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Abstract: In order to study synthetic method of 2 — amino — 1 — aryl — 1 — alcohols and their acetyl-
cholinesterase ( AchE) inhibition, a new method for synthesizing 2 — amino — 1 — aryl - 1 — alcohols
in high yield via nitro alcohol reduced with Pd/C(H, ) at room temperature. Those compounds are test-
ed for inhibiting AchE. Ten compounds are synthesized and their structures are determined by spectral
data analysis, and those compounds had almost no AchE inhibition except compound 2 ~ amino -1 -
(3,4, 5) -1 —alcohol. A new method for synthesis of 2 — amino — 1 —aryl —1 — alcohols is estab-
lished. Compound 2 — amino -1 - (3, 4, 5) — 1 — alcohol shows somewhat activity, and a further
study on its structural optimization is worthwhile.
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Tab.1 The synthesis of 2 — amino — 1 —aryl -1 — alcohols and their inhibition to Acetylcholinesterase %
Fs BHRY =4 e ElEAE
1 B-FHEMELHE 2-BRE-1-FE-1-Z8 86.6 13.2

2 B- {4~ (NN - ) R A Y

21— {4~ (NN - FEOBEEHR -1 -2.8 78.5 15.5

3 B-(4- TERE)REFRK 2 E-1-(4-EAEE) -1-FE 9.8 8.3
4 B-(4-FERE)HE-ZE 2-RREE-1-(4-FEH)-1-28 80.6 22.0
5 B-(a-F)RELE 2-BE-1-(a-2%)-1-28 84.3 15.7
6 B-(3-NLE)HENEE 2-MRE-1-(3-mhe) -1 -7Am 92.5 5.6
7T B-(4-FEEFRR)RELE 2-BE-1-(4-BEEXER)-1-28 81.7 13.5

8 B-(3.,4,5-=FEEETR)HHIME
9 B-(4-HEER)HELHE
10 B-(3,4,5-FEEER)HELH

2-MEH-1-G345-=ZEER)-1-28 9.0 98.2
- -1 -(4-FREER)-1-Z28 86.0 0.0
- -1-G45-FEEER)-1-Z8  89.6 10.6
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HAE2 - -1-3,45-Z8EEHE) -1
- ZEBRT —EMTEHE(IC, 2 128pg/mL) , H
BEMEKR. ATRBEEFF LNEEXN ZBERIS
BMERE T E T W, #—PRERMRAenE
YIEVERT R TAEEEE# T,

2 xB#L

¥ SR XT B0 s il e W 8 , R BT R
1F s L IR{UN Bruker ACF - 400, TMS 25 9457,
JE % P HP5988 BRil{¥ . BRI NareEsk.
2.1 B-FE-p-REMNERNHE

SBIER[S I HIRBIER g - FEMER, K
#5432 'H NMR.°C NMR YiS85€ .

22 2-BE-1-FE-1-5ENER

2.2.1 2-FkFE-1-(3,4,5-FHEHER) -1-
Z.B % 100mg(0. 441mmol ) B - (3,4,5 - FEF
B)-p-BEWMBZEMARKERS, A
CHOH (4 #r4i) WM, R 5 m A 8mg
(0.0441mmol)Pd - C(10% ) ,;:BA H, ,EZR TR
B3 ~5h(TLC WM F#HR), % Pd-C
(10% ) ,KEEMT B8 T8mg 7= 5, =% 5 89.6% .

H& &4k, mp 150 - 152C ;'H NMR(400MHz,
CD,0D)$:7.70(2H,s),5.26 ('"H, m) ,4.09 (2H,
m),3.86(3H,s),3.81(3H,s),3.73(3H,s).”C
NMR(100. 6MHz,CD,0D) $:154.6(s) ,140.3(s),
138.9(s),126.9(s),108.3(d),104.0(d),74.3
(t),71.4(d),61.1(q) ,56.6(2xq) s EI-M (m/
e): 227[M]*,211,182, 168,138,108 ,77,
2,222 - s -1 - (4-FBEFE) -1 -ZF K
BER2-BE-1-G45-FEFER)-1-2Z
B AR, VA 86. 0% FICRIE B 2 - i3 -1
-(4-FPEFR) -1-ZF,

[t 54k, mp 64 - 66°C;'H NMR (400MHz,
CD,0D)5:7.23(2H,d,J =7.2Hz),7.13(2H,d, ]
=6.4Hz) ,4.89('H,m),2.95(2H,m),3.30(3H,
s) " C NMR ( 100. 6MHz, CD,0D) 5:141.3 (s),
138.2(s),130.0(2 xd),127.0(2 xd),70.9(d),
62.4(t),21.2(q)o EI =M (m/e); 151[M]",
134,108 ,91,77,

2.2.3 2-FE-1-(3,4,5-=8BEEHE) -1
- ZERELER2 - -1-(3,4,5-FEE

) -1-Z8 KA, L90. 0% M 215 3
2-fEE-1-(3,4,5-ZREFER) -1 - 28,

B8 544, mp 181 - 183°C ;'H NMR (400MHz,

CD,0D)$:6.35(2H,s) ,4.41 ('"H,m),2.75(2H,
d,J] =6.4Hz) "’ C NMR ( 100. 6MHz, CD,0D) &:
147.2(3 xs),134.6(s) ,106. 1(2 xd) ,75.4(d),
49.2(t), EI-M (m/e):185[M]*,168,138,108,
94,77,
224 2-RRE-1-(4-BEER)-1-28
WIE LR 2 -3 -1-(3,4,5 - REFRE) -1 -
ZE ARy S, UL 81.7% M EBH| 2 - ki
-l-(4-BEXE)-1-28,

H & 54k, mp 156 - 158°C;'H NMR (400

MHz,CDCL, ) &: 5.99 (2H,d,J = 11.6Hz),5.53
(2H,d,J = 8.4Hz),3.55('H,d,J =2.8Hz,] =
7.0Hz), 1.80 (2H, m),” C NMR (100.6 MHz,
CDCL) 5:158.6 (s),133.1(s),128.3(2 xd),
116.4(2 xd),70.8(d) ,47.4(t), EI-M (m/e):
153[M]*,136,108,94,77,
2.2.5 2-JREE-1-(3-MkBE) -1 - ZFE K
k2R -1-(3,4,5-FEXKE) -1-28
BIEBITEE, LA 92.5% IR R 2 -k -1 -
(3 -mkBE) -1 - ZB8%,

T 5 R Y ;'H NMR (400MHz, CD,0D) 3.

8.56('H,s)8.45('H,d,] =4.8Hz)7.87('H,d,J =
7.6Hz), 7.44 ('"H, t, J = 6.8Hz).,” C NMR
(100. 6MHz, CD,OD ) 3:149.2 (d),148.2(d),
140.4(s),136.1(d),125.2(d),72.4(d),49.2
(t)o EI-M (m/e) :138[ M] *,108,78,56,
2.2.6 2-fEE-1-(a-%) -1 -Z8 #KEL
W2 - -1-(3,4,5-HEER) -1-28
BIE T, VA 84.3% R RIGH] 2 - ek -1 -
(a-2%8) -1-2ZF,

FIf &4k, mp 115 - 118°C ;' HNMR (400MHz,
CD,0D)$:7.47 -8.17(7H, m),5.82('H,d,] =
8.8Hz), 3.28 (2H, m),” CNMR ( 100. 6MHz,
CD,0D)$:140.1(s),135.2(s),131.6(s),129.7
(d),128.8(d),127.0(s),126.5(d),126.4(d),
124.0(2 xd) ,67.6(d) ,62.1(t), EI-M (m/e) :
187[M]+,170,143,128,77,

2.2.7 2-EE-1-(4-FFE) -1-2E K
BER2-FHE-1-(3,4,5-FEEHE) -1-4
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B S R, UL 80. 6% BRG] 2 - fREE -1
- (4 -FER) -1-28,

H &k, mp 95 - 97°C;'H NMR (400MHz,

CD,OD) $:7.37(2H,d,J =3.2Hz),7.05(2H,d,
7.2Hz) ,4.93('H,dd,J =4.4Hz,] = 8. 8Hz) ,2. 97
(2H,m) ,” C NMR (100. 6MHz, CD,0D ) 3:140. 4
(s),129.7(s),128.9(d),128.8(d),116.1(d),
115.9(d),70.6(d) ,62.4(t), EI -M (m/e) :155
[M]*,138,108,87,77,
2.2.8 2-fRE-1-(4-FEERE) -1 -TH
LR -fRE-1-(3,45-FEFEHE) -1-
ZME AR E,ULT9.8% HRED 2 - i
-1-(4-HEER) -1 -8,

Hf6 5K, mp 172 - 174°C;'H NMR (400

MHz,CD,0D)35.7. 11(2H,t,J =4. 4Hz) ,6. 74(2H,
t,J =5.2Hz) ,4.72('H,d, ] =4.0Hz) ,3.31 ('H,
m),1.12(3H,d,J =6. 8Hz) ,””C NMR (100. 6MHz,
CD,0D) $:148.6 (s),130.6(s),128.2(2 xd),
116.5(2 xd) ,74.5(d),53.8(d) ,13.7(q) » EI -
M (m/e) :166[ M] *,141,125,108,77,
2.2.9 2-fEE-1-{4-(N,N- FH)REE
H-1-ZFEKELER2 -KE-1-(3,4,5-
HEERE) -1 - 28 MEHIE, LL78.5% Kl
ZHE2-FE-1-1{4-(N,N-BE)EEE
2l -1-28,

B 5 4&, mp 123 - 125°C;'H NMR (400
MHz, CD,0D) §:7.10 (2H, d, J = 8.4Hz), 6. 80
(2H,d,J =8.0Hz) ,2.89(6H,s),2. 77(2H,t,J =
8.4Hz), 2.65 ('H, m),"” C NMR ( 100. 6MHz,
CD,0D) $:151.6(s),129.7(2 xd),128.5(s),
114.8(2 xd) ,46.0(t) ,41.2(d), EI-M (m/e) ;
180[ M] *,163,148,133,91,77,

2.2.10 2-FEE-1-FEH -1 -Z8KELR?2
-BEE-1-(3,45-HFHEE) -1-28 5

62

BT H:, UL 86.6% MM RIGH 2 - & -1 - KR
-1-Z8,

B2 &%, mp 102 - 104°C ;' HNMR (400MHz,
CD,0D) 5:7.15 - 7.34(5H, m),5.02 ('"H, m),
3.15('H, d,J = 13.2Hz), 2.96 ('H, d, ] =
13. 6Hz) ,”* CNMR ( 100. 6MHz, CD,0D ) 3: 141.9
(s),128.6(2xd),127.7(d),125.9(2 xd),70.6
(d),60.7(t), EI - M (m/e):137[M]*, 120,
108 ,91,77,
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