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[0034]  1.44g(10mmol) 4b& %) 11-1 F1 8. 22g (20mmol) 4L &4 111 % T 1omL — & FF %t
o SV R RERE, I HT 0. 8g (20mmo1) NaOH 1 3mL 7K Bt B I, BN 0. 5g PU IF T 258
ek, ZR T I ZAEFE 48 /I . TLC IR RV 58 . RNAL S P BI{E N 100mL 7KK, 4
F£, FH 50mL X 3 [ S PREAE L, A FF AR HCA MU, BRI oK pEv, Tk BRan 115, 75
e 75 AN B 25T 5 13 BRI R AR IR AT Ak, 15 209 TV-1, B EE AR, EST-NS, m/z =
805 ([M+H]") »

[0035]  4.02g (5mmol) &M IV-1 B T54H 0. 31g (5mmo1)MeONa ] 20m1MeOH 7, =5 T
Bt 3 /N, eI TLC BoR RNV 58 75 R MNVIREW I 3g sIR MR & 1A Hum g, =
BB B pH = 7o AIERR SR, DBV AR IE 5 28 RAX B2 RV, 13 R K5 R W)
TEEAMAE B8, 193] I-1, B &, EST-MS, m/z = 469 ([M+H]")
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[0038]  1.28g(10mmol) 4b-&4) 11-2 F1 20. 55g (50mmol) &4 111 ¥ T 10mL — % &t
o SR R PERE, I 0. 8g (20mmo1) NaOH 1 3mL 7K Bt B I, BN 0. 5g PU IF T 258
ek, R T RIZAEERE 48 /I . TLC R RV 58 . RNAL S P BI{E A 100mL 7KK, 4
F£, FH 50mL X 3 [ R PHEAE L, A FF AR HCA MU, MO oK pEv, JoKmi IRl 115, 75
B 75 R A EZET A1 BRI R R WAL E N alidh, 15 2179 V-2, Ak, EST-MS, m/z =
789 ([M+H] ") .

[0039]  3.94g (5mmol) 4L&4 IV-2 % T4 0. 31g (5mmol) MeONa [£] 20mIMeOH HT, 25 i~
ke 3 /NI, I TLC SR RNV 58 . 78 RNV IREW TN 3g s 1 M1 &1 2 #ubf i, =
B NPFE B B pH = 7o AIERR S, DEVE AR HE 5 28 AN EZS RV, 13RI R W)
TEEAMAE B8, 158 1-2, B &, EST-MS, m/z = 453 ([M+H]")
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[0042]  1.89g(10mmol) &4 T1-3 F1 41. 11g(100mmol) 4654 111 % T 10mL 5 kx
o, SR RCRE, I 0. 8g (20mmo1) NaOH F1 3mL 7K Bt B IV RN 0. 5g VU IF T 2ER
ki, ZR T I ZAFE 48 /I . TLC BRIV 58 . RNAL S P)BI{E A 100mL 7KK, 4
F£, FH 50mL X 3 [ S FREAE L, & FF AR HCA MU, MR oK pEv, JoK i BRan 118, 75
e 75 AN B 25T 5 43 BRIk R AR IR AT Ak, 15 20 9 TV-3, B AR, EST-MS, m/z =
850 ([M+H] ") .
[0043] 4. 25g(5mmol) &M IV-3 T 54 0. 31g (5mmo1)MeONa ] 20m1MeOH 7, =5 T
Bt 3 /N, eI TLC BoR RNV 5ER. 7ERMNVIREGW I 3g sIR MR & 1A Hum g, =
BB B pH = 7o AIERR S, DEVE AR IE 5 28 RAX 2SRV, 13 R K5 R W)
TEEAMAE B8, 198 1-3, B fE &, EST-MS, m/z = 514 ([M+H]") .
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[0046] 2. 35g(10mmol) tb&4) 11-4 F1 12. 33g (30mmol) L4549 111 ¥ T 10mL — % %t
o ST R BERE, I HT 0. 8g (20mmo1) NaOH F1 3mL 7K Bt B I, BN 0. 5g PU IF T 258
ki, R T I ZARE 48 /I . TLC R RV 58 . RNAL S P)B{E N 100mL 7KK o, 4
F£, FH 50mL X 3 [ R PHEA L, A FF AR HCA MU, MO oK pEv, Jo/K IRan 115, 75
e 75 AN B 25T 5 13 BRI R R AR IR AT Ak, 15 209 TV-4, B EE AR, EST-MS, m/z =
897 ([M+H]") »

[0047]  4.98g (5mmol) HL&M IV-4 ¥ T54H 0. 31g (5mmo1)MeONa ] 20m1MeOH 7, =5 T
Bt 3 /N, eI TLC BoR RNV SER. 75 R MNVIREW NN 3g sIR MR & 12 b g, =
BN B B pH = 7o AIERR S, DEVE AR HE 5 28 AN B2 RV, 13RI R W)
TEHEZ AR B, 193] T-4, A E K, EST-MS, m/z = 561 ([M+H] ) .
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[0053] 1. 10g(10mmol) L& 4 11-5 1 8. 22g (20mmol) 1L &4 111 % T 10mL — 4 71 4%
o, SRR B, I HT 0. 8g (20mmo1) NaOH 1 3mL 7K it B HIVE I, TN 0. 5g DY IF T 2R
Wk, 2T I ZA R 48 /Mo TLC BoR RV 58, [RNVAL AP BRI A 100mL KK H, i
F, FH 50mL X 3 [ 5 FREA G, A FF AR MU, R0 ShoK YR, Jo/K i IRah 18, 75
BEH 2R AN 25T S5 13 B R WAL IZ T aidk, 19 3174 1V-5, A lE &, EST-MS, m/z =
771 ([M+H] ) »
[0054]  3.85g(bmmol) &M IV-5 & T 54 0. 31g (5mmo1) MeONa 1] 20m1MeOH 7, =T
ke 3 /NI, I TLC BoR RNV 58 78 RNV IRE TN 3g R ER 1 (1 B < b i, =
PRI B B pH = T IERR LR, SERAE e 28 R AN BT, R BRI AR )
TERFMAE B, 193] D-1, | A, ESI-MS, m/z = 435 ([M+H] ) .
[0055]  SEjtifh] 6 LA SGLT2 I 1Cy,
[oo56]  {f H £2 s £ 158 T A U5 AL SGLT2 () CHO 40 Mu 15 b #% iz 73 M1 1 2 1K, 18 H
[14C] - a -D- AR A ([14C]-AMG) 1N F iz 73 i IR » B de e R I8 T A4k SGLT2
[ CHO 4t f 4% Fh 21) 96 FLAR b, IF7E 37°C NI E 12 /i, & FLH 200 u L 1) KRH-Na+ $E
(44 120mM NaCl, 4. 7mM KC1, 1. 2mM MgCl12, 2. 2mM CaCl2, 10mM HEPES and ImM Tris (pH
= 7.4)) Ye¥k 3 UG ARG BAL P I &8 Rl &9 838 2 I KRH-Nat+ SE9i, B Rrill 4L
EVEE 10 MR, BUE LI 100 1 L&A [14C]-AMG (10 1 Ci/mL) FI¥EH . 96 LK
WS 76 STCTRIFE 1 /NN, SR /LI 100 v L WK 21 (47 120mM NaCl, 4. 7TmM
KC1, 1. 2mM MgCl12, 2. 2mM CaCl2, 10mM HEPES, ImM Tris and 10mMAREH (pH="7.4)), b5
P L2 B BRI 5 Ik, BFR AL 100 w Lo AL AR AN 20 1 LR UKYA I 4 B i (100mM
8
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NaOH) , 28 J3 A 600rpm R 53 5 738l AR FERESL P I 80 1w L i Microscint 40 ¥
NV, 2R )5 LA 600rpm IR #8553 5 708 f)a, 1% 96 FLIRAE MicroBeta Trilux A 14k
% (PerkinElmer) Fil%o mi Ry i 248 FH 2256 VY 2 BOBE R0 2 2 I, Ry 1650,
2R A RN

[0057] AR B HIER T AL A WX SGLT2 [ TC, M

[0058]
& 1Cy (hSGLT2, nM)
&Y 1-1 2.6
&Y 1-2 3.2
L&D 1-3 5.0
&Y 1-4 8.7
&Y D-1 10. 4

[0059]  L3AR TC, Il E &7 R K], AR I AL G4 A 5 SGLT2 #4571 o



