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Lo— 3L &5 b 1, HoRF ik 48 T 3z 3L 45 a8 O 4-(6- i %0 — B -D- it il 4 % Bl
5 ) -2-[6-(4- FAREL ) WEWy —2- AL J-1- AR (CD-6) 5 L- 2R E I L &6 it 14
g 5 X— BT R AT SR RO (20 ) {2k :5. 08.6. 12.9. 70.10. 56.15. 44.16. 48.18. 44,
19.00.19. 34.19. 90.21. 50.22. 52.23. 14.,24. 28.26. 62.27. 60 ;2 0 JEixZEHR +0.2;

b=

H
0

2. WIBCMIESR 1 B ALt 1, JURFIEAE T - BTl X- Sk RS BAT R R 1I
R

20 ) d(A) 26 () d(A)
5.08 17.38 19.34 4.59
6.12 14.43 19.90 4.46
9.70 9.11 21.50 4.13
10.56 8.37 22.52 3.94
15.44 5.73 23.14 3.84
16.48 5.37 24.28 3.66
18.44 4.81 26.62 3.35
19.00 4.67 27.60 3.23

3. WIBURIELSR 18R 2 BriR dL s i T, JLRFIELE T« Frid L 45 0 X— S 2of AR AT 5 Bl an
YA SRR 2 P

A WORURIEESR 1Bl 2 Tl 3L g i 1, HARREAE T - o i I e AE 95°C ab AT
P, 78 136°C L 166°C AT 191°C &b A W P,

5. — PRI BRI E R -2 (T — TR S gh i T 17575, JURREAE T oF L- Il R A
IKET S, Bidt T I EY) CD-6 1) LR, AT & g T, BRA 2450 1.

6. —FhZyWLl &N, HAREAE T A RRE R 1-2 E—TpT iR 3L ghdn T1EAR
RUAY > UL RGE 2 I AR SR 771 o

7. BUFIELR 6 Frid (23 &4, Jorb, Brid 844 k18 4 0 BRaki5) 8 1A 1 AR skl 551)
EIREE NEIP

8. BURIER 7 B i [ A B oA AR ISR EL S 20 BOR s SRS s 1 R
FOUREFA) S ORISR 5 TR 5 ) A0 v S P 7B v S AR TR B s KT /N o
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9. BUME R 1-2 fE—WUITIR LS et T A5 &6 7 Bl PR 2590 77 T A R P o
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—MER | REHEFENNA

B

[0001] A< B Je T B 25 BRI, 95 B —Fofr 25 A7 Mot 4L 71 26 W 45 ) 1RO O AT B AT
PPN - B BRI SL G5 b, BAKES K Fh 4- (6- [iE4E — B -D— AL AT 25 8 2 ) —2-(5- (4- 38
SRHE ) WEWy —2- FIL J-1- A L- iR R AL g5 0 1, LLRAZ LG5 0 1 1 2% 5 0
Ao

BEEA

[0002] AR CUEL 4- (6- W4 — B —D— LR A 25 BH 2L ) —2-[5- (4- SRk ) mEwy —2- /{1
F ]-1- IR (AR T, LR fIFR A CD-6) 1E4 Na™~ fijZpE itz + 2 (el 2 &Y
Bl 7] 2 BE 4612, sodium—dependent glucose cotransporter2, %55 4y SGLT2)HI 5+
AC T R A G (CN201310213608. 8) o A& A] H T2 v6 7 B I I 25 AL &4,
HAL 2GR h -

[0003]

CD-6
[o004]  {EWFFULREH, AR IR, il 4 B &4 CD-6 1) iR Jm 20 BRI Ja 12
B I 2T R T 2 B AR B0, OB A T A SO B g R 1R — i E A
Jit, HAZRSAER HER Z BB AN 52 » M LLORFFIEE R AMIUIRZS , NG EARAT N Uk 2548
o [, B T AL S AR 2B 2 R AR P, TR T 88— DR AL AL, 457
R AL MR R 2Rk T X

XRAE

[0005] DAL, A B I HIRIAE T se Bk Bk s, 42406 1 CD-6 R0 L- T BRI AL &5 i 1, 38
giiih T BARGERAMIUIRES, A7 B kD4R iy CD-6 L, I HARmy 1 RAFAE T, nI A
Fe e Lt 4 )26 JsURE 24, OF ELIGSR A 1% L A 1 46 D7 i AN o

[oo06] %I T kg r .

[0007]
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. [}-—cc}zH
~N
&

[0008] Ak BH AL T — Fh 4 (6 Wi 48 — B —D— Atk e i 28 0 L ) —2-[5- (4~ JR A< FL ) WE
Wy —2- FZE 1-1- ALK (CD-6) Al L- R FL 4 00 1, LL 26 MERRI X- F bR
F75F (PXRD, Powder X-ray Diffraction) 7E 5. 08.6.12.9. 70, 10. 56, 15. 44, 16. 48.18. 44,
19.00.19. 34.19. 90.21. 50.22. 52.23. 14.24. 28.26. 62.27. 60° P4k HLA F7 50

[0000]  ARHE A & B 3L & i 1, by, L X S 208 AR AT 5 76 b T W) 5 d {4 17. 38,
14. 43.9. 11.8. 37.5. 73.5. 37.4. 81.4. 67.4. 59.4. 46.4. 13.3.94.3. 84.3. 66.3. 35, 3.23A
(R B A B A AT 0. JUieHh, Fr b e d (55 2 0 A Bz (i m] LLRA W R AR
KER, WK 1 PR,

[oo10] K 1 SAMEIEES d (Y 20 Z AN C AR
[0011]

20 (°) d(A) 26 (°) d(A)
5.08 17.38 19.34 4.59
6.12 14.43 19.90 4.46
9.70 9.11 21.50 4.13
10.56 8.37 22.52 3.94
15.44 5.73 23.14 3.84
16.48 537 24.28 3.66
18.44 4.81 26.62 3.35
19.00 4.67 27.60 3.23

o

[oo12]  #R 4 A & W ) AL &5 5 1, Horp, 22 30 3 H7 (DTA, Differential Thermal

Analysis) BEEELE 95°C Ak BA A, 76 136°C 166 °CH 191°C abAa Wy Sk,

[0013]  ARYEA A BHSE LS T, o, L X— 5 2k R Air 5 S an I 2 B

[0014] A& BHIEHEHE T )45 BiRJLah i T vk, 7B G of L- Bl E R K%

T W, AT 35 L 2l B VR S 3 AR JE AR B HE R 1 I VR S 3 N 4-(6- it

- B -D- LR AHE 2L ) -2 [5- (4 FREL ) WEWy —2- FZL -1- FEEOR I SR v, 4k 4t

PFEAT b OB Gh R e T, 19 BIFE 5 40 T

[0015]  ARAEAS K EIHI T3, i, fEr R & L- 2 R 1R G %W, L- 2R 5K

[ TR ARFA L (g/ml) Ky 4:0 ~ 4,403k R 4:3 ~ 3.5 ;L- [HE M 5 B A LA R L (g/
5
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ml) & 4:30 ~ 60, L1k A 4:33 ~ 40 ; L 3%k Hh, 75 Fr ik 4-(6- I 48 — B —D— it g ] %5 B
55 ) -2-[6-(4- H KAL) MEmy —2- FISE J-1- LIRS, 4- (6- AR — B -D— L i
RS ) —2-[6- (4- JAREL ) WEWy —2- AL ]-1- AR S SR i AR (g/ml) 4
1:15 ~ 25, kA 1:20 s SEARREHE, Bk 4- (6- M4 — B —D— AH PR 75 25 B ) —2—[5- (4- 9]
ARHE) WEWy —2- FEE ]-1- AR TR L- R EEREL (Vo) 4 1:0.8 ~ 2, LIk R
1:1. 2,

[0016]  fLitHh, bFaR#E/EY I 7E S0 N AT, B W7E SR N HiFEAT i 5% . X E IRk
25 ~ 35°C, A LL Ky 25 ~ 27°C, Al ikl 25°C.

[0017] P, 8 FH SR MR AT TR A, TR R 4 ~ 8 /NI, ALIE N 5 /i,
[0018] AR EHICIRGL T —Fh A AW, ik 9 A& W0 &A SE AR HINIL 45 i
L FI—Fhal 2 Frehse EnT Rz iAmR . Bk 227 B RT3 52 (R4 LT DUR DR EF 2570 B i
SRR} T8 AR 3 AN 1R ) 25 570 Rk % FH B2 & A T, Pl 2 B T s L G A 1 L R ) A
S IEFEF RGBT AR T T BRI VBT R B ) AR MR . R
LR A0 AT 4 25 FUBE TR TE R e RS R IR« TR 0 e I H R I L (LAY
T T 25 0 S SR KR O T T U H I EORIRS IR T A AR i — A e LR 21
AW SEFEFVE R W FLRE R CRIDRS Ry TR VR « H R (L AL R IR A I IR
BB BRAES SR AT AE = I — A EULA G R G R AR ] W e RE  SE R SR YR 2
AR RN TAYER RN R PEAHER B L FE OB K —RE L
R E) o F AAR) 0 FE A5 e Ky AT ISR A L AT IR PP AR 47 4 2 AR R T SR 4T 4
3R P ETYE 200 Vs 0 ) B — R el LA 59 o

[o019]  HRHEAK 5 ALEH, Horpy, Pk 254 20540 ] LA A (8] 44 0 ARl 33 s v A 1 i
AN EE S o ARk HE, I [ A 1R A48 23 5O s RELOER 0 e 2 B
TR 5 B VAR 1 ) 0 A0 458 T IR VBOR 5 i v st ) B v Sk R KA 5 PR TR
IR IR BN o

[0020] AR BHIAHRAE T AR B AE S T alidi BRAC R B IR 77 v 4 i 3R 45 00 T ZE 2% H
THRITRE R I 29 S & . AR BT NER IR CD-6 B SGLT2 B r#PHI/E A, 7]
VE AU F 25 B PR s 75 T VAR TT 290 o I ELIE i R 20k A P54k SGLT2 Ml Al K
R PR B HE A Y 56 SIE I 552, AS % B CD—6 AT L- B a IR 3545 A T B 8 Y SGLT2 Ffg
VS

[0021] AR BHPTIR ) CD-6 [Fhah i 1 ZEAH B8 (50 sl oy 2 2. 4 f R IR A
R 245 Img ~ 300mg/ AJGH N, 730 b — IRk 45 25 SE Rk AR & BTk 1Y) CD—6
A L- M2 PR AL 45 50 T B0 & 0] B AR IR X Sk vog » X olaL s Aias7 &
(1) GRS 25 23R 18 VAF IS L PR S I AR SR SEAR ™ AR S

[0022] 55k BB 25 T v 55 7 24T I A T AR IE [ 44 22 18] 1) CD—6 A it AH
bE , A S B B i) % 1K) CD—6 1 L— 28 BR (1) L 4 a1 fefthik (el A RIS IAR 2 (& B
o A, T AR B A — 8 FERE IR R E ) BB, JF HLal geat— e, mlin, A% 9
NIB RS KB, 12345 i 1 S5 10 JEARETE B Y, LA AR E 1, B2 B
Ll 4, H2eidk PXRD A1 DTA 43 #r fRftb 8 2 A8 I35 45 i 1. 34, b4t HPLC 23 #,
LB T AR 99. 50% ~ 99. 60%, 5 52 = T CD-6 JEURH 14l BE 99. 04%, H 254 th
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JEORRD (5B 7 A28, Fra R 3L 4 T 3R8E 1R 3 2450 . A, S HERE 'H NUR
RIS T P CD-6 55 L- T2 MR /R L Bl S B AUE ML IR FF ol 121

[0023]  bAh, AR B CD-6 A L- 2R A0 3L 4 it 130 BT RIFII IR RE TR fldn, A&
R NIB I S50 50, iR T A0 300 ] B Ot B K ZE R AR PR SE 3, FL2% i
B UG, HARE T A CD-6 55 L- =R 1 BE/R LU 3 REAC e R FF O 1 1, IR
HA RIFRICAFASE M .

[0024]  ZE T EiRedE, A WK CD-6 A1 L- = BRI AL 5 T R 11 CD-6 JsURL 25 1A
SEMELRIR, SIS T kAR

R 1 152 AR

[0025]  DLT, &5 B IR R4t 1 B A e I IR S it 7 52, Horp

[0026] & 1 7t T SEHfe) 1 sh AR AR i T IERS T OTA) EIE ;
[0027] & 2 7xHh T SEHAE) 1 TP AR AL A T ) PXRD B

[0028] & 3 7~ T Siife] 1 RIS IR AE S T A TH NMR B

[0020] K47t T H T3 ghid T 1 L- iz = #r OTA) Bl
[0030] &5 7t T H Tl g T 1K L- il 2d BRI PXRD 13

[0031] &6 7 th T H Tl gh i T 1K CD-6 JR R ZEFAHr (DTA) Bl ;
[0032] & 7 7t T H Tl g T 1% CD-6 R RHK] PXRD (3

BAEXLHEAR

[0033] T~y 2 ek L AR PRy STl 48] 33— 25 i W AR A Y AEL A, I = B Ay , 3K 46 S 451 AN S A
FHT S LR B 2 FH i A R 3 A A FH 1 DA AR 2 3B A 2 B

[0034] AR5 X0 A 2 WA ES: h BIT A FH 30 B4 6k BARR 50 J7 VR AT — IR PR HEIR o BAR N
SEIAS B B BT AT A 0T 22 SRR A E T v 2 A AT 2 0 R 5 AR AR R B TSR AE LR R
Al RETEANEIR . AU AN RIERE, 76 BT 30, W SR A Uk B, A< BH P B A LA
VET7 2 A8 A I o

[0035] 455 DLRSLHaf], AR BT SE 4 i T B0 e 4 Fanh -

[0036]  X— 5 Sy RKATH (PXRD) 454 -

[0037] {28 : HAFHE2% D/Max—2500 %Y 18kW

[0038]  FTHIAX : 2 by RATHIAX

[0039] ¥ :Cu—Ka %85S, A=1.5405A, 26 =3 ~ 50°

[0040] & J& 40KV

[0041]  “&¥i :100mA

[0042] H#EHEE :8°C /min

[0043]  fhfAf B

[0044] DS/SS=1°

[0045] RS :0. 3mm

[0046]  Z=HI3HT (DTAD 454 -

[0047] {48 : H AHE 2% PTC-10A TG-DTA 43 HriX

7
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[0048]  F{RIHEZ :10°C /min

[0040]  FAHEIER AL :0 ~ 300°C

[0050]  Z b4 :AL,0,

[0051]  FE 5L 25, Omg (AR INFE S & 1

[0052] R RLVBAH il CHPLC) 2514

[0053]  f&i%4F: :C s 150mm X 4. 6mm, 5um

[0054]  JiBhAH : FEE /K : LR =70 :30 :0. 25

[0055] VK :230nm

[0056]  Vfii#E :0.8ml/min

[0057]  #EAEE :10uL

[0058]  F1i :35°C

[0059] &% T L6 BAH GG

[0060] [ 7. L-7250 [ shiFrEss

[0061] T LC Win il T {En;

[0062]  AZREFLAR (NMRD 454 -

[0063]  {X#% :Bruker A7) AVA00 FAZMEALARIX

[0064] V5] :DMSO-d,

[0065]  SLjEfsl 1

[0066] AN St 5] FH T Ui BHAC & BH CD-6 A L- Bl BRI 3L &4h i T S il i #e . il £ CD-6

TEAN s e LIS I LUN SOV BREL -

[0067]

[0068]
[0069]

1) n-Buli, THE, -78°C
2) W, THE, -78°C

HARH 2 SRR LY -
— 2L [T B RSB R N 36. 1g (0. Imol) 4644 T-1 F1 600mL T4 1) THF,
IIANRET BRI ER . SIRE TRE - CEARRFAHIE -T8C, JH3H
FERERE o 1808 v S 239 I 62. 5mL (0. Immol) 1. 6M FIE T ZE4, i N e ¥e J5 A6 %35 R 4%
SR /N T A AR AR AR i 0 43. 3g (10mmo1) TT ¥ 200mL T4 %) THE il e
VW NS G, IO IR A ARSI R QRS HE 1 /NI o LRIV ER , 3B i R
S N 28. 8g (0. 3mol) FRRERRYA T 200mL FP I il A FRIVAL VR » 0 1 50 Y 5 250 R fkl it

8

3)MsOH, MeOH, -78°Ct 'O OMe

coe

CH,Cly

“30°Cart

Et,SIH/BF; ELO
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o RMNIREWBUEZ) 4000mL JKZKH, Fit, AT NaHCO, ¥ 15 pH=4-6, 500mL X 3 {]
TR PR . A AU, R KBRS, KA BRI, 1R e 2 AN Bz AR R
9 TIT By iz A4, BEEH T 2P kM.

[o070]  EIAHI&RIALEY TTT PSR AE 2L R B A % T 500mL 4 1 — & R e,
BN 23. 3g(0. 2mo1) Et,SiH, 7E —30°C¥&HI M itk o Bk v H2 12w 14. 2g (0. 1mmo1)
ZRACHN CBEES T 50mL TR S PR RS e e, RNVIREYITE -30C
SRAPiFE 1 /NI T S O 2 S, R SR R R 5 /NI, TLC B RNV 5E . 1
SR NARE P /N LN 200mL R R Bk IR S B VR, AR S HE /N I S B 21 2000mL YK 7K
o, iR, 500mL X 3 [ S A RE A . & I U, W6 oK B, oK B85, 7R Ies: 2%
RAX L ZEF, FRARE Z T84k, 133 TV (2l 5, A @Rk &4, 'H - NMR (DMSO—dg, 400MHz
), 87.26-7.37 (m, 14H), 7. 13-7. 20 (m, 4H) , 6. 93-6. 98 (m, 5H), 6. 63 (d, 1H, J=3. 6Hz) , 4. 88—
4. 94 (m, 2H), 4. 70 (d, 1H, J=10. 8Hz), 4. 37 (d, 1H, J=10. 4Hz), 4. 21 (d, 1H, J=9. 6Hz) , 4. 16 (d,
1H, J=12. 0Hz), 4. 09 (d, 1H, J=12. 0Hz), 3. 90 (d, 1H, J=10. 4Hz), 3. 76 (t, 1H, J=9. OHz), 3. 53—
3.60 (m, 2H), 3. 32(t, 1H, J=9. OHz), 2. 33 (s, 3H), 1. 34 (d, 3H, J=6. OHz).

[0071]  34.9g (50mmol) 4b-&4) IV % T 200mL T4 K 28 kP, —10°C YA 31 R Bk, 1818 hn
A 33.3g(0. 25mol) Je/K A1CL,, fn5e fa i8R %, Faid: 1/, TLC B/R RV 5. &K
MRS VIR YA Ja R 21 2000mL KK 37, FikE, 500mL X 3 [ LR L BEAHL . & FF AN, #4h
IKYEGR s oK Bt BN T4, 70 e i 28 AN b 25T, BRAR M 48 i Ja AT = M Al Ji5 A i L i
A, TR CD-6, iZ A AR B — 2 A E . 'H NMR (DMSO-dg, 400MHz), 6 7. 567
.60 (m, 2H), 7. 26 (d, 1H, J=3. 6Hz), 7. 17-7. 21 (m, 3H), 7. 10-7. 12 (m, 2H), 6. 78 (d, 1H, J=3. 6H
z),4.92(d, 1H, J=5. 2Hz), 4. 86 (d, 1H, J=4. OHz), 4. 68 (d, 1H, J=5. 2Hz), 4. 14 (d, 1H, J=16. OH
z), 4.09 (d, 1H, J=16. 0Hz), 3. 96 (d, 1H, J=9. 2Hz), 3. 14-3. 31 (m, 3H), 2. 90-2. 95 (m, 1H), 2. 2
5(s, 3H), 1. 15(d, 3H, J=6. OHz) ;*C NMR (DMSO-d,, 100MHz), & 162. 54, 160. 12, 143. 57, 140.
19, 138. 23, 137. 37, 134. 85, 130. 47, 129. 64, 128. 85, 126. 94, 126. 86, 126. 31, 126. 05, 123.
34, 115. 93, 115. 72, 81. 32, 78. 16, 75. 71, 75. 59, 74. 81, 33. 35, 18. 75, 18. 23. FiRHHF =&
TIRVER) CD-6 M LTR LW / A7 ik B 45 i, 15 31—l KLk — B HE I, 2L DTA B3
WK 6 fr7s, PXRD SR 7 fis.

[0072]  L- fZMR1% DTA 31 PXRD &34 51 a0 [ 44 1] 5 iz

[0073]  HX 1.00g (2. 33mmol) #% & ik J7 i d115 KA A4 CD-6, FEFA T ¥ T 20mL JEK
LEF, 133 CD-6 [ LB 391, W) 50mL RS A 0. 32g (2. 80mmol) L— fifi2d
0. 5mL 7K 5ml Je/K SWE, i T Hide, 15 2185 KR 58 i ik CD-6 1) SRR
R T IR EA L- R R I T IR RS, 15 RIS KSR B2 =il
TR A . BB A ORRRE R HhEf S, RS AR | 30°C TR S
/NI, #3310 4 [ 44 0. 83g.

[0074] ZEEFE A5 (FREE D KZERGHT OTA) EIRER X- P45 (PXRD) K]
Sy alantE 1 FIE 2 Bras, JTHONMR B QT 3 AT, AT e A S 15 16 L R R A
R CD-6 F L- Iz MR IAL 45 1o

[0075]  =SZjiifs] 2

[0076]  ASSEJE M H T U6 A B CD-6 Il L izl B 3k g i T S Ll i 72

9
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[0077]  FfRSEids] | A AH R B 77 V2 &4 &) CD-6 1R 5k

[0078]  HY 1.00g (2. 33mmol) %M iR 77213 B4 &) CD-6, FEA A R ¥ T 16mL LK
LI, 133 CD-6 [ LFERW . 348, 18] 50mL IR EEBEIE A b 0. 54g (4. 66mmo ) L— Jifi%
F2.0. 14mL 7K1 4mL Jo/K SBE, 2530 T ke, 13 BIWE RIR-G R o FikR CD-6 1) SERA TR
ERCHE TR IR S A L- 2 BRI AT IR IR A 13 BNV FIVE R Bz AE =il
NG, SR AERRIAR, HERCEL S, TFEREAEE L 30°C TS
/N, #3344 0. 86g.

[0079] @i DTA F1 PXRD i 1% H E[E {4y CD-6 FH L- PR HIILEE & 1.

[0080]  “Ljifs] 3

[0081] At FH T i B A Ak B CD-6 1 L— i Be i3t 4 i T M 4 e

[0082]  HY 1.00g (2. 33mmol) 4% H& b ik 77 V2115 4L &4 CD-6, FEA A N T 25mL oK
LTEF, 1331 CD-6 [ LB 391, 7] 50mL (R B A 0. 21g (1. 86mmol) L— fifi2d
1.0 21mL 7K H1 3. 2mL Jo/K S, Zi8 N HiHE, 19 2IPE KRS ¥ Fik CD-6 [ LT
WAEDEFE T2 IR EA L- R R I TR G, (3 RIS W B s iE =
B NGRENHEI . BRI AR R. Mg, AR MR E 30°CF T4
5 /NI, 433 A ELE £ 0. 81g.

[0083] i@ i DTA 1 PXRD i 1% H EalE 4 CD-6 I L- Pz IR 3L 45 1.

[0084]  =Zjifsl 4

[0085] St T3 A A A B CD-6 A1 L R ER St 4h i 1 & 25 72

[0086]  HY 1.00g (2. 33mmol) 4% Fik 754453 AL 54 CD-6, FEAAN R HE T 20mL /K &
FErh, 4331 CD-6 1 SBHE R J341, 1) 50mL R R EEHE A IIA 0. 32 (2. 80mmo1) L— i 2 1R
F5mL oK L, FR T Bk, 15 RETE IR A B B CD-6 [ SRS AR T2
1BINABIE A L- T2 BRI TR RS HE D, 19 BIPETE RV o B2 VAT 25300 T dR i b
R 33— A ERFRAE R ThIE S &, RS A 30°CR T4 5 /M, 1531 A
& lE 1A 0. 82¢.

[0087] & i DTA i PXRD fifi & 1% 1 €] 44 4 CD—-6 FiT L- iz BRI 4k 4 i 1o

[0088]  =Sjifdl 5

[0089] A<t T B & A5 A & B 1K) CD—6 1 L— 2 FR KL 45 i T 189 5 7RI ) 4% o
[0090]

7 SEE VOt
SEHut 1 HilAS HRE 7 mg
A gER 80 mg
Tl A e 70 mg

R AT SRR 6 mg

PR LBk 5mg
i lees 2 mg

[0091] Wk 2 mg

10
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[0092] A4St 1 AT AL SR 2 i T P AT K Pl et 2T 4 2= 0, LLAL 7 2 7840V
Er N BB AT 85 AL Ioe B B TR HIOM , ok i, HE RN, + 40 ~ 50°CT
B ARG R T IR VE R Al 26 A AR R BRI AR TS 0, LA DT B I B IR s
iR, 5 A, BIFSEF CD-6 AT L- B AL 45 i 1T /A7,

[0093] SL ] 6

[0094]  F% M8 SCHk (Meng, W. et al, J. Med. Chem. , 2008, 51, 1145-1149) 4% ) 5 V200 5 S
Jii 1 1 43 ) CD-6 FT L- 20 BRI A &5 i T %F SGLT2 F1 SGLT1 NI 1Cs, fi. WsE &5 R
T 2 FiR -

[0095] & 2CD-6 Il L— iz BRI A 45 b T X SGLT2 1 SGLT1 #WHilfT 1C,, {4

[0096] ICso (WSGLT2, nM) | ICso (WSGLT1, nM) | ICso (hSGLT1Y/
ICso (hSGLT2)
4.2 934 279

[0097]  #34 bk H 1C,, fE I e &5 v %1, CD-6 AT L- & IR WALk & 1 sk Pek i
SGLT2 #Pl57]

[0098]  SLjjfsl 7

[0099] K HPLC M & STt 9] 1 45 1) CD-6 I L- iz MR 135 4 ey T ali iz, H 4l iz
99. 55%, 1M H Tl Hh4idh T 1) CD-6 JRRHIAFAE A2 99. 04%, HHE AT EnIL4h & T 4l fs
B B4R, BIEA T 25 s AR

[0100]  SLjiEfl] 8

[o101]  RESif 1| hilf3 i CD-6 M L- iz MR AL 45 5h T S5 7E A XTELi) CD-6 JRBL AT 52
e PR 254058, 23 I AE DR (B ARRBHDE, 352928 8000Lx) « il (45°C ) e (30°CH Y
30% AHXTESE ) IS FICEPI A (14 R) , 53 0 RECESMI . A 4 f A% s (BLHPLC
Mg ) o g R WK 3 ~ 5.

[0102] 3k 3 JtfAs e MR 2l

[0103]

[0104]
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R B

CN 104693191 A iiﬁ 9/10 1
I ] Z 50 H
P e S| R | BRRE 06 | 8
0 | CD-6 5B | FrEsiupk R4 7 0.96 -
SRS T | ATG SRR AR 3 0.45 & 2 fiioR
7 | CD-6 5B | A IKIERIA 7 0.96 -
&G | AfsdRtR kK 3 0.45 R
14 | CD-6 ikl | Bk 4 7 0.97 -
R | s R 3 0.45 R
[0105] 3% 4 i Ae e TR A Ao
[0106]
fisf i) EHUH
P ke B | RRA B 0 | @
0 | CD-6 5Bl | BBk 7 0.96 -
HEEE | ARgRERR 3 0.45 B 2 prR
7 | CD-6 ikl | B EIRAVERE 4 8 0.99 -
SeEEg 1 | AfgRMER R 3 0.46 Rk
14 | CD-6 5k | BT EiRIRTER 4 9 1.02 -
SR T | AtsRTERA 3 0.46 Kk

[0107]
[0108]

R 5 A E MR A

12



CN 104693191 A OB B 10/10 T

i il EA
K e S| REAE | BRER 0 | 8
0 | CD-6 ikl | FaiiRPER & 7 0.96 -
LG | g R 3 0.45 B 2 Fiw
7 | CD-6 R | B EIRIKTER £ 7 0.97 -
HEER T | aESRERAR 3 0.45 EN 6
14 | CD-6 iUkt | FIE iR PER 4 8 0.99 -
&1 | pAagRERK 3 0.45 KA
[0109]

[0110] 136 3 ~ 5 ml %0, 76 4 JP9 B 6 I il s SR 41 R s MR b, AR B3
S8 T IR K AR T W AR AL, AR R RS , [RTINE E HPLC 0 5 , HL 2% BRAOR % o sl =
AR B R385 0, BRI 55 CD-6 JEURAH bL, Shah b T B BB L e /2 M, v LIEA CD-6 J&
KA AR E SRR o

[0111] S 10

[o112] 3@tk SR BE HEM RS AL 52 CD-6 AT L- il 2 BRI FL &5 5 T X SGLT2 [kl e
[0113] % SD KR AR mb s —A H G, 8 2/ &8 2 RIS I i S s (2 Y
B PR IpTASEIED D ) 5 XA T i I 5 o A 8 J 30 K R e R 24 /) B PROBE 04 EE B
U2 (8 L/ 4, 43 il — 4728 VA (45 T35 AR FR 0. 5%CMC B D FI A 4L & 41 (8mg/
kg)o FANLIATZE T 16 /Mo HEH 45 T S0 K St 1| 04511 CD-6 FIl L 22
(R34 dh 10, 5h )5, FEB G TRIANE (28/ke) o« WEELLZ )G 0 ~ 12h IR BL IR PR, 7
W SE AR I 52 45 B TR B ) R o SEE IR AL 5 00 T B SE 00 P REE 9 4 842mg JR
B /200g REE, ULEAZESE 0 T HA B0 0 JRAEHE B

[0114]  RUEARY CHAT T — @ R IR, 01 M, 26 AN 25 A A 0 (R0ORS oo R [ 1
AN, ATHMT S A RE 292 T AR, AS R B R FR T ATk SE 7 4 1 VA AR
TRV, AR BTIA BN PR 2R (1 S5 R
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16 Weight (-mg)
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