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3—clmkmE-3-H i, 2- & Ja-6-F 3-4,5,6, 7-DUSMEWy 3 [2, 3—c It IE-3- R B . B
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(0001 AT W1 B — oo 0 WA ) 751 B FL 2 Y o B A 2 "R R IR SRAL S 1y Bl a -
R EF BT R 7R 2

EREAR

[0002]  #EJRJ% (diabetes mellitus, DM & —Fh A k& 25 4E S B4 AN 2 15 200
— RAUPE B, 1 BE 1T WE TR DT B B PR oA 3R L s i, DA R 2 M I v A
PREENFHE, - FEBEE 2 RG22 NEa 07 RIER R AE AR RO HLITICN G ERE, b
PR R0 IR o I 35 T8 — e B A g Pt N 88 Al R PR = DK I o 1T 6 B P 0 PR 58 5 1EAE
TR IE TN, G R PR) e Tp i EE CLAT 4SR5 — DR PR T 1R 5K

[0003] I 4RI FT A I, 28 I v TN A2 A PR PR A T i A e 50 HH L) IR S RE S 5
FPhIFRRE , $2 B PR S B AR T 2 o B )b (R0 20 I B 1 3= BRI, T B 0 R B K
MG W28 3t a3 60 W5 T G 7K M 2B SRR JS A RE R TR AT o DR 0bE 5 o 26 0 Y IR A TR 1T 48 S I
BRI O BEE R , 2 YR YT W R I S — N A

[0004] o7 %] MLl (a—glucosidase) I B ALFEZ 2EWE NG  REVENG . 5 A4 22 27 il L L b
M SRR SE, T2 A EN VR /N B BRI R RIS , 2 5 7 AN B KA GV e R
2R T A AR WL, 55 20 Bl A 25 L AR 2 T3 AH O o a7 6 A S I 110 11 751 o 08 4100 | o —
%) BE B S A Rk IR ) A R, FLAT 3 IR B I PR S, FHANEL o 25 B BT ads , O % HA B ALY
a5 2] R A 1 70 RO AT SRR 2 R R B R

RAAE
[0005] A W N 22 e g 4 — Y S35 7 2 ) ol kPR s, N N =l DK AR Jse I T2 ol B
B, iR Jm S AN R R AL S HEAT BN, B [ A L g IR e (A1 782 RS0 1) I A e, 73 21
T RE RSN BAT o R R A VR A B KT s KB & 40, H LR B X B PR B
69TV AT £E 1) 55677 08 PR 25 4 S0 B AT S AE I FI&
[0006] A A WIA S — 5 i, S a1 — A i ST pos AL &9, B 2522 BT 32 1Y
K EY) I ERTZG .
[0007]  iZZA A VIR S5 H @ T R

0

[eRay
H H
—~0
B I
HARNAF W Z IS, 525 HE-4,5,6, -SRI [b] MWy -3- 3R R £ TR, 2-
EH-4,5,6, T-WIEAIF [b] WEMY -3- i, 2- H-5, 6- S —4H-31 /% [b] MEWy -3-F1 i, 2-
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Wy—3-F i, 2-& -5, 6- S A4H- K [b]BEWy-3-FRIR L T8 ,4,5,6, T-VUE 2L I [d] ngemk—
2-%, 2-F IE-5,6- A I [d] BEME-T7 (41D -l , 2-Z e -6-F 3-4,5,6, 7-VU A ey 31 (2,
3—clmbnE-3-H i, 2- &=t -6-H Jt-4,5,6, T-VU S EEMY FF [2, 3—c ] ML IE -3 FRIR £ Bk
[0008]  FiRidE =TT~ B AR LR AL IR E W il 4 7, B EFE L N D3R,
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NH,
b
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[0009]  b) WK &5 %) B R RAA W B, FEEAGAIE N A3 2] H An @ X T &9 5
Bt B AEAL TN, N - = FR O B N N - = R 3R i 1- 2. 38— G- 3 &
FEN ) DR W R SR AR EALN BRI AR VAR IR R R 1R T
AR I =R 1-FR BRI = 50— (T-Z R I =& M) N NN N = [ FH JE JIR 7 3 Tk
PRI R FE = ZME-N, N N7 N = DU R R IR 7S R R I8 15 1 — Al A L B 45 s B FA
FINHEL, LA SRR, 4. 1,483 28Ok N N-“HIEHEE. N,
N-TRWIELRE . KPR — Rl R L BRI S N N0C~130°C s N B A6
~24/NIF s BT R A N 2-E 4,5, 6, T-DUA ZE 3 (b MEmy —3— ¥4 R 2. TG, 2- 5 JE 4,
5,6, T-PUE 2RI [b] MEmy—3-F Jif , 2-5 35, 6- & —4H-FF % [b] Mgy —3-F fi , 2535,
6,7,8- VU —4H-FFPE [b] MEW; —3-H i, 2- 2 2 -6-F 2£-4,5,6, T-DU S K I [b] MEwy -3 H
i, 2- 2 35, 6- - AH-I K [b] HEW -3- R IR 416, 4,5, 6, T-WUE R I [d] mEmk-2- iz, 2-
HHEE-5,6- A I [d]EME-T (41D —fif, 2- S -6-F -4 ,5,6, - DY A MEmy IF: [2, 3-c ]t
mE-3-H i, 2- 2 3E-6-H 3-4,5,6, 7-VU Sy 3 [2, 3—c ] ke -3 R IR £ B8
[0010]  FHidr,RA2-EFH-4,5,6, T-VUERIH [b] MEM -3 R IR LT, 2- 2 HE-4,5,6, T-IUA
2 [b] WEWy—3-H i , 2- & FE -5, 6- & —4H-3F % [b] MEmy —3-H fiif , 2-& 3£ -5,6,7, 8- DU &~
AH-3R B [ 0] MEmy—3—FH i , 2- 3 -6 34, 5,6, T-DU S F IF [ MEmy—3-F i, 2-3 35,
6- A -4H-FF R [b]BEWy —3-FR IR 2. TE . 4,5, 6, T-DU S 2K 3 [d] MEME—2- 1z , 2- R -5, 6- — &
I (] gEmE—7 (41D -, 2- A —6-FH1 JE—4,5,6, 7-TU S EWy 31 [2, 3—c I ke -3-F i , 2- %%
F-6-HH-4,5,6, T-TUEMEW; (2, 3-c ] ALAE-3-FR TR £ g T 5 M it 2 3
00111  ARKEAME ZJ7H, —MAWMHAEY, PR GE S E—Jrmpridr i1
Frs B4 S a2 2 E a2 3 KGRI BT 25 fN 24 % b T B2 A
[0012] A BHI)ZE = J7 1, #4128 — 7 iR B NI s AL S el L 25 % Bl $esz
(1) 5 VK G A ECRT 24 g, T

(1) il £ a— W1 B 4 1) 771

(1) #2807 A1/ B S5 B8 PRI A S B IR 254
[0013] 22 b nlE2 2 (MR AT n] ST AR R 37y, HA S HESHaE, —
PR 4 ) FRRE TR SR )2 A SIS AR N B3 BT A R0 HL RS HE 18 il /K A& 40 el L 7K
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VI S/ BGRR PR SRS SR /K M BB K A BE BRI ity V7R K B SR A o A58 R AR
SE TR TR BRE AR Bk T4 T AR B E P 77 20 8 B IR o 1 7738 S A2 2k T AR 4
B BERN BTN 2 445 T W AL 57 (GRAS) T e . I8 %, 2 AV 1 N JC B K 1t
A GE 7K R At vT 3 T 7K 857K m] VRV ) TG B 71 o & S KPRV R FE K A BE VT
i 2R 2 1 (B AnPEGA00ELPEG300) 55 J HR AW b v A 4E — Bl 2 P2 vhf) BRsE . 3R
T 3% 1 77 SR 7R TR TR AL TR . B B AR TR AN ) B R 0 B
AE B BRA BB R & HARSE AL 254 (RN AR BA A& e = = 22 A1)+
FHMREA BT 3G 259 7= (R AT 45 26 55) 19 2 09 5510
[0014] H iR

AR HBIE YD, e e ila—FE 8 , AT F T 085 TR A/ BTG ST B R 96 55 AH SR s Y
24

= JENSL) S
(00151 7~ i g A T8 Y 18 I ot 510 ' 3 4 0 Y 5 A St 91 £ DA AS i B BRI SO TR B 14T
St » 4 S AR S D AR R A B AR IS AR (B AR A B A OR3P Y AN PR T TR SR B s
il
[0016] L Rp4—F AU i Rl ER R £ » P SN N ik KA e W 1 BB RG HE  eJm 5
ANTR] B B I A B EAT SR, B Fas o T 4 b g K ek S 1 ) I e i, 45 81) 17— 2R 45
FSRALL B AT - W B 3 P 00 ST s BB A 54 5 » T BE RS AT 283 il o B 12
FEBEIEA b, SE R T AR B
(00171 S S ft /7 3¢

IS T 2 ARSI it A5 o A A B A — 0 ) T B 3K A S 8] S 5 5 B A A B T
AT BRAA K B IR Y
[0018]  sizjit il 1 24k, & W) 1l &

(]
NH
o™ S,
5 col ,@AH =/
™0

T 1 31

BA-FEEFT (2.6 ml,20 mmol, 148) AEEIT0 mL & H ke, 1842 m) e SR
W INER TR I S TN VA VR, B &2 BV A A (i A« i A 34mL DMPYA BN, N — i i Ik
(CDI,4.99g,28mmol, 1.4 45 IR B, iR B 57N o FZK iR S 7K 7
AN TR/ 2 R ZEL, LR 55 A HLAR T A JC KRR R BE T 0 /NI o B I 8 A i ) B 15 3
K2 &
[0019]  K24b&¥, bk, P23 87% .'H NMR (600 MHz, Chloroform—-d) & 8.10 -
8.04 (m, 1H), 7.39 (t, J =1.5Hz, 1), 7.28 - 7.19 (m, 3H), 6.93 (s, 1H),
6.87 (d, J =8.6 Hz, 2H), 4.50 (d, J = 5.5 Hz, 2H), 3.79 (s, 3H). *C NMR (151
MHz, Chloroform-d) & 159.51 , 149.03 , 135.93 , 130.08 , 129.55 , 129.22 ,
116.41 , 114.36 , 55.46 , 44.60 . ESI-MS m/z 230.0[M-H] .
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[0020] szt 51 238 A TAL & P ) 1l 26
0 o)

—~0 HaN—R

I, 2 AT I
K24 &9 (0. 5mmol , 124 8) HAHM G4 (0. 5mmol , 14 8) V% T-5ml. DMFH,
RJEIMNE AN (0. Tmmo , 1. 4950 44 ) IR IR T PP B 2 & B 56 4 I 15mL
IR S B, F S B e 2R (3 X 15mL) o & A MLAH, TC/K B BB 05 , 1k 98 , Wk 4 15
AW, SRR A 5 B Atk 15 B A M B R I AW AL SRS L BLARE #y Q0L K J5UR)
W N R2ATR
[0021] R UEXTWA PR ARG o FHE R
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RI-16EY, A, 72 %34.3% . 'H NMR (600 MHz, DMSO-d6) & 7.24 d, J =
8.7 Hz, 2H), 6.85 (d, J = 8.7 Hz, 2H), 4.91 (s, 2H), 3.70 (s, 30, 2.75 d, J
= 5.9 Hz, 2H), 2.60 (t, J = 5.8 Hz, 2H), 1.75 (dd, J = 5.8, 2.1 Hz, 1H), 1.70
(dd, J =5.9, 2.2 Hz, 1H). C NMR (151 MHz, DMSO-d6) & 158.65 , 158.37 ,
150.35 , 149.22 , 130.95 , 129.62 , 129.20 , 125.65 , 113.66 , 112.23 , 55.06
, 42.15 , 25.06 , 23.88 , 22.68 , 21.68 . ESI-MS m/z 341.0[M-H] .
[0022]  RI-2&W, B (o 44, P2 %83 .7%. 'H NMR (600 MHz, Chloroform—d) § 8.69

7
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(s, 1H), 7.22 (d, J =8.5Hz, 2H), 6.84 (d, J = 8.6 Hz, 2H), 6.04 (t, J = 5.6
Hz, 1H), 4.38 (d, J = 5.5 Hz, 2H), 3.78 (s, 3H), 2.55 (t, J = 6.0 Hz, 2H),
2.40 (t, J =5.8 Hz, 2H), 1.83 - 1.74 (m, 5H), 1.25 (s, 1H). C NMR (151 MHz,
Chloroform—-d) & 153.60 , 151.64 , 130.30 , 130.02 , 128.86 , 126.08 , 113.99
, 55.25 , 43.77 , 23.89 , 23.84 , 23.15 , 22.15 . ESI-MS m/z 339.9[M-H] .
[0023]  I-31b-&W, i (a4, 72 %67.9%.'"H NMR (600 MHz, Chloroform—d) &
9.57 (s, 1H), 7.19 (d, J =8.7 Hz, 2H), 6.79 (d, J = 8.7 Hz, 2H), 4.34 (d, J
= 5.5 Hz, 2), 3.73 (s, 2), 2.79 - 2.73 (m, 2H), 2.70 - 2.64 (m, 2H), 2.33
(tdd, J =17.7, 4.8, 2.8 Hz, 2H). ®C NMR (151 MHz, Chloroform-d) § 162.66 ,
158.82 , 155.89 , 153.98 , 140.24 , 131.48 , 130.86 , 128.88 , 113.89 , 55.25
, 43.50 , 36.51 , 31.41 , 29.33 , 28.12 , 27.93 . ESI-MS m/z 327.1[M+Na]’,
[0024]  RI-44b&¥, B A4, 77 %43 .8%.'H NMR (600 MHz, Chloroform—d) & 8.47
(s, 1H), 7.23 (d, J = 8.6 Hz, 2l), 6.85 (d, J = 8.6 Hz, 2H), 5.89 (t, J = 5.4
Hz, 1H), 4.39 (d, J = 5.5 Hz, 2H), 3.78 (s, 3H), 2.67 - 2.61 (m, 2H), 2.58 -
2.51 (m, 2H), 1.83 (t, J = 5.6 Hz, 2H), 1.65 - 1.55 (m, 1H) . C NMR (151 MHz,
Chloroform—-d) & 158.99 , 153.57 , 149.49 , 134.65 , 130.28 , 129.74 , 128.89
,116.40 , 114.03 , 91.81 , 55.26 , 43.82 , 31.99 , 29.72 , 29.02 , 29.00 ,
28.05 , 27.35,

[0025]  RI-54k&4, A G, 72273 .4%.'"H NMR (600 MHz, DMSO-d6) 8 9.93 (s,
), 7.22 (d, J =8.2 Hz, 2H), 7.14 (d, J = 6.0 Hz, 1H), 6.90 (d, J = 8.2 Hz,
2H), 4.25 (d, J = 5.7 Hz, 2H), 3.73 (s, 3H), 2.62 (dd, J = 16.1, 4.9 Hz, 1H),
2.44 (d, J =10.3 Hz, 1H), 2.12 (dd, J = 16.0, 9.6 Hz, 1H), 1.81 d, J = 12.2
Hz, 2H), 1.33 (dq, J = 12.4, 6.4, 5.8 Hz, 1H), 1.23 (s, 1), 1.01 d, J = 6.5
Hz, 3H). '*C NMR (151 MHz, DMSO-d6) & 158.83 , 153.81 , 150.89 , 131.56 ,
129.90 , 129.06 , 124.95 , 115.35 , 114.28 , 88.95 , 55.53 , 43.01 , 31.77 ,
30.40 , 29.56 , 23.76 , 21.60 . ESI-MS m/z 355.1[M+Nal".

[0026] X I-640&4, F 44, P2 387.2%.'H NMR (600 MHz, Chloroform-d) & 10.33
(s, 1H), 7.24 (d, J =8.6 Hz, 2H), 6.85 (d, J = 8.6 Hz, 2H), 4.41 (d, J =5.7
Hz, 2H), 4.19 (q, J = 7.1 Hz, 2H), 3.79 (s, 3H), 2.84 (tt, J =17.7, 1.8 Hz,
2H), 2.79 (tt, J = 7.4, 1.8 Hz, 2H), 2.39 - 2.30 (m, 2H), 1.31 (t, J =7.1
Hz, 3H) .'*C NMR (151 MHz, Chloroform—-d) & 166.57 , 159.22 , 155.15 , 153.46 ,
141.01 , 130.27 , 129.24 , 114.21 , 106.01 , 60.26 , 55.43 , 44.32 , 30.58 ,
29.02 , 27.93 , 14.40 . ESI-MS m/z 375.0[M-H]-.

[00271  RI-74b &%, KA GE K, 77233 . 1%.'"H NMR (600 MHz, Chloroform—d)
7.22 (d, J =8.6 Hz, 2H), 6.83 (d, J = 8.6 Hz, 2H), 4.41 (d, J = 5.7 Hz, 2H),
3.78 (s, 3H), 2.66 - 2.59 (m, 2H), 2.59 - 2.53 (m, 2H), 1.80 (t, J = 3.1 Hz,
3H). ®C NMR (151 MHz, Chloroform-d) § 159.31 , 158.81 , 154.97 , 144.08 ,
130.82 , 128.69 , 120.15 , 113.95 , 55.27 , 43.39 , 26.56 , 23.30 , 22.89 ,
22.88 . ESI-MS m/z 317.0[M-H] .

(og]
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[0028] K 1-8tb &4, Bt 44, 72 %63 . 2%.'H NMR (600 MHz, DMSO-d6) & 11.00 (s,
M), 7.22 (d, J = 8.6 Hz, 2H), 6.90 (d, J = 8.6 Hz, 2H), 4.27 (d, J = 5.9 Hz,
2H), 3.72 (s, 3H), 2.78 (t, J = 6.1 Hz, 2H), 2.44 (dd, J = 7.2, 5.7 Hz, 2H),
2.04 (p, J =6.3 Hz, 2H). '*C NMR (151 MHz, DMSO-d6) & 191.97 , 165.48 ,
158.85 , 153.71 , 131.48 , 129.16 , 114.27 , 55.53 , 42.95 , 39.57 , 39.25 ,
37.56 , 26.88 , 23.09 .

RI- &Y, L kEAE AL, P2 %47 . 1%.'"H NMR (600 MHz, Chloroform-d) & 7.23
(d, J=8.6Hz, 2H), 6.84 (d, J = 8.6 Hz, 1H), 6.14 (t, J = 5.7 Hz, 1H), 4.38
d, J =5.6Hz, 21, 3.77 (s, 31, 3.33 (d, J =1.9 Hz, 20), 2.68 (t, J = 5.8
Hz, 2H), 2.59 (g, J = 6.0, 4.1 Hz, 2H), 2.42 (s, 3H). '3C NMR (151 MHz,
Chloroform-d) & 159.02 , 153.48 , 152.16 , 130.44 , 129.01 , 128.26 , 123.18
, 115.61 , 114.25 , 114.06 , 88.56 , 55.28 , 52.61 , 51.63 , 45.27 , 43.72 ,
29.71 , 24.24 . ESI-MS m/z 354.9[M-H]~

RI-10ML &Y, E A E 4L, 77 %£31.6%.'H NMR (600 MHz, Chloroform-d) & 10.56
(s, 1H), 7.24 (d, J =8.6 Hz, 2H), 6.85 (d, J = 8.6 Hz, 2H), 5.52 (t, J = 5.7
Hz, 1H), 4.40 (d, J = 5.6 Hz, 2H), 4.22 (g, J = 7.1 Hz, 2H), 3.79 (s, 3H),
3.45 (d, J = 4.7 Hz, 5H), 2.88 - 2.82 (m, 2H), 2.66 (t, J = 5.9 Hz, 2H), 2.44
(s, 3H), 1.32 (t, J =7.1 Hz, 3H) . ¥C NMR (151 MHz, Chloroform-d) & 166.85 ,
159.20 , 153.55 , 151.62 , 129.22 , 128.69 , 122.35 , 114.20 , 60.40 , 55.43
, 53.36 , 52.63 , 50.90 , 45.69 , 27.11 , 14.41 .

ST A 34K A5 Aot a— b ) 00 1) 2R L o v

a—] %) K T N H S gma, 1 S JE A 5 il 2 2R s —a—D— %] %0 B 1 (PNPG) B H Aladdin,
BC B 22 R DA SRR R R BT 7 B AN L B R AR 3 B B TR AR AR B IR A T o a-
TR A0S D E 228 O R R IRIE T V5T o 96 FLAR B AL I AN 99uL ) PBS T IR 2% i
(pH=6.8) , A5+ 20mmo1 i) InLAF ML A Wi i B s B 0 REID N 26 R LA, B S
A25uL o REVATR , BT 37 CHRIKIE & 15min. MIA25ULIKPNPGIAR, & T37CH
PR & 15min, [ EINAS0RLE0.2 MERERENA I, BEAR I E405nmAb RO C R, TR fr
AL B W55 a— W 7 1) 00 1) 26 358 20 A0 S D C B 1O FR A [R] (40 s P38 94 B 0B AT — IR D
R 0 1| th 2 SR A0 S W) TCsofEL GRS 7750 %6 I (R HR il AR FE) , SR &5 SR sk 2
TNo
[0029]  3R2. A& Wkt a—W T R 41 ) 28 5 0
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feirtl LE §ij
bl (100 b mal) ICp (M)
I-1 $7.35% 26.7140.7
12 T3.12% 10.18+0.3
13 49.78% -
14 5296% -
15 LM% —
16 35.21% —
17 21.64% —
I 5.7% —
19 TL91% 43 53¢1.1
I-10 LM% —

SEuG 25 AR, EIRER A A PRt a— b R B A B A AE P Ho e T2 A
B R a—FEE R HITE :  1Cs0fH 10,1820 3uMs
[0030] DA b DA EL AR S it 451 5k 218 451 156 B A O B AX 6 P ) i o 20 B 6 i 5 Ml a— i il
I PR O A2, (E AR IR R A AN 572 AT DA A K BH @R AT 88 b o 2 R0 A 2R 17 AN ot 9 A4 < B 1)
PRI ] o XA, A A R B 1) 3K s 5 R A 78 e T AN D B RO B 3R % L 5 [R) R (1)
Bl 2 P DA i B A 7 O X e e B AR B AR Y
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