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Tab 1. Structures and physical properties of compounds IV and V

SO O
v - 55

\

Compd R MPT Yield % '"HNMR (CDCl3) 6 ppm

2.56~3.04(m.2H.CH;).3.36 ~ 3.64(s. 3H.
vy P-OCH; Oil 89 OCH3) . 4.08 ~ 4.32(dd > 1H. CH) .4.76 ~ 5.12
’ (s,2H,OCH2):6.44 ~ 7.40(m . 9H . P h—H)

2.80 ~ 3.16(m,2H, CH2),4.20 ~ 4.44(dd . IH..

vz H oil 9 CH).4.88 ~ 5.16(s . 2H . OCH>) . 6.68 ~ 7.52
(m. lOH +Ph-H)
- '-;264 308(m 2H.CH;) . 4.20 ~ 4.40(dd . 1H.
Ivs p-Cl - 49.5~ 51 100 CH),’5.00 ~ 512(s.2H OCH3) » 6.76 ~ 7.52
(m.9H,Ph—H)
L 2.72~3.24(m.2H.CHa) . 4.28 ~ 4.50(dd - IH .
IVa m-Cl 40 ~41 T CH).5.12(s. 2H. OCH2) . 7.00 ~ 7.40(m . 9H .
Ph-H)" A
. | 312~ 3.28(m. 2H. CH) - 3.60 ~ 3.80(s. 3H.
Vi p-OCHy - 78279 4.8 OCH3)» 500 ~ 5.20(s- 2H . OCHy) . 5.32 ~ 5.56
: (dd» 1H.CH) . 7-65~ 9.20 (m . 13H . Ph—H and
pyridyl—H) '

| _ ©3.12~3.28(m . 2H . CHy) . 4.96 ~ 5.20(s. 2H.

i H 76~ 71, 8.2 OCH2) . 5.32~ 5.56 (dd . IH , CH) + 6.80 ~ 9.20
' : .. (m.14H.Ph~H and pyridyl- H)

2.88 ~ 3.20(m.2H.CHz) . 4.88 ~ 5.08 (s . 2H .

Vs p-Cl 78 ~-79.. 50.8 " OCH),5.20~ 5.30(dd . IH . CH) . 6.80 ~ 9.12'
(m» 13H Pk~ H and pyridyl - H) '

'2.88 ~ 3.20(m. 2H . CHy) . 4.88 ~5.08 (s . 2H .
Vi m—Cl oil 52.3 OCH:)» 5.20~ 5.30(dd . 1H.CH) . 6.80 ~9.16
(m, 13H . Ph~H and pyridyl-H)
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Tab 2 . Physico — Chemical characteristics of compounds III and VI
QOOH
R _@— CHzﬁ:HCOOH R @—Cﬂzqﬂ
~ OH o¢
m 0
Vi
Compd* R MPT Yield % IRem™! 'HNMR** 6 ppm
2.76 ~3.24(m, 2H . CHy) . 3.84 (s
111 p-OCH; 99~ 100 87.4 3440 ~ 3550 (OH) 3H.OCH;3),4.20 ~ 4.50(dd . 1H .
1710(C=0) CH).6.78 ~ 7.44(m, 4H ., Ph—H)
1 H 95.5 ~ 96 55.9
(95.5 ~ 96.5)@
2.70 ~ 3.18(m» 2H . CHj) - 4.14 ~
1113 p-Cl - 85.5~ 87 67-8 3460 (OH) 4.50(dd» 1H, CH) . 7.08 ~ 7.50
1735(C=0) (m,4H.Ph-H)
2.70 ~ 3.36(m, 2H . CHy) - 4.02 ~
IL m—Cl 51~ 52.5 92 3490 (OH) 4.62(dd . 1H. CH) . 6.96 ~ 7.50
‘ 1745 (C=0) (m,4H.Ph-H)
3.12~ 3.42(m.2H,CHy)-3.72
(Sv 3H. OCHz), 5.34 ~ 5.58 (dd ’
Iy p—OCH; 126~ 127.5 81 2840 ~ 3060 (OH) 1H.CH).6.66 ~ 9.30(m.8H ,
1710 ~ 1740 (C=0) Ph~H and pyridyl—H) . 10.08 ~
11.98 (s 1H. COOH)
3.18 ~ 3.48 (m. 2H. CHy) » 5.40 ~
VI H 150 ~ 151 90 2900 ~ 3080 (OH)  5.64(dd. 1H,CH).7.20 ~ 9.24
1720(C=0) (m,9H.Ph—H and pyridyl~H)
3.24 ~ 3.45(m, 2H, CHz) . 5.4 ~
VI3 p-Cl 158.5 ~ 160 80-9 2840 ~ 3070 (OH) 5.61(dd. IH,CH).7.20~ 9.4
. 1725(C=0) (m» 8H» Ph—H and pyridyl-H)
3.24 ~ 3.54(m . 2H , CHz) » 5.46 ~
VL m-Cl 143 ~ 144 86.8 2720 ~ 3060 (OH)  5.62(dd. 1H.CH).7.16 ~ 9.32

1725(C=0)

(m.8H . Ph—H and pyridyl-H)

* Elemental analyses for C, HofIll3,4: C, H. Nof VI;,2and C, H, N, Cl of VI3 4 were within t 0.4% of theory.

** Solvent for VI) was CDCls » others were CD3COCD; .
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TR REARTERMHIRS aspirin #6538 . AELREITHE .
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LI 200 ~ 300 HE:l . BIRA Zn HYEMILCHE . ‘
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HEREBETRE W)

BOTREE KPR 30m], CREHEM 23.2g I kMM 12¢, DuAE%EF 60ml. & -
BIOTHME3h, 105 CAEERM L h., BB, Frilibrkeabitk, @k, BT, CCL BER ,
1823.2g, W¥40.7% , mp 111 ~ 112 T(114 T)™",

[l i ) o S BB L O 62.5% . mp 151 ~ 152 C(148 ~ 150C )® ; AT %
IEM BN R 58.5% ,mp 142 ~ 143. 5 C;lal &0l ¥ HrEm B K 55.4% , mp> 160 T4 .
o— CHEE — - AR EERHR (11,)

B 19.2g, MWK 400 ml, BKEIR 3 h, Gtk RBife , BEdE , W &a R
dafk , BESE, THR, 13 11.42g, WK 55.2% , mp 238 ~ 239 T(216 T )™,

bl #ra— CBREE - p— FERBRKE 73.1% , mp 196 ~ 197 T(191 ~192 T )*;
a— CRERE - f— HEAXEFNBBKE 40.0% , mp 217 ~ 218C; a — LR - - &
¥ FRBIBCK 34.3% , mp 205 ~ 206C.,
p-XERMBEERILE (111,)

UL 11,42, AERAR 400 ml , HHIR IR EE K IARE , MALE R 4, BEHHEIEK
40h, EHEREG, G, FHOGSER, CCLELER . 88.3g, mp99 ~ 100 T, Yk
87.4% . LH 24 CH,,0, . B % C 61.22, H 6.16; LM % C 60.96. H 6.13.

[AlEkHE 1L, , 100, o 8ELA R TIL, B, D8k FH L BA3R B , TEAKCaCl, T4, LB, 13
MEAHRR, XERES , BAGEK.
o—-BE- - FERBFTE 1V,)

BUIIL, 4.98g(0.03 mol) , & F & H4E 25 ml, A FEE 3.56 ml (0.033 mol ) » i§AJL
¥ HS0,, Eimfi# 8h, B2 &, CMIEBE—AMBE(1 D 10)3EHK, B Gk IV,
6.92g. bp 194 CT/.26 kpa (2 mmHg) , % 91.0% .

Bl Hl&E IV, , IV, fI1V,.

a— BEBEAR - - EEAEFTE (V,)

®1V, 2.56(0.01 mol)F& 10ml o, in& MR LML 2 g (0.011 mol)ﬁﬁirér& ,
Hfm DMAP 0.18 g (1.5mmol) » Et;N 2 ml (0.02 mol) , Eik#t# 12h i, RS .
CRMOEE—RHMEE (1 t4)Bh. AREAE, BMCHR—TAHMESR. 82.1g. mp
76 ~ 77C, W# 58.2% .

EEEEV,, V,f1V,.

o— SZHMEXTHEE - - FEAHFE (V)

LBEKHHER 1.42 g (Tmmol ) , FFAKCEE 10 ml BEHHIERE . IOA TV, 1.18 g (46 mmol ),
DMAP 0.09 g (0.7 mmol) , DCC 1.43 g (7mmol) , SiERF 12h, 38 . ENYE , 28
ZEE— B (1 2 7)8EME . ek K itk 0.81 g, ¥ 42.2% . '"HNMR (CDCI,) & ppm
2.28(s, 3H. OCH,), 3.20 ~ 3.40(m, 2H, CH,)., 5.20(s> 2H, CH,) ,5.40 ~
5.68(dd, IH.CH), 6.80 ~ 8.10(m, 14H, Ph—H). )

- EBEE - - FBAR (VL)

BV, 1.35g(3.75 mmol ) #FEE 35ml, 10% Pd—C 150 mg , BA H,, Fiftsk 2h,
i, WHEMT, MCH,OH—H,0.# &, fFhAess , CHOH L& , 80.91g. mp
150 ~151C, % 90.0% . sLHEX# C,;H,,ON, B/l % C 66.42, H 4.83, N5.16;
LHMIHE % C 66.32, H4.74. N 4.93.
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|3 % VI, , VI, FIVL, . -

R{UF & VI, mp 104.5 ~ 106 T, Be#KS9.3 % . TEDHT C,;H, 0, » I %
C 65.85% , H4.91% ; SLMIE C 65.57% , H4.72% . MSm/z328(M*) . IR (KBr)cm™'
2840 ~ 3200 (OH) , 1680 ~ 1770(C = 0). 'HNMR(CDC],) 6 ppm 2.25(s, 3H.
OCH; ), 2.88 ~ 3.42(m, 2H, CH,) , 5.28 ~ 5.67(dd, 1H, CH), 6.78 ~ 8.10(m ,
9H,Ph—H),9.12~ 9.60(s, 1H, COOH) .
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SYNTHESIS OF “DANSHENSU” DERIVATIVES
M Yu., F Xue and HJ Dai
(Sclhool of Pharmacy . .;'hanghai Medical University » Shangha.i 200032)

ABSTRACT This paper describes the éynth&sis of & — nicotinyloxy — f— (substituted
phenyl) propionic acid and « — (o — acetoxy ) benzoyloxy —  — phenyl propionic acid . They
were obtained in six steps starting from benzaldehyde or substituted benzaldehyde. The
preliminary pharmacological tests show that all compounds were effective for inhibition of
rabbit platelet aggregation .

Key words Danshensu ; Clemmensen reduction ; o — Nicotinyloxy — f — (substituted
phenyl) propionic acid; «— ( 0— Acetoxy) benzoyloxy — f — phenyl propionic acid





