ] A AP AR B1) 0 0 s IR AP 31035 (Tpragliflozin) & E&AMKT99.5% , BRI AMIE
T99% , Frid () (1S)-1,5- 7K -1-C-[3-(FK I [b JME Wy —2-JE B I ) — 4 R 3 ]-D— 1L B
2,3,4,6-VY ZBREE S50 BE /R EL A1 1 ~5; Bk A FE A AL B L S AL Al S A A
[ —FRER P FILL IR G s Bk B9A HLARIE A DY 00 L BB K B — FRE R R L IR A .

(00191  SEIUH A BITVEAEL A K B AE I A C-C R A S AR e S b P, R — P 2L 1
BAANE R, 45 S SO R R R &, HA WA AR & A DA A 7= S840 s 14t
o IR S L i (1) Jit #2415 TR AT 7 Dk . I T 20 H S TR 1) R T v VL 0 A
YA, AR5 7R I A BRI K TS TR B SR S AR 3, B4 7= kL it A [ A& T B iR 4, A28 75
f&, faifk 7R HOCR4a%R 1 ROBE ]

B 1352 BA
[0020] it 12 AP B35 ) I R S L AR SR ) ('H NMR)

BRLiER
[0021]  sijia 51
[0022]  1)1-C-[3-(RFHH[BIMENy —2—FL FF 5 ) —4 g IR & 1 -ALPHA-D—RLL IR 71 267 B 2 1) 5

[0023] HO™
HO"

[0024]  ZAARY T, 1A = O R BEHE H N TR THE (20m 1) , S FEFE IR 2 -10°C, AT
RS EE AL THRYAEW (3. 1m1, 3. lmmo 1) Fin—BuLi [ IF VAW (2. 0ml ,4.96mmo ) , ¥
FELIOMin.~10CHME T, H12-(5- 75 -2-F 3L ) S IFMEWY (1.0g,3. Immo 1) ¥ T THF
(10m1)H , A2 AN 2R LR N , N 3ho—10°C AT , I\ = F LRk IR 4 /] 2 B R Y
Bi5(1.45g,3. Immol ) f¥J THF (10m1 ) Y& » S 3 3h o IIANEN HCL(2m1 ) A7K (10m1 ) VA VR o« AN
FIRR IR S NS (10m1) , I Z. R Z TG (100m1 X 2) ZEEL, & 3 A HUAH , 467 B 7K (100m1 ) Flify
AIEALAATE L (100m] ) Peisk , L ToK BRER B4 T-I5e fo i o8, DEVRUIE 728 Bk 5V 70, 19k o A il 4
1-C-[3- (I [ BIMENy —2—J R L ) —4— g R 2k ] -ALPHA DMk e i 28] A7 B2 (i 3270 %)

[0025]  AZREHARE : 1H NMR(500MHz ,Me thano1-d4)67.53(d, J=2.2Hz,1H),7.44(dd,J=
8.4,2.2Hz,1H),7.35(d,J=8.4Hz,1H),7.08(d,J=8.8Hz,2H),6.78(d, J=8.8Hz,2H),
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4.08(d,J=15.0Hz,1H),4.02-3.94(m,3H),3.91(dd,J=12.1,2.3Hz,1H),3.80(dd,J=
12.1,5.5Hz,1H),3.74(t,J=9.2Hz,1H),3.57(ddt,J=10.0, 5.5,2.3Hz,1H),3.40(dd,]
=10.1,9.0Hz,1H),3.07(d,J=9.4Hz,1H),3.06(s,3H),1.34(t,J=7.0Hz,3H).

[0026]  2)73 BIFHAR H1) 15 A

[0027] SR H 1-C-[3-(FRIF[BIMEW; —2—J8 B 3k ) —4~ G K Jk 1 -ALPHA-D—1EL g 4 47 9%
B (1.27g,3.02mmo L )VE T F & B HE(1:1,20m1) H, A H 2 -10°C I\ = 2 2k
$5E(1.45m1,9.06mmol) , %R J5 N = AL 2. Bk (1. 14m1 ,9.06mmol ) , FHE F0CHiFE4h . il
MR R SN VA R (10m 1) VR K R, Ik (50m 1) , FI 2 FR 2. TG (50m1 X 2) ZEER , & I A HL
FH AR 227K (50m1) S AV A AR (50m1 ) B ik , 2 TooK TR B4 T S ik 08 , W78 VA
FI A5 B A [ AR AP AR B 1R (1. 07g) o

[0028]  3)(1S)-1,5-M7K-1-C-[3-(FFF-[b]MEMy -2 JE A 5L ) 4 R 5L ] -D- 11 AU B 2
3,4,6-VU ZBRERI A Rk

[0029] AcQ

OAc

[0030] gy AR B 44 (1.07g)¥E T =& F HE (10m1) H , AR KM AIEEE (2. 2m1 ) 5 DMAP
(3.32mg) « AW N FRETF (2. 7Tm1) « 25°C R B2 2h 7, fN7K (10m1) ¥ KR AL« F — 50 4E
(30m1) ZEHL, A A AU KK Fmo 1 /LER B (30m1 ) FIAfL NG AL BN VAR (30m1 ) ¥k , & T8 7K
BN 58 Je i 8, e 28 B BV ) Ak s A [l A (1. 34g) - /K B B 25 05 , 15 A A5 IR
AR 2, B AT A8 51035 (0. 58, ST B AL T°99.5% ) o

[0031]  #ZWEHHE : 1H NMR(500MHz ,CDC13)87.73(d,J=7.9Hz,1H),7.66(d,]=7.8Hz,
1H),7.2-7.35(m,4H),7.07(t,J=9.0Hz,1H),6.99(s, 1H),5.29(t,J=9.4Hz,1H),5.21(t,
J=9.7Hz,1H),5.07(t,J=9.6Hz,1H),4.35(d,J=9.8Hz,1H),4.31 -4.10(m,4H),3.80
(ddd,J=10.0,4.8,2.2Hz,1H),2.05(d,J=3.1Hz,6H),1.99(s,3H),1.70(s,3H).

[0032]  4) (A& B ) Ak

[0034] 4% (1S)-1,5-MiK-1-C-[3-(CR I [b]MEWy —2—JEL H 3L ) —4— 3 o0t ]-D— 11 B S 2
3,4,6-P4 2, i8HE(0.58g,1.01mmol )75 T THF :MeOH: H20(2: 3: 118m1 ) 7, Jn N — K-S E E Ak
#(0.050g,1.19mmol) , I5°CHEFE4h H L BR B (50ml X 2) 2 HL, & I A HIAH, Ak
BNV IR (50m1 ) ik » 8 oK B BR AN -5 Fa ik Uk, e 26 B £VE 1, 43 B o[l AR R 4% 51150 . 39¢
TE>99.5% B E EAMKT99%) .

[0035] A% mi%h#E :'H NMR(500MHz ,CDC13)87.63(d, J=7.9Hz,1H),7.57(d,J=7.8Hz,1H),
7.20(m,4H),6.99(t,J=8.8Hz,1H),6.94(s,1H),4.24-4.06(m,2H),3.99(d, J=9.3Hz,
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1H),3.77-3.23(m, 10H) .
[0036]  SLjifaf5if2
[0037] 1) 1-C-[3-(FRIf [ BIMEWy —2—H FF L ) ~4 9 % ik ] -ALPHA—D P e ] 2 W2 1) 5 ok

[0038] HO
HOY

[0039] G AULRY T, 18] = H B BEN N T8 THEFTHR 251 2 1R A VA 77 (20m1) , it b Fg
BZE-15C, AR R EE A THRE W (3. 1m1, 3. Immo 1) Fin-BulLi ¥ 1E L KE & W
(1.3m1,3.1mmol), #HE26min.—15CHEAM T, f2-(5-I —2-F K1) R HEWy (1.0g,
3. 1mmo 1 ) VA& T THE (10m1) H , 2SR N2 [E BN , s Bi4h o —15°CEAF R, A =H
SR AT 2 B ER N B (2. 2g,4 . 6mmo 1 ) ¥ THF (10m1 )&, R Bibh o I T (2m1)
(K3 7K (10m1 ) Y&V o IV R R R S AMVA TR (Loml) , FH Z. R 2. B8 (100m1 X 2) 2K HY , & FE A #L
FH, A 7R FEZK (100m 1) FIAE FEUAL VAR (100m1 ) ¥e ik , BT K BRER AN T S5 1L 08 , DR e 7%
bk 2V ), A3 9% B YR IRIR 1 -C-[ 3 (ORI [ B ME Wy —2— S FE i ) —4—3gU R 2 ] -ALPHA-D— It e 4]
2] WP ] 4 o (UAC %68 % )

[0040]  2)45 ZIFFA% Z1) 75 A i

[0041] GRS K1 -C-[3-(ORFF [ BIMEWy —2—J FE 8k ) 4R ok Jk | -ALPHA D~V Feg %] 26 4
ek A (1.42g,3.38mmo VA T2 —& P E(1:1,20m1)H , A EHE-15C AN =2, Fhk
$2(2.16ml,13.51mmol ) , 4R JE i N = AL 2Bk (1.70m1 ,13.51mmol ) , FHIE £ 15°CHi#k3h.
TN AR B AN VA TR (10m 1) P K BE, fi7K (50ml ) , 28 20 BE (50ml X 2) KL, & 9F A
HURH , #% F227K (50m1 ) 5 1 AT SR BN IA R (50m1 ) ik » 22 To /K A BR A T I 3ok 6, e 2855
V), A0 2 e [ A AR B kL (1. 18g) o

[0042]  3)(1S)-1,5-M/K-1-C-[3-(FIF-[ b1 MEMy -2 I8 FF 5k ) 4~ oK 5L 1 -D- 11 B A 2
3,4,6-PU Z IRER I A Rk

[0043] Aclr’

AcO™ Y

OAc

[0044] BRI AR A 44 (1. 18) ¥ T & 2 (10mL) 1, KK NN 2, — Jie (2. 4m1) 5 DMAP
(3.46mg) « ZAZH N LT (3.0m1) o 15°C R Bi4h &, AN7K (10m1 ) ¥ KRR F — & F 4t
(30m1) ZEHL, A A AU KK Flmo 1 /LEE B (30m 1) FIAfL NG AL BN VAR (30m 1 ) ek , & TE 7K
TR BR AN TR 5 1L I8 , AR Pk VAR 439k B8 (Al (1.38g) s /K L EE T 45 0 , 15 A ket
KRB AKY 2, B Z A 5115 (0. 62, S B AMET99.5%) o
[0045]  4) A& 215 (1) & Bk
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[0046] HO™
HO™

OH
[0047] 5 (1S)-1,5-Mi/K-1-C-[3-(ZR I b]MENMy -2 L H 3 ) —4— 3 2t ]-D— 11 BL M B 2
3,4,6-VU Z, R ME(0.62g,1.08mmol ) ¥ T THF :MeOH: H20(2:3: 118m1 ) 1, in N & A ALY
(0.13g,3.25mmol) , 35°CHiH¥2h . Fl 2. FE 2, Big (50m1 X 2) ZEEX , & I+ A HLAH , A G e
TR (50m1) e , L To/K BRI AN T8 fa i U, He 2605 223 ), 15 1 L [EMA A% 51190 . 42g
[0048]  SEjifif53

[0049]  1)1-C-[3—(ZEIf-[BIMENy —2—J8 B 3t ) —4—F 2K i J-ALPHA-D-TILE el 1 5 R B 11 5

[0050] HO
HO"

[0051]  ZAARY T, Wl = O R BE - IMN FEETHR R R 2R 1 VR AV 7 (20m 1) , FidHF: P&
BAE-2C, AP T BB BRI THEVA R (3. Im1, 3. Tmmo 1) AU T JE488 (1) 1E O b i W
(3.3m1,7.75mmol) , ¥ #30min . —2°C&F F , {2 (5-¥R -2 F 5= ) R H Wy (1.0g,
3. lmmo1 )& T T THF (10m1 )/ , Z2 1% 5 N 21 (R FCHENE N 5 SMBh o —2°C26AF R, TN AN = FE
S ORI A B MR ER N I5E (1. 45g, 3. Tmmo 1) [ THE (10m 1) ¥ , S Bi4h o I ER R (2m1 ) ¥ 7K
(10m1) VAW o NN P Ak PR S AMIE W (10m 1) , FH PR R (100m1 X 2) A2 HL, & A HLAH , 4K
KA (100m1 ) A AN G AL ANV R (100m1 ) Beigk , 48 T KR BR AN T4 fa i 8 , DEVRUIE 2% b &
V), 430 2 AR 1-C-[ 3—- (R [ B MR Wy —2— i FE ) —4 -9 ik 1 -ALPHA-D—HLt il 7] 4 il
Az [ 4 . (USC 2665 % )

[0052]  2)43 BIAFHAE Z1 v FHL A

[0053]  ZAARY K1 -C-[3-(FRFF [ BIMEWy —2—J FE 8k ) 4~ K JE ] -ALPHA-D— 1 Feg ] 26 47
B AL (1.38g,3.28mmo D VE T2 : & F He(1:1,20m1) 4, ¥ ER0°C AN = 28R
(2.1m1,13.10mmol) , SR J5 ¥ f1 = AN LT (1.65ml ,13. 10mmo 1) , F+iff %2 25°CHiF:2h . N
MR R SN VA R (10m1 ) VK SR, TInzK (50m 1) , FI 2 FR 2. R (50m1 X 2) ZEHR , & I A HL
FH AR FH 227K (50m 1) 548 NS AL AP I (50m1 ) BEig , & Tk BRERAN -1 Jo i Uk , e 78 14 74
), 4595 B O [ A AP A% B v (1. 06g)

[0054]  3)(1S)-1,5-M7K-1-C-[3-(TFF[b]MEmy -2 JE A B ) —4—F R 2L ] -D- 11 AU B 2,
3,4,6-V4 2 TR BRI A Ak

[0055] AcO” "

AcO” T
OAc

[0056] Ry ACIRIE 4 (1.06g) ¥ T S HE(10mL) AR IMAMEIE (2. Im1) 5 DMAP

10
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(3.20mg) . 2SN BRETF (2.6m1) 45 C M 1hJ5E, HizK (10m1) ¥ K R F & bt
(30m1) ZEEL , & A HLAH Ak K FH lmo 1 /LER B2 (30m1 ) AR RIS ENIA W (30m1 ) ek , £ TE K
BN 58 Fe i 8, e 28 B VA ) Ak s A [l 44 (1. 25g) - FHT/K OB B 25 05 , 15 A 5 IR
AU 2, B AR AR 51035 (0. 57, ST EAMKT99.5% ) o

[0057]  4)FFHA% B35 1K) 5 B

osa] HOS
Son

OH
[0059]  #%(1S)-1,5-MsK-1-C-[3-(CRIF-[blMEmy -2 JE FF B ) —4-F R 5 1 -D- 11 B B 2
3,4,6-PU 7. B&HE(0.57g,0.99mmo ) ¥4 T THF :MeOH: Ho0(2: 3: 118m1 ) , I A — K & A F 4k
#(0.167g,3.98mmo1) ,50°CHitF:1h FH 2, BZ .15 (50m1 X 2) ZEL, & HAHLAH , A&t
VAL (50m 1) PR » & TC /KB BR AN T4 S ick 9, e 28 B 2V ), 45 1 ER [ AR 1014+ 0 . 38g.
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