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1.3.1 3B,6a-0-7 Bt HE- A% = E i £(1)
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FKMERE SmL AR AN 25mL W F1 583, i s
WINTEK R EF 1mL, 2R RN, TLC B
SN2 s o RN 84 S BV E I SRR ABTA 80mL
K AW N 5% HCL i E pH ~5.0-
5.5, i K dE A TTTE BT BCE R, DT
U, AWK BEUTED A e . FrUUEY T )5 L
300~400 H i BeAE T4 ik £ R B (10:1) PEBE
BEMEEY 1K 1), 750y 82% , H “C NMR i
B L 1,

132 3B,6a-0-F Bt H- A% = B # 4 4(2)
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N2 R S AR BRI R ARG W) 1 B R R4 s
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Fig (10:1)PEME, S8 G9 20 1), 723Ny 86% , H
BC NMR 355 L3R 1.
133 3B8,6a-0-T Bt H- A5 = B8 H4(3)
FREL 20 (R)- A2 = 50mg, DMAP 45mg, J&
JKIEBE SmL ARUMA 25mL 6 1 S B H, IS
TEINTEK TRREF 1mL, R FHEFER N, TLC #f5E
N2 R S AR BRI IR A P 1 ke fa iR )2
2% 300~400 H LR 52, YELAR 2 F A ik 2 1R
SER(T-D)WRME, 58 G 3(E 1), 7% H 85%,
H:BC NMR 355 L2 1.
1.34 3B,60-0-5 T Brd- A5 =8 i # % (4)
FREL 20 (R)-AZ =% 50mg, DMAP 45mg, JC
JKIHEIE SmL AR YK INA 25mL 7§ E1 5, i e
T INTJCOK S T RREF 15 ¥, = F ik RN, TLC
FE SN 2N o RN 5T 4 e K SN TR 100mL %
P A NaCl s b, e, #0 2 Fr OTTE T i
DOVENT R SE )5 , AR AR AT o 88 R, ZE 1R 7K AN
MAEER K ek 3 Ik, CROEREM, FEKE,
fis J22 F I 7K NapSO, T, ¥ 45 a1 i /g )22 , 48 300~
400 H ke tE T A ik 2R 2 B8 (15:1) B , 1521
&9 4(E 1), 723N 75% , H: °C NMR %35 %k
P 1,
135 3-0-FHERHEBHE-AS =B WNH %£(5)
FREUN 2 =% 50mg, DMAP 45mg, JC/K MR
SmL AR 25mL #5 L1 W, A5 i e

CH,
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KL NG TRIEF 20 7%, FHEZ 60°CHi: b, TLC 1.4 SbigsdE

B2 N2 1 SR AL BT IR RAL B 4o B e )2 v 4 it H 1 AV-500 B RE SRS BIfL A
JE 28 300~400 HRERCH ST BT, VR 22 A i ik: £, 1 1-5 19 BC NMR(400MHz ) 3 35550 (43 1b 5 4
2 < Mg (10: 1) VEME , /3 24k A9 SCE 1), =% N ) U T A5CHR X vy b LR B B W AR A 9 A A
80%. H: PC NMR i da i 1. DU RO ), LR 1.

*1 BHRLEWH 3C NMR £48(100MHz,CDCl;)

C 20RANZ —E EW 1 &Y 2 G5 3 & 4 &Y S
1 41.33() 39.23(1) 39.35(1) 39.25(1) 39.32(1) 38.41(1)
2 27.49(1) 27.070) 27.06(1) 27.06(1) 27.06(1) 27.08(1)
3 78.54(d) 80.25(d) 79.94(d) 79.94(d) 79.75(d) 80.91(d)
4 40.48(3) 40.68(s) 40.71(s) 40.72(s) 40.77(s) 39.00(d)
5 61.92(d) 58.65(d) 58.63(d) 58.64(d) 58.63(d) 61.55(d)
6 70.39(1) 70.63(1) 70.52(t) 70.46(1) 70.62(1) 69.70(t)
7 35.92(1) 36.36(1) 35.62(1) 35.62(1) 35.63(1) 35.65(1)
8 47.70(s) 42.47(s) 40.71(s) 40.72(s) 40.77(s) 40.94(s)
9 49.99(d) 49.25(d) 49.25(d) 49.26(d) 49.30(d) 49.24(d)
10 39.55(s) 38.13(s) 37.73(s) 37.67(s) 37.81(s) 38.41(s)
11 31.44(1) 30.29(1) 30.31(1) 30.33(1) 30.29(1) 30.35(1)
12 67.86(d) 69.59(d) 69.58(d) 69.59(d) 69.59(d) 68.50(d)
13 49.60(d) 48.68(d) 48.68(d) 48.6(d) 48.70(d) 48.71(d)
14 51.40(s) 50.99(s) 50.98(s) 50.97(s) 50.97(s) 50.96(s)
15 32.12() 31.04() 32.96(1) 32.96(1) 32.96(1) 32.97(1)
16 25.51(1) 25.05(1) 25.02(1) 25.02(1) 25.02() 25.07()
17 55.05(d) 54.57(d) 54.55(d) 54.55(d) 54.55(d) 54.60(d)
18 16.65(q) 16.70(q) 16.71(q) 16.71(q) 16.69(q) 16.66(q)
19 17.57(q) 16.94(q) 17.08(q) 17.08(q) 17.05(q) 16.98(q)
20 77.02(s) 77.30(s) 77.33(5) 77.32(5) 77.32(5) 77.29(5)
21 19.73(q) 19.36(q) 19.34(q) 19.34(q) 19.35(q) 19.34(q)
22 36.66(1) 35.64(1) 35.62(1) 35.62(1) 35.63(1) 36.36(1)
23 17.41(1) 16.78(t) 16.94(t) 16.94(t) 16.96(1) 16.98(1)
24 39.50(1) 37.65(1) 37.73(1) 37.67(1) 37.81(1) 38.23(1)
25 73.15(s) 73.12(s) 73.08(s) 73.09(s) 73.08(s) 73.12(5)
26 33.29(q) 32.98(q) 32.96(q) 32.96(q) 32.96(q) 32.97(q)
27 28.29(q) 29.66(q) 28.35(q) 27.06(q) 27.06(q) 27.08(q)
28 31.32(q) 30.25(q) 30.28(q) 30.28(q) 30.28(q) 31.05(q)
29 16.63(q) 16.20(q) 16.18(q) 16.19(q) 16.19(q) 16.20(q)
30 17.68(q) 17.12(q) 19.34(q) 19.30(q) 19.10(q) 19.34(q)
1’ 170.97(s) 174.20(s) 173.44(s) 176.73(s) 167.20(s)
2! 21.99(q) 28.35(1) 36.99(1) 34.47(d) 136.86(s)
3 9.26(q) 18.56(1) 19.35(q) 125.00(t)
4 13.67(q) 18.86(q) 18.36(q)
1" 170.17(s) 173.65(s) 172.87(s) 176.53(s)

2 21.27(q) 27.99() 36.66(1) 34.47(d)

3" 8.91(q) 18.20(t) 19.23(q)

4 13.60(q) 18.45(q)
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AL A E A Sk HGER,
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HIBRIR OB 0 5541 €5, 'TH-NMR % (400MHz ) 45
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(3H,m)82.27(3H,m) M4~ 5 i FE-CH2CH3 11 )5t
TS, UL NN B S 20(R)- A S =A%
25 5345 th—H 20(R)- NS = BERHIE(F 5 , 8H4.46
(1H,m)N C=3 JEF155,8H5.37(1H,m)H C-6 Ji
F55,0H3.53(1H,m) A C-12 JEF{55. HEmfk
AW 2 AT RESE 38,60-0-NBER- N2 =, “C-
NMR (100MHz, CDCLy) 45 i} 36 Mf5E5 , GG P4
BRIEHR :5174.20(C1",s),8173.65(C1",s), 10 4> HI %L
g (JrURE NS = 8 N H 3 AN RS | 2 A
Fo), 11 AN 3w (R 9 AN F L IS R | 2
A H 3,5 A i A ik :877.33 (€20,5),873.08
(€25,5),869.58 (C12,d), {55 §79.94(C3,d),
870.52(C6,d) AT HE 20(R)- A\ =BEY 3 {37 .6 11
KA, HAO BRFURES — 2 RT3 e 1k
HY 2 K 3B,60-0- B - NS =B,

AW 32 (A R CA - TN R ), 10% 19 87

iR LA 2246 . TH-NMR 3% (400MHz) %5
P4 T B 3EAS 5 ,82.30 (2H,1).82.28(2H,1)32.26
(2H,1)82.24(2H,1)31,66(3H,m)31.64(3H, m) A P
AT B -CH.CH.CH, [R5, UiBH M~ P ik
35 20(R)-AZ = FEAHIER:; 545 —41 20(R)-
NS = EEEE (55 8H4.46(1H, m) K C-3 [l 15
5 ,8H5.37 (1H,m) A C-6 JE {55 ,8H3.53(1H,
m) K C-12 i FF5 AEME 59 3 nT e 3B, 60—
O-THt3E- A3 =M. “C-NMR(100MHz, CDCl;) %
th 38 MAE T AR P Ak : 8173.44(C17 L 8),
3172.87(C1",s), , 10 A~ H FLUE (JoRk A S = 8 41
3L A TR | 2 ANF 3 ), 13 A4S0 R 3 ()
BEO AL, P T B I 4 M3, 5 i
Ak - 877.32(C20,5),873.09(C25,5),869.59 (C12,
d), 155 879.94(C3,d),870.46(C6,d) A UEHH] 20
(R)-AZ =B 3 4.6 i &AMk, HA ) i
JRRR —8, FILaTAE A 3 o 38,60-0-T
[ YN T

AW 4: R (Al EE-TNER ) , 10% 1B
R £ BT 222145, 'TH-NMR 3% (400MHz )45 i
M5 T EERAS 5 ,82.52 (H,1).82.28 (H,1)81.58
(3H,t)81.53(3H,1)81,24(3H,s),81.19(3H,s) N
A5 T BEHE-CH(CH,)CH, M BTF15 5, BB~
M35 20(R)- NS =TS ; Ji 4 th—41 20(R)
-ANZ=BEHE(S 5 ,8H4.4,5(1H,m) i C=3 JiEi 1
55 ,0H5.35(1H,m)} C-6 i {55 ,5H3.53(1H,
m) K C-12 T F5"5 ML A9 4 TTREZ 3B, 60—
O-5F T W3- A2 =8¢, “C-NMR(100MHz,CDCl,)
25t 38 MRAE S, AL HE AN Lk - 8176.73(C1
$),8176.53(C1",s), 12 /> H JE0 (Rt A2 = 8
AFIE, AT RREFBEE L 4 NH L), 9 AN
g (R 9 M 2L ), 5 A4 3% 4k : §77.32( €20,
s),873.08 (€25,5),869.59 (C12,d), Bk 15 5 879.75
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1.6 AL AT A, HA RIS — 3, Rtk w]
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A 5. A E AR CATlEE-TIER ), 10% 5 i
MR AR 2R 21 (7, . 'H-NMR 1% (400MHz) & 7~ AH
. 20(R)- A2 =% C-38H4.51 (1H, m) i 55 %
HA5i %, 8H5.53(1H,m)C—6 Jii 7155 ,8H3.57(1H,
m)C-12 JEFF 5 I AR M) 5 S 3-0-F 3
WHEmBER- N2 =F, “C-NMR(100MHz,CDCl,)%
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Determine the Equilibrium Solubility and Apparent Qil/Water Partition Coefficient of
Piceatannol 3’ -O—-B-D-glucopyranoside

FANG Fang, CHEN Yun-jian, AN Li-zhen, GONG Yun—qi
(Kunming Pharmaceutical Corp, Kunming 650100, China)

ABSTRACT: Objective To determine the equilibrium solubility of Piceatannol 3’ -0 —f =D —glucopyranoside by UV
Spectrophotometry in different media and the octanol —water and octanol in a buffer fluid system apparent oil —water partition
coefficient to provide a basis for the development of design Piceatannol 3’ -0 —f3 =D —glucopyranoside preparations. Methods
Measuring the equilibrium solubility of Piceatannol 3’ —0-B-D—glucopyranoside in different medium. Using the shake flask method
for the determination of Piceatannol 3’ -0 - -D—glucopyranoside apparent oil —water partition coefficient, measuring wavelength of
319nm. Results The equilibrium solubility of Piceatannol 3’ —~0--D—glucopyranoside in water was 5. 77 mg/ml at 37 C, and the
solubility was 4.53mg/mL in 0.1mol/L. HCI, in physiogical saline was 5. 21mg/mL., in a phosphate buffer solution of different pH
value, its solubility gradually increased with the increase of pH;Piceatannol 3’ -0 —-B-D —glucopyranoside in n-octanol and water
relative to the performance of oil -water partition coefficient, Papp was 3. 12;when pH is during 2 to 8, there is no significantly
affected by pH influence performance hydrophilic. Conclusion The equilibrium solubility in water and oil-water partition coefficient
of Piceatannol 3’ -~0-B-D—-glucopyranoside are correlated to pH of the medium, The stability of the new formulation of the drugs can
be increased by changing the pH value. Its measurement results are important to further research to Piceatannol 3’ -0 - -D -
glucopyranoside, formulation research and in vivo absorption, distribution and metabolic processes important reference.

KEY WORDS: piceatannol 3’ —0—-f-D-glucopyranoside; equilibrium solubility; apparent oil-water partition coefficient
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Preparation of Panaxadiol Derivatives with Acid Anhydrides

ZHANG Lian—qing', DUAN Wen-yue', ZOU Cheng', CHEN Yan-mei',
ZHAO Qing?, ZHAO Pei—ji*, HU Jian-lin'
(1. School of Pharmaceutical Sciences & Yunnan Key Laboratory of Pharmacology for Natural Products, Kunming Medical
University, Kunming 650500, China; 2. Yunnan University of Traditional Chinese Medicine, Kunming 650500, China;

3. State Key Laboratory of Phytochemistry and Plant Resources in Western China, Kunming Institute of Botany,
Chinese Academy of Sciences, Kunming 650204, China)

ABSTRACT: Objective To design and synthesize panaxadiol derivatives. Methods A series of panaxadiol derivatives have
been synthesized with simple acylation of hydroxy group of panaxadiol. The chemical structures of these derivatives were identified by
NMR. Results Five derivatives were obtained and four of them were new compounds. Conclusion These derivatives can be obtained
readily, thus a large number of derivatives can be synthesized similarly for bioassay. This provides a new approach for the research
and development of Panax notoginseng.

KEY WORDS: Panaxadiol; Panaxidiol derivatives; acylation reaction; synthesize
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