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Abstract

Amines, as a class of very effective drug functional groups, exist on most pharmaceutical struc-
tures. In this paper, we summarize the main methods for the synthesis of existing amines, and ex-
plore the methods for the synthesis of novel amines.
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Figure 1. The iron powder reduction of nitro
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Figure 2. The sodium dithionite reduction of nitro
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Figure 3. The LAH reduction of unsaturated nitro
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Figure 5. The hydrazine hydrate reduction of nitro
5. FHE 7K & BF-Raney Ni B[R

B, ORISR F 5 5 RN 0 55 T A R TE T, 1 AR ST B B I 3 M b s iR PG A Ak A
SR JERE . BRI FRES, AN G T R S R AE . M NaBH(OAC)s fEIE R AR, A 1,2- & L he s
FVRT DG 55 e S B 8] 9 3 12 i = 2R

U SRAY A P 2 ) T R S B i G I SR R BURK, B T AR AT — SRR N, O VR R A R
LR TER, PRI B T — R R R A R e — e[ 14] [15], WAk 16] [17], A HLEERE[18]-[20],
BB AN ZESARF[21] [22]. A0 7 )57 Hantzsch — 2R IE 4 R il t O B[ 23] .

2 T A 1] 5 A i PR JE 7 VA AE SR ) I 8, EAH 224 22 190 s I HR AN T b £ A Tod o 8 A 8
0 A o R Tl e U T R 2 I 1) 5 A1 B T, B s i = ik — 20 e SR ) K 2E . 2004 4, Bhattacharyya
[24 1438 T —FlBT (138 )57k &R Ti(OPr-i),-NaBH,, AHFTLLE = 2 & Sffi g, 1 Bl DOV SRR, 8
T JE A A 0 % 6 BRI (1] 6)

W I, AR R S A R TP B4 i, Rtk Bhattacharyya SR 7 NH4CI-EGN 14 R A
JBEIREA, NHCl LK LB R B RN, AT B R ER . Ak, BE5EME, =2
S EEERTE QB RS, B AL )5, RS SRR B LR A . B &R R B B 45 A i T
A PR EOAR R 110 5 B T TS T LA 4 A L ) P Bl IR 7 R T D SR sl 6 A I 1 o e

4. BERZHIIEIR

P fc i JE A LA b B L R N —, R BRI I — B P 773 s B AR A 0dE
(RN S5, R LK I e (0 45 PN BB )it SR Rl s« T W R e AN TR 1) L B =, Pl I s IR Rl e
A B FE L) SN o oM (10340 5 P AL I AN 63 J A I8 5, B I gt 2 i LAH ZE I #4 Bl
THHT . EOTIEEEIRAEAE R IS LTk PSRRI, BRI B N B OE SR S . 5 B i
7E LAH I8 JEZAF R, ATl IR sch S, X g — AN B A s R B G — Fh o7 vk e — el
Boc (RUT E k) 5 T IR BL, KA pkpgdeat, Bk AT R M 1E 7).

RS A5 B AR B RE s . BRdt. Bhand, Elaetslg R, Rz, Mk
X T R R R A5, H AT A BlibEE IR, NaBH,-Lewis B2k RiE R, DIBAL i JR%5%5,

MEARE R Re 18 TR 5%, —RIEHIR N e LR EBE . K. RREE AR R, H A R
() DY SRR R AT SN, 8 AT DA G R A — IR RO TR . E R BT R R R AR, e
Pt i i S ¥ [25] (14 ).



1. NH,CI, Ti(OPr-i)4
Et;N, EtOH, rt, 6h
3 R-SN-R

2. NaBH,, rt, 3h H

RCHO

Figure 6. The Ti(OPr-i),-NaBH, system synthesis
of secondary amine

[& 6. Ti(OPr-i),-NaBH, A & & B {1 B%

H

N_ O H
) \g/ \k RS
Figure 7. The single methylation of primary amine

B 7. RERR B REL

NHCOCF, NHCH,CF,
O X
cl COPh Toluene Cl COPh
Figure 8. The NaBH, reduction of amide
8. BtAZH) NaBH, TR

/NHZ

R

5. BEZLR

R i B30 B R A IR BN R Sy ), R B AR U SR ] % ARG I DT AR T2 D PR,
fEACIMA R AIRZ, gk, 8. S, SR, o HR2 KOVERME. e
JRRFEAZ B H AT S AR R R, SN, K ZHRAE 90% LA B, DRI HT oA iz (K 9). 1]
B S L ORI 2, BRI AL, ATBER IS, mik, BRYE, HPETRREAT m kAT
SRR AR, WS, T AR IR IR W] ARE O, R R AR AT S

6. BRMITR

BRNEYE Curtivs KI BRI EWHI%E )5, BRAGYAREIHENTER. JLHE
K, WEFAEBEITHAHT I LM T RER TR, EREXTBELEMHRIET, HERLEWIER
R B G — B RUERI A . BEE ML B . BRI AT R e, R
BV RS BB E 28 . BRI (s TR RN W AZIGH D T, EEEXN T
HH AR 2R G R B BEAT SR AL U SRR 8 I A a& R A SRR o e/ AT DU L 3E =4 11k FIE IR
M, fEBRIEIE IR AR N AT R . 207308 W H T BCR ] e J5 A B & R
FE.

i B AL S IR SR R A e K — AN RO R i, — O A A E s, Sie)
%, AL ISR R B AHIRA . R AL, I B AT EAL, A AR ik 4
PeR 2, (HIE AR SN 26 AF, AT ASEEL IR R B R T AN I me . Ba. RIR. BEiZ. B, B, B-W
Wi, ARS8 EACIRENEA T T LAH X2 URF I BUR, SO R B VE AR A A T kAT, T
HFREERENER LAH AU SN E], [ 2w e (e )0 LAH W] Rede sl 85U BRIt X
b5 R R AE AN T 25 R AL AR BRI A (151 10)

7. E X2 (Hofmann)P& iR Kk N

R T BRI PR B % 5 I SRR AN s IR R B O VA VL RIS s B R B A pl A i, 7 S 2 v A e
D —ANBRIA T, X ARER BRI — DIk, B RONE R 2 BN (K 11),

)



KE, PR

Ni/H,/NH,

©/\CN 2000psi/130°C ©NNH2

Figure 9. The Raney Ni Hydride reduction of cyan
9. BEEHY Raney Ni SILIT[R

e g
\('ji H2/Pd black \('jv"‘Hz

. OH
©/\O\\‘“ O OH MeOH, 4h ©/\O\\\ O

Figure 10. The azide back into amine
B 10. BRLIRE

0
I *Bry* 4NaOH
R”NH,

Figure 11. The Hofmann rearrangement

E11. EXSMERMN

r-NHz + 2NaBr + Na,CO, *+2H,0

Br

Ph"™N (Ry3 Ph/h"f:lH OO OH
o J\ PHMS Teq),MeOH Ph A~ OH
‘ ‘ Br

Ry3

Figure 12. The reduction of imines
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