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faH 9 ATV P—F o 2— WA
3. MIERE
BT

W7 7L, TF > LVEE (Hippocrateaceae) DSalacia (V77 % 7) @k % Fk & L TR
ST FEM O—RATRT, JB4 Salacia @ HAGEDIAZHE L TW5. Salacia JEAE
¥ [Salacia reticulata, S. oblonga 5 3OS, chinensis (S. prinoides)] 134 > RRRA U Z 71 %130
D, ZARA L KRR TIREDKMT T BEIOT 7 Ve EOBEHITIZIR 1L, K
120 RSN TWD,  ZHHOEMITA > KRR T I DIERIEZETH LT —2 1T =
— 2T, FERIF OO L THW S TWS. S0 iEEZE 54 & LT salacinol” (1),
kotalanol? (2), salaprinol” (3) 331" ponkoranol’ (4) 2SHf - HEERIE Sh, F0%, BiffiET 2
7 /LK neosalacinol” (7) 35 & U8 neokotalanol™ (8) 3 & U neosalaprinol® (9) 3 & O°
neoponkoranol®” (10) & HEESI, W Hb5RV Y a-glucosidase FHENEAZ R ZEDNHIBAL T2,

OH OH OH OH OH OH OH
3'S X
?+2s OH %3 OH 2 Z2sY4RYY” TOH
OR SN OR OH §* OR §t I OH
/\Q Ho/\(_z HO/\(_Z OR
HO OH HO  OH
salacinol (1) : R = SO5" Kotalanol (2) : R = SO5" salaprinol (3) : R = SO’ ponkoranol (4) : R = SO5°
neosalacinol (7) : R =H neokotalanol (8) : R = H neosalaprinol (9) : R=H neoponkoranol (10) : R = H
CH2OH CH,OH  CH, CH,OH  CH,OH
o) o] Q
QHZOH @ OH OH OH OH
HO NH‘Cl:H HO O O
HO  CH,0H OH H OH OH OH
voglibose (5) acarbose (6)
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b5 1,2,3,4,7,8,9,10 1% Fig. 1 (TR IS, WT L7 T AL R=0 A
ZHL TS, ENx, ZO58V a-glucosidase PHETEMED 72 597, HRELEAINT & B
Ffroi, £ORE(LEM b & O =g & IEMEOMBINZES T 2 e R ENIMZ BV TIEFIZAT
PIVTN D, ZIVETOREEMARRINIZE CIL, FAb#EES alditol BLORBHETIZ OV TEN
ZAUFFEEIUTERY, FAFEREEIZ- OV T, salacinol (1), kotalanol (2), ponkoranol (4) (Z3&@D
1,4-dideoxy-1,4-epithio-D-arabinitol 74544 N7 L2388 TR R B IELS D) o> T
LTEH RS DRERDEON TS, — 5, MBI DWW T, LUNTRT O~O OEffER
ST,

RUER e SRS S EMO N

O 2°S BIEOKEEEED SN EEL ZAUTNA T 22 (KN 4 ND/KIBEEDEERED
FEAERORFED R RELBEDD.

@ IALOFEBETAT VI TFEIE B 587, IEMEA IR TS50 41 .

@ 3L S BLED KA T ETE MBI LA THD.

@ 4R BLE DKL)

® SALLAED KEEED S A TR BU TR EBIEL TU VL,

© SNLLAREOD BRI T L VBT EENEOND. 72k, T RO BRI
1%, 10 ~ 14 DMFELV.

@ 3 ALSELE D KEEIED BRI (7 L F AL LU /AR IR ETEN A 2 L <R
5.7

ALY, ZAIVETIZHIBAL CODIBHTIC BT AIRERBUC DA ER D) 122V TEhIZ
R 572012, ZIETIZE KL 7zneosalacinol (1) @ 3L O-7 VX /ALK (11a-11¢) BEY
RUUUEIR (11g) OBBHO-7T S ALK 11d, e, 11f FBIOEH#~ 2V ER 11h-11w
AL, BOKMALBRETE M RIE T OV TSBITHRFL 7.

OH OH
:/'\;/\OH 0N
& or LG
HO HO SS9
s \ X
HO OH o on | R
11 "
a:R=CH;, d:R=CsHyq g:R'=H t:R'=0-NO,
b:R=CyHs e:R=CsHys h:R'"=0-CHz k:R'"o-Cl n:R'=oBr q:R'=0-CF; u:R'=m-NO,
€:R=Cy3Hyy f:R=CHC(CH3)s  j.R'=m-CH; I:R'=mCl 0o :R"=m-Br r:R'=m-CF3 v:R'=pNO,

j:R'=p-CH; m:R'=p-Cl p:R"=p-Br s: R'= p-CF3 w :R'=p-HOCH,

3-O-7JL¥ILEH: neosalacinol EFEA (11) DERK
3-0-7 /L% JLEH#L neosalacinol FEA (11d-11f 35 X OV 11h-11w) D5 1%IE, neosalacinol
DEREY \THEL TR o7, $7bbh, Ud— 12 OF— ki a BRI~
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UIEB I OVURT A R R_RUUIEL TR RUUVE 13 H AV 14 128N RIS,
13 OEAFT 55 kg CHyBr, CH;sBris L OV (CH3);CCH,Br % AW T 7L /14kdH
DT 14 ORKEBEREZ —EBHAS DT A REFWTT 703Uz 51&HnT, 7
VR AR 15d-15F 3 LT 16h-16w DT & b= REREMIKE L 7=, SRR X 0 AR
BT LHTARFT R 174171 BLO 18h-18w 4R THE-. O &I, =ARF T K 17d-17f
ETAWE 19a LT 7V T O TIFOITEALR=D L 200208 DA A%
1To71%, HEAETICLVBRHEL CHIVEAY) Nd11f 2@EIRTEz. —F, —Eil
NRUVVEHEER h-lw 1%, =RF 2 R 18a-18f EF 4B 19b LDOH TV T RIGT
BN AVR=T L 20h-20w OIIPMBILDE, A ASHEATWE L.

OBn

OBn
OBn (o) o)
a Y , .
O ., L» )(T/;R L» ‘OR
“OH o
1 O
o ! .3 15
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OJJ
)( “oH OPMB
0— 12 OPMB 5 OPMB o /
2, )(O K b )( “0 d e ’
OH —— "} —_—
0

AN
14 " [ g 18 |_J®
>z
s
BnO
OH
f BnO OBn
17d-17f > §t OR — 11f-11d
g Bno/\(_z
Bn(§ OBn
s 20
PMBO”\(_Z
¢ PMBO OPMB /ﬁ/\
19b _ Y oPMB
> cr = =z 1
17h-17w N =R~ » 11h-11w
[ PMBO \
PMBO  OPMB
21 t:R'=0-NO,
d: R =CsHyqq h:R'=0CH; k:R'0-Cl n:R'=oBr q:R'=0-CF; u:R'=m-NO,
e:R=CsH5 i:R"=m-CH; 1:R'"=m-Cl o :R"=m-Br r:R"=m-CF; v:R'=p-NO,

f:R=CH,C(CH3)3 j:R'=p-CH; m:R'=p-Cl p:R'=p-Br s:R'=p-CF; w :R'=p-HOCH,

Reagents and conditions: (a) Bu,SnO, toluene, reflux, then BnBr or PMBCI, CsF, DMF, 60 °C; (b) CsH;Br, C;H;sBr,
(CH;);CCH,Br or X-CsH4CH,Y (X = CHj, Cl, Br, CF;, NO,, HOCH,, Y =Br or CI), NaH, DMF, 0 °C-1t; (c) 0.5% aq. HCI, EtOH,
reflux; (d) AcOH/H,0 (2/1, v/v), it. (€) PhsP, DEAD, toluene, reflux; (f) HBF,, CH,CL, —60 °C; (g) IRA4007J (Cl- form), MeOH, rt;
(h) H,, Pd-C, 80% aq. AcOH, 50-60 °C; (i) 80% aq. TFA, CHCl,, t.
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BRED o-Glucosidase PAEEMED LM

AlBIER LT T ARG S isomaltase , sucrase 35 XT8N maltase (2% L C salacinol (1) %
LA LD TROVFHETEEZ R L7, T8 neopentyl & (11f) 28 24U E TIZARL I LTV
=7 IV VERAR 11a, 11b, 11c KV 5877178 maltase PHETEMEZ 7R L, ZOEEIL 1 DK 20
fERSITHY, mEmWT X VEEOEA D EEEOHERICAZ Th 5 Z L 2VHIBI L7,

—J7, RUDIVEHKIZOWTIE, WTNOLAY b EERA 11g & [RIRRE OO BRETS
PEATR L, N B VB O M EHILOEADMEN T2 & AV L7z,

PLED X 1T, RERANFR =T DEOHFEEZ O LM LRI DA ORI T2 & &
HIZ, 11f D3FRERICHE SFFAOEEFR T L CEFSL voglibose %155 72 LAl D L 7-H
GG U= e BN/ S IS/ A oy il

& 11Cs) Values (uM) of salacinol (1), compounds 11, and two antidiabetics against disaccharidases.

o-Glucosidase enzymes

Test compound maltase sucrase isomaltase
Salacinol (1) 52 1.6 1.3
Compound 11a (R = CH;) 53 0.46 0.39
Compound 11b (R = G,Hs) 1.66 0.12 0.27
Compound 11c¢ (R =C;3Hy,) 1.04 1.29 0.95
Compound 11d (R =CsH;)) 1.52 0.50 047
Compound 11e (R =C;H;,) 0.80 0.24 0.25
Compound 11f (R = CH,C(CH,)s) 0.30 0.09 0.28
Compound 11g (R' =H, X=BF,) 0.44 0.32 0.12
Compound 11g (R' =H, X=Cl) 0.68 0.74 0.29
Compound 11h (R' = 0-CH,) 0.66 041 048
Compound 11i (R' = m-CHj) 0.84 13 035
Compound 11j (R' = p-CHz) 0.86 1.1 0.68
Compound 11k (R' = 0-Cl) 0.31 0.09 0.26
Compound 111 (R' = m-Cl) 0.53 0.80 031
Compound 11m (R = p-Cl) 0.89 0.72 0.68
Compound 11s (R' = p- CF;) 0.98 0.56 0.38
Compound 11v (R' =p-NO,) 0.68 0.38 0.23
Compound 11w (R' =p-CH,OH) 1.0 0.80 0.30
Voglibose (5) 1.2 0.22 2.1
Acarbose (6) 1.7 2.0 646
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