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[0032] 2. 19g (10mmol) I1-1 A1 3. 48g (10mmol) ALA4 111 7E 20mL T THE Hr 460 A3
TERIER . TLC SR M TR RNAL SR 100mL PKK 1, #idE, H 50mL X 3 1) =
AP B EERL, & IR 2B AU, AT ShoKBEEs, JooK B BR AN T8, 76 e i A AN B2+
AR YR RN Ak, BRI V-1, (AR, EST-MS, m/z = 290 ([M+H] ).
[0033]  2.31g(8mmol) tb&4) IV-1 ¥&T 20mL 95% K] ZEES, N Raney 42 0. 5g, ifij 5 £E
0. 2MPa =i BN 12 /NN fERBETERL . BV A WA SR 25 AR, JETRAE e 4% 2%
RAX 7T, 13 BIRRARYIR N V-1, A @i A, EST-MS, m/z = 292 ([M+H]") .
[0034] 1. 46g(5mmol) 15 H) V- 11%?? 10mL Jo 7K FE 2R A, KK ¥4 E) R B, 1212 1% I
15mL (15mmo 1) IM ) DIBAL-H( 55 T AN ) R RER. WingEE, A8 N1
NI RN SE e JRBE %é‘%@iﬁﬂ)\mom%%ﬂﬁﬁ 1% EDTA —AAERVAW , i+, F 50mL X 3
1) @& F GRS IR BCE AU, B AT K e, To/K R B AN 88, 78 B ik 28 R AN I
AT ERR R Z i, 5279 VI-1, A fE g, EST-MS, m/z = 250 ((M+H] ) .
[0035] 0. 75g(3mmol) L& 4 VI-1 Al 1. 97g (4mmol) 454 S VAT 20mL F18 A & H
5, V2 E B -30°C, 11 J P2 A2 N 0. 89g (4mmo1) TMSOT ¥4 fift 2] 2mlL T8 — &0 5 He o il 1k
VAT, TN SE G, 7R %8S N4k 82 B 3 /N o S BEAL A AR N 100mL 9K 7K 77, i
F, A1 50mL X 3 () — S A B, A H A BUCA AU, FATE ShoK Bk, oK Ry 18, /£
e 2 RAX E AT BRI R YA Eraifth, |29 VII-1, Ak, ESI-MS, m/z =
580 ([M+H]") .
[0036] 1. 16g Cmmol) A VIT-1 VAT 10mL Jo/K R EE 1, =8 M HH:, I 0. 2g MeONa,
BEAHE, BN SE R, KL 3 /N TN 2g SRR BH B 722 # i iR , iR T ekt
&E@J pH = 7. fUERR LM G, DEVRAE s 28 KA E2&+, M e e 4R B8, 13 274
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-1, A4k, EST-MS, m/z = 412 (M+H] ") »
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[0041] i A F& 58 R 4& T A U8 4k SGLT2 1) CHO 4H Ji 18 A % & & W 10 B4k, £
[14C]—a -D- REF & HEH ([14C]-AMG) 1R NFEE M IR Y) o #5752 KI5 T ANEAL SGLT2
(¥ CHO 28 a4 Fh 31 96 FLAR b, JFAE 3T°C TR E 12 /N, &AL 200 1 L 19 KRH-Na+ eV
(&4 120mM NaCl, 4. 7mM KCI, 1. 2mM MgC12, 2. 2mM CaCl2, 10mM HEPES and 1mM Tris (pH
= 7.4)) Vel 3 UG ARG BAL IS A R A MBS 75 A 1) KRH-Na+ BE, BNl 4L
EWIBEE 10 MR, BRERAFLIIN 100 w L &4 [14C]-AMG (10 1 Ci/mL) FI¥E . 96 FLIK
BEJELE 3T°C RIS L /N, SRGREFLINA 100 u L JKA I 13 (74 120mM NaCl, 4. 7mM
KCI, 1. 2mM MgC12, 2. 2mM CaCl2, 10mM HEPES, 1mM Tris and 10mMHRfZH (pH="7.4)), )5
P R IR 0GR 5 I, BHREFAL 100 1w Lo BEAL A ERAN 20 1 LUK A0 B VA iR (100mM
NaOH) , #4 J& L 600rpm (3R 5235 5 708F, 8 A S AERESL PN 80 L Microscint 40 ¥
INVBL, 285 BA 600rpm R E5E% 5 8. B, % 96 fLIRAE MicroBeta Trilux IATHEL
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B¢ (PerkinElmer) b it%o Wi Ll £ 5 A 2236 DU 2 B50h 28 00 5 -4 B2, 2R Oh 1650,
LRI IR PIR o
[0042] AR HIER AL S HIXT SGLT2 [ 1C,MH

WaEw IC,, (hSGLT2, nM)
S 1 A 5.8

Kt 2 A 7.4

Kt 3 A 8.9

S 4 L5 11.3

Kt 5 A 8.1

SR 6 L5 10. 4

[0043]  L3& TC, M E &5 R K], AR AL S M55 SGLT2 HIi 771 .



