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L. N R AP BIML&9Villanovane VI,

2. BRI ESR1FTIR AL AVl lanovane VIR il 4% 5 i, HAREAE TiZ 05 Nk
PR B 2 F ONES288 Mt e 52, B B, F 3 - 5% 5 FH B I #4 Rl R $2 B — I, B R B A [ 4 Sl A
10/ 37N, A FEFRBUGA , 980 [0 77045 2R 48% B MeOHE , 92 B /3 BT K AR R 5 AR IR
AR , 28 28T 2L, 20 45 B AN E 7312 B PEEFIACOELE ; AcOEtEYR B I IEAHAE

JekE, IARFREL A 15:1.10: 1.2: 1.1 1. 1 4R Ay / 2R 2B A sh AR, FAFA EE 950 1.
20:1.10:1.2: 1. 1: 1.0 VR EAG/ HBE NI B0 A8 , 34T e 40 B, 15 2 )\ANH 4r Bt Fr . A—

Fr.H; % Fr. B2 M FHC18 ) AH i A4, DAAAR L 70:30—0: 100 7K/ HBEEEAT Vit fr 93 B
A A EE 15 B9 43 Fr . B-1—-Fr . B-9, H A Fr . B- 63840 A F 15 ARk A (i, DAAARA
LA HEE/ O TR R4 1—0: Vb, 73 545 2643 73 Fr . B-6-1—Fr .B-6-6,Fr .B-6-4i#
it SR AE E AT, £/ /K45 : 55404k, 13 AR LA ¥IVi 1 lanovane VI,

3. RURIBE SR LT AL A4V i 1 Lanovane VIZE il £ Y6 57 5 FRI 254 (1 S

4 AUFIE SR 1T (4L &4V 1 Lanovane VIZE il 4 B BE 2454 T i S

5. & BRI E SR LR R4SV 1 lanovane VI X 1] 25 S AR I 25 416400

6 . AR EL RS FTIR I 25 20 & il %% 5 ik, HUHIEAE T2 7B TR SR s
ONAHES 28845 &2, Kt FH 3 - 5% 1 FR B I A (R AL B Ik, A R B RN 1) 43 331 A 1O /N B\ 3
INBT B FERR I, DT RIS 55 75 B9 4512 B MeOHE , 4932 8 73 BUCE AR R, A% FH A ik
fik , 1R LBEREAT ZHL, 73 |45 2 PE S5 7312 B PEEMIACOELE s AcOEtEVR B b IE AR AT , LA
AR N15:1.10:1.2: 11 1 L AR A MR/ 28R B8 R sh A8, FARFR LG 950:1.20: 1
10:1.2: 1. 1:1.0: L&A/ HBE AT SIAR , EAT I AR 70 B, 15 2] )\ 4 53 BeFr . A—Fr JH; X
Fr. B8 A C18 A it A, AR EL 70:30—0: 100H9 7K / FH EE 3E 4T A4 0 BL & I A
[543 45 B9 3 Fr . B-1—Fr . B-9, HhFr . B- 685 73 F FH IE AR A (3, DUARA L A
T/ R B84 1—0: TAAEE, 73 51453 2645843 Fr.B-6-1—Fr.B-6-6,Fr.B-6-4iH 1t < A
WEALZE T » /7K 45 : 55404k, , f3 AR A 9IVi 1 lanovane VI, 28 J& N W] 24 F #8044

T AR SR 5 Bk B 245 W 406 WD A8 1l 28 V68 97 B RO 25 0 R

8 . BRI EL SR 5 BT il (1) 25 W 2 6 WD A5 ) £ P BB 259 R I
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1L E&HVil lanovane VIR BB EMSEFIEF AN

BRARGUH
[0001] 7R B Ja T~ 25 B ek , B AR, 38 Je —Ffuoxd e - Vi 2R AR 8 e L ol — i (1K
E¥Villanovane VI) KHGWYIH GV 5 HA % 5%, 5 HAL R & 2500 R .

EREA

[0002] il i a8 T Xk B DL SEAS e R 1) s, 2 WA e — 2R B A AR A R
AN T B R S3 N W e E R o e S, T R s SR A o AR R HR AN ] 2R AR, — B
REWFFC, CF5Fr Lo =ik £5 K AT PR DI RE - B HT W HEE = s 250 S Y0P e o 14 A 7T bl
BB T BAU R E SN B YU, i i

[0003] AUk BH N — ELLEMIHE ik 8 L 25 40 S FLrs e VR FEIZE B C & R e —
WAL SRR A °C NMR , 2 28 il — % HUcHE 28 ; 38 3 Py thon % 5 %442 VT i 18V
(DATAanalyte®cfh) , HEATHLERAIA °C NMR 55 5504 ook bt , BRagt 0 M RLAR 4 b £ B0 —
EW, PRSI IR B Al A, PO R I IR o B e T e A M X —HR, s
R IR R A BT 80 2 AW HE — il R AL A 4, AL G A 2 o | EE R o PR R 2R i
PR TR il PR R i A 4, T8 TR iy R AR TR s\ A A B R i R R A e A
it o £ 30T EfS BH AR 7 14T B A 2= T Wl 0 Skt s 2 o D A 38 0 1 0 Bl DL 5242 J2 — il T 4E
W o LENE PRI 70 R I, e A DY AN Xof - ) 260 0 g S 7 HE AR SR A R ME B B A S
[P ik Cafestol MKahweo 1 X a - %) B B A s 0HIAE F , (2204 8 Dk — G 32
5% N Cafestol flKahweol i /K P=4#IDehydrocafestol flDehydrokahweol i 75 HY 26
A o - ] 26 B B S 1 o iZ I R R W, FEC- 15F1C- 162 8] R U F) - R 4% o - 3 4 B
B 2 o JE e R S IRVR AN A T IR B AT AR M R S TR T BEATL I o

[0004]  i24- M1k, A HE AR PR WA X Fib &YVillanovane VIFHRIE , AR X HA TE
PN FH 7 1] R AR E

LZIRAAR:

[0005] 7% BH ) B AL T A — R i 5 ik - Vs g 2R AL A e ALl — i L H 29 5
5 HAH & T, 5 HAER & YR IR

[0006] 7 BH 2 FH b P ik NMRARFAE B8 98 o 1) 3 AT B R 5 M\ 2= P R A 855 it Pl S 288 A &2
LB S T 60 ML S W, B RE 2RSS T BT AR, 32N WAL AW o X 43 45 2 1) b e
TS AT T o A B 1 S, 45 SRR H A Vi L lanovane VI, s B
AT BT YR b R S S T B AL SV 1 lanovane  VIZE M) J& T X W - Vi i 22 A= e bt
B AR R WA T 43 4 S RS 43 s ) o - R 20 B A A L a0 Ay R AT A
BR RV

[0007] D 7 SIAK BRI Bk B B, A BRI T a0 N IR TR

[0008] 4 R &5t R I & 4Villanovane VI,
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[0009]

[0010] A& B[R 424k T4k & 4Villanovane VIl 4 7575, Z i HE Fid 5 5% - B
5 P WEERE RS S, By B, I3 - 5% 5 F I I A Bl S B0, BB U [8) 73 A1) 9 10/ L3
NI S B R AR BOBL, ok [ WSO 77045 21 4 4= B MeOHE , RE 3 8 70 BICAE ZK AR o, AR FH A i
Mk, 2R LR REAT AEHL, 73 15 2PN #8012 B PEEATACOELE ; ACOEtE¥R b IE A RE A, LA

PRFREE N15:1310:1.2: 131 11 AR A Bk / B8 B i s A8, FARFILE 950:1.20: 1.
10:1.2:1.1:1.0: 1R/ EE AW E0AE , FEAT IR o0 BLAS 2 )\ .5 BeFr . A—Fr  Hs X

Fr.B#B2> F FHC18 /e #H (4 14T, LL70:30—0: 100/ 7K / FF B 34T I 40 20 B, & 3540 [R5 40- 15
9N /3 Fr . B-1>Fr.B-9, HihFr . B-63 70 R H IE AR A 1%, A vt/ 1R 4 lR4: 1—
0: LAbBE, 4> B3 26N B4 Fr .B-6-1—Fr.B-6-6,Fr.B-6-43@ 1 AR R EMT, 2 /7K
45: 5544k, 15 kL &4)Villanovane V.

[0011] AR BHIEIRAE T & ¥Villanovane VIZE I VAT B8 R 2540 ()8 FH .

[0012] {L&WVillanovane VIZE 45 FbE 254 BN o

[0013] b4k, AR BHIESEHE T & A& 4Villanovane VI A] 245 FHEAK I 25 H S .
[0014]  Z4¥EH GV & 715 B 2 e W ME IS5 52, AR, FH 3 - S 5 FF B I A Rl A F2 Y
TR BERE S 18] 73 3 A L0/ S 3/INE B FEHEEGH , 9 [T W0 7145 21 412 B MeOHE,
YR E o B KA AR TR FA IR , 2R R IR AT ZEH, 43 I 15 21 %5 AN 35 7312 B PEE AN
AcOEtE; AcOEtEIR B FIEMRERA:, MAFR L N15:1.10:1.2: 1. 1: 1. 1 44 ik / 2R &
BE NI ENAR , FAFIEL 950:1.20:1.10:1.2:1.1:1.0: LIS/ B NR A, AT A 2
B A5 2 )\ 53 BeFr . A—Fr H XPFr . B3 R HCL8 I AH B i 44, BA70: 30—0: 100 7K/
B3 AT WA 20 B, & FF AR [ B8 20 45 B9 36 20 Fr . B-1—Fr . B-9, 2 d1Fr . B-6#54> F) F IEARTE
A s, Bk / B8 R4 10 TAAEE, 73 515 2645 /3 Fr .B-6-1—Fr.B-6-6,Fr.B-
6- 438 I [ AHRE AT JE AT, /7K 45 : 55484k , 13 i ARL & 4Vil lanovane VI, 2R G I H]
YA

[0015]  Z4¥2H & D TE I & 16 TT R PRI 25 I L F

[0016]  Z5W2H &M AEHI & FERE 5 R IR H o

[0017] A A&V RAELT , T LLE AT, 5l LG & e s % 259
HEWEHO.1-99% ,H1%0.5-90% A K AL &1, KR 25y EmT 852, 5k N FI3))
VI TCBE AN P () 0T 24 AR /BRI 71

[0018] iy idk 1) 245 FH 288 A mS TR T2 701) e — P i 22 A 3 A~ (3] i AR VAR A i 8 7 L JEDRE DA A 24
Vi) S R s A R B 25 A S DL AR I I A R R A & £
T 1 2 G AAR ) 751 A skt 1) 32 S 7000 40 P okt ) S W 700 B2 #6591 25 245

[0019]  HIUAHAM, Ak B B & W rfhamtk

[0020] 1. AHKBHERAL T #i4L&WVillanovane VI, IEAN T IIAH AR A,
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[0021] 2. A BH$EHE T & ¥ tb &% Villanovane VIR 7k, Z LR E 515, &) T
VB SR & T Tl A=

[0022] 3. AR BHHEME T Hik & ¥Villanovane VIME A R 25 H AV, NHTIHT
R 23 it T A B A A E BT 25

[0023] 4. AKWIRHAEPIVillanovane VIXfa- ] &) B H BRI HIEPEIC,  (uM) H9. 2+
1.73, 46 &IVl lanovane VIXfa- &5 EFREIEIIE 1 He— 211 P - 48 4 W 0 ) 244
Acarbose B 5

[0024] 5.5 t&WVillanovane VIFJAENZH) 1697 bl BRI AH S R0 o

M &5 BR »

[0025] &1 Villanovane VIfJ#i& T ZAE;

[0026] K2 Villanovane VI‘5a-7 %) b B H 0 F X4 R
[0027]  K3tb-&4Villanovane VIFIL 45 MR 2= K .

BRI :

[0028]  "RHI4E & B AL, FH A B S 5] SR 3k — 20 i BA A4 B () SI2 P N 45 (EL AN BA
IR B E AR B

[0029]  Sijitifs] 1

[0030]  — X me - Ve 2R A= AR S Bl — i ((b & #)Villanovane VI) [l 4%

[0031]  HW < A WNMES 2881k 4% T 5E & , W Hh s DM I 2 Ji5 I 3 - 5% & FHBE o # (el e 2 B —
R BEURBEHUI [R] 43 790 9 LO/NEF L 37N, £ FHFR B, 980 [T WAL 551145 21k i V= B Me OHE (15
#20%-25%) KRB 7 BUEE KA A, UK FH A Tk, R LR HEAT 2 HX, 43 50l 45 21 PR 1
3% BPEEAIACOELE (156 % -8%) »

[0032]  AcOEtER & b IEFARERH:, LA M/ LR .l A shAH (15:1.10:1.2:1.1: 1.1
4,v/v) G/ RN (50:1.20:1.10:1.2:1.1:1.0:1,v/v) AT 4 BEAE 3] )\AS

M4y B (Fr.A—Fr . H) X Fr.B(f3%0.2%-0.3%) #45FHC18 ek (3% 4%, LA7K/ HEE (70
30—0:100, v/v) #EAT AR 53 B & I AR R840 43 21944 (Fr.B-1—Fr.B-9) . HH1Fr.B-6
oy (1423£0.1%-0.15%) FIFH IEARRERR A il (A EE/ 4R 48, 4:1—0:1,v/v) 43, 73
AAFEN6ANH 4 (Fr.B-6-1—Fr.B-6-6) .Fr.B-6- 4t S M REAE 2T (2.5 /7K ,45: 55) 4l
RIS B AR A Vil lanovane VI (133%20.02%-0.04%) -

[0033] fk&HVillanovane VIfi# T2 ARYE L0 45, HARTE 14> FVillanovane
VIF il & T ZmAR R E L HARiE 5> FVillanovane VIFIZEHRAE :

[0034] 1) {k&WVillanovane VIFIAL2E4S5#:

[0035]

19 18
[0036]  2)4k-&WVillanovane VIS #FRAE .

5
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[0037]  Villanovane VI:[I{aFE KA K. [a]®) 96.54 (c 0.26,MeOH) UV (MeOH) Amax
(loge) :243.0(4.01) ,196.0(4.02) ;HRESIMS m/z 339.1931[M+Na] 4 Hi 4 F3C, 1,0, GF
FE:C, H,0.Na",339.1931) ;.

[0038]  'H NMR (CH,0D,600MHz,J in Hz)8,:1.50 (1H,m,H-1a) ,1.56 (1H,m,H-1b) ,1.54
(1H,m,H-2a) ,1.93 (1H,m,H-2b) ,1.09 (1H,m,H-3a) ,2.21 (1H,m,H-3b) ,2.11 (1H,d,J=
10.2H0z,H-5) ,6.11 (1H,d,J=10.2Hz, ,H-6) ,5.88 (1H,dd,d,J=3,10.2Hz,H-7) ,1.33 (1H,
m,H-11a) ,1.85 (1H,m,H-11b) ,1.66 (2H,m,H-12) ,2.39 (1H,m,H-13) ,1.58 (1H,m,H-14a) ,
1.76 (1H,m,H-14b) ,5.17 (1H,brs,H-15) ,2.63 (1H,m,H-16) ,3.50 (2H,d, J=8.4Hz ,H-17) ,
1.30(3H,s,H-18) ,0.83(3H,s,H-20) ,xx (1H,s,COOH) .

[0039]  '°C NMR (CH,0D, 150MHz) 8,:32.2 (CH,,C-1) ,20.5(CH,,C-2) ,38.7 (CH,,C-3) ,44.5
(C,C-4),52.2(CH,C-5) ,128.4 (CH,C-6) ,126.7 (CH,C-7) ,144.7(C,C-8) ,53.8(C,C-9) ,
39.1(C,C-10),32.9(CH,,C-11) ,24.2(CH,,C-12) ,35.9(CH,C-13) ,36.6(CH,,C-14) ,123.2
(CH,C-15) ,47.9(CH,C-16) ,64.4(CH,,C-17) ,30.0(CH,,C-18) ,181.2(C,C-19) ,17.5(CH,,
C-20) .

[oo40]  Sjitify|2

[0041] b5 HVillanovane VIR RE o - 58] ) 4 B0 ) v PR 056

[0042] 1) 556 5

[0043] oI HE T BEREME (a1, 4-WE TV KR (/1N P9 22 2008 TN S5 SERE /K A o 100161
o - 7] 2 R I 100 9 5 R R ) 2 RS S IROAT U o A S I e L, R R AU KT
o ] 0 MR T A1) 7R 2 BRI AR 2 A 2 ORI U A R o 4 - AR - - D - PR 36 67 R (4-
nitrophenyl-a-D-glucopyranoside,PNPG) & a- i % Fl B B HRF SR 4 , PNPGRE Mt a - 78]
il R WA R A B Y (B ) 5 2™ DA A0S nm AT AR5 AR MR T o 38 3 X LE A S WAL 5 40)
Villanovane VIAHA R 54 2 A Al 5 4y ) 25 R, RV R0 5 A0 £ 0 ) o A 26 5 i
T3 1 o S 563k FH BT R e (Acarbose) D FHAEXT I .

[0044]  2) SLE6 T34

[0045] 1) ¥ VRCH

[0046]  a) IR £h 2% TR PBS (pH=6.86) : & BEIR #8 AR N A 500mLZE & HEH , A TECO,
IR LI W ETE 21 Ja 4 CORAT 5%

[0047]  b) IR TPNPG (2. 5mM) : 45 B FREXPNPGHE37 . 6mg , FH_FIAPBS & 25 £50mL , ¥4 fif 72
SIRACIRAFE

[0048] ) -7 %) B T BE VAV (1U/mL) < A% % AR X2 . 3mg (26U/mg) i % B8 Bk A, HI_Lik
PBST i FL A £ 10U/mL. , 10U/mLAE 7342 , F-20°C N ORAT 38 o 4 UAE ) P HIPBS A B 10475
[0049]  d) Na,CO ¥ ¥ (0.2M) : FREX A KNa,CO K A 2. 12g E F 100mLZ8 A, F 1 3RPPBS
ER B 100mL , FEARRE 5154 CORTE % H o

[0050] o) #: it ¥4 B AL 0 BRBUE ) < B 20mmo 1 /mL , B 1k 245 BRI K E 201mo 1/
mlL o 00 5 P RO R AR . (A5 5

(00511 ) c~ ] el R P30 1) 9 2 PO 900

[0052] % & 2H : 96 FLA - K R AN INA0uL. PBSZE IR , 1OMLAE Sl ¥4 ¥ , 1 OnlLa - ] 27 B B VA
W T3TCHIE & 10min, JEHAS0uL PNPGIA T, T-37°C ¥ H 60min, £ J5 I A80uL Na,CO,#
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o
[0053] 75 5:2H : 96 FLAR AR s IN50uL PBSZE i , LOLLKE S Ak , T-37 C il & 10min,
JEANAA40uL PNPGIEVR , §-37°C ¥ 5 60min, B Jo MA80uL Na,CO, ¥ -
[0054] S BRZH : 96 FL AR P AR YR R 40l PBSZE MR , 10uLFT R Ik BBV, T-37 CH &
10min, J5MIA40L PNPGIEV , 37 C U 5 60min, iz J5 N A8OUL Na,CO V& -
[0055] AR 2H S 56 FAT i — Ik, 7E B AR A A I 405nmAd (IR 6 5 L AR 4 LA R A U5 R
oot FX) BRIV 26 - - R 6] MR EF BT 1) 8 %6 = (0D -ODj) /0D,y X 100%
[0056] 4,
[0057]  f¢&HVillanovane VI a- % & B H B0 V& PR R IC,
[0058]  Villanovane VI IC,, (uM)9.2+1.73
[0059]  [F]sk&HAcarbose IC,, (uM)60.71+16.45
[0060]  siig 2t AR HH AL & HVillanovane VDX a- % %)k HF B 40515 1 LE — SR PR o -
EIHETF BRI 25 %) Acarbose B 5 .
[0061] VALY T X Hedh
[0062] fk&#)Villanovane VIGa-H &M HE O - 48R (K2) , kI
Villanovane VIfIC-19_Ff#%E7 5 5TRPS1 (3.1 A, 3.3 A, )FIASP64 (2.8 A) L A B .
[0063] 1| 1] SEZ it 51«
[0064]  1.HUfb&#Villanovane VI, ¥ S5WIE I E S L T LGB IRIE I, ik &
Fo
[0065] 2. Hufb &#Villanovane VI, #% 55 E & L1 200 EL BN IRIE R, SR
Fo
[0066]  3.HUAtAHIVillanovane VI, 4% i I B il 551 77 VA5 R e 2%
[0067] 4. HUftE&H)Villanovane VI, FE4% iR 75 26 Bl A 7«

Rl LB 100 mg

TRy & &

[0068]
KK i
i g R B i

[0069] 5. fcHE5): BLfb & 4Villanovane VI 100mg, JE 8 i & , A i BRARIE &, 1] 4 51
B &Y 5 BIFNR G, L0, fE A E A RS Th X 2R &, JE15 B (K TR S92 N B iR e 58
[0070]  6.HUfk&¥Villanovane VI 14y, LOf kG R , W51, 42 W8 H B 05 32 1 B 4R Ak
Ko
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