|

iH PR 52 b [ 1

haR ARZz=E EiW




BN AR EEREMNMH

iF R 2 bz [ EER

@(z‘é:ﬂfxﬁix‘z
-k -



BHEMRSAE (CIP) ¥iE

HERNEHE/ER, IR 4. —db. k% T
b R AL, 2017.5

CHALA RN R B A5)

ISBN 978-7-122-29240-7

[.OWHE~ M.Ofh- OFh-- .DOHBERMN
V. ©0O621. 25

of [ p A B0 CIP $E A% (2017) 58 045022 %

wiLAE: THRE Hwiiit. #@ 0 €
DIl R0 P I - )

WRRAEAT . 2 TR b R RX FES e 135 WEBLgai% 100011)

Ep Rl . =] T A A E R A BR 2N

£ e g R

710mm X 1000mm 1/16 Efik 15 580286 T 2017 4F 5 HAC 545 1 MRAS 1 vk B il

Wil : 010-64518888 (f£E . 010-64519686) Hi5MR%: 010-64518899
44 hk: http: //www. cip. com. cn

JUWE SEA A5, A0 SR A0 0T B m] R A A o £ BT R4

E fir: 88.00 T RILFFE FELR



HERR P RAILE b — KA HmE AR, il T BR RN 238 A — A L
W o1 () ek i 25 P A T B8 A T TR ) — 97 43 F B ROBE . T Bk SRE T R A
SR ) R . TR B R B BN R s A P b R, AR R T BR
WA, REHREFREAMBEIAE, TSR «HER (1,186 &
N, B-THBR (1,2-1HBR) RBL, y-IHBR (1.3-HBR) RN, o-THBR (1.4-THER)
R, £ EREFRN T, MAKERE, REENZ HK. &8 —KHER
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. XATPAMEE . Wik, BieafeEl. Miva . ARSI BR RN, AR BN B R A
JRCHT I AN R -B e, (BB L T A Akmk, iR TR M ATEE . SEBR L
IR OC T8 Bk SN 58 SCHFAS + 40 T™ 4%, R . BEREITRY . 15 dor 2 55t v] 7 10
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HSM
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boiling point
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benzoyl
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1,4-dioxane

N, N-dimethylacetamide
4-dimethylaminopyridine
1,2-dimethoxyethane

N, N-dimethylformamide
dimethyl sulfoxide
1,4-bis(diphenylphosphino) butane
1,4-bis(diphenylphosphino) ethane

enantiomeric excess

ethyl

ethyl alcohol

irradition
hexamethylphosphorictriamide
1-hydroxybenzotriazole

highest occupied molecular orbital
150~

lithium aluminum hydride

lithium diisopropyl amine
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PPA
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Py
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Raney Ni(W-2)
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Sn1
Sn2
TBAB
TEA
TEBA
Tf
TFA
TFAA
THF
TMP
Tol
triglyme
Ts
TsOH
Xyl

lithium hexamethyldisilazane
lowest unoccupied molecular orbital
meta-

melting point

microwave

normal-

N-bromo acetamide
N-bromo succinimide
N-chloro acetamide
N-chloro succinimide
N-iodo succinimide
N-methyl morpholine
N-methyl-2-pyrrolidinone
triethyl benzyl ammonium salt
ortho-

para-

phenyl

polyphosphoric acid

propyl

pyridine

alkyl etc.

room temperature

tert-

unimolecular nucleophilic substitution
bimolecular nucleophilic substitution
tetrabutylammonium bromide
triethylamine
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trifluoroacetic acid
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B A B T Bk S T T B R i M I o Ak N 22 Ak W i T BR SN, L B I
W, BEENRER-HE, KAEMNBRRNEAEBRAMMELEY, GFEEE. R
B, REAEY. RELAENBRALE . RASHHEBRKE. XERNEZ
Wy R G (R B A R HR B TR 1 s i L B 0 A T 2 40 Eh R WE RN E
(Ticlopidine hydrochloride) %Ay [al{Ak 2-Z 4 EEER (1D W& .

@ + cH,cHo 29 [ %Q\

g CIHCH3 (50%~55%)® CH=CH, (1)
Cl

N AR AT 25 1% M AK (Lobeline) HrjElfk 2,6- K 2 FRFEEMIE (2) B

LT
AEGESEE NG

PhCH CH™ SN~ ~CH CHPh [Ei.35h PhC=C" N~ ~C=CPh (2

F—N HCRIER XL

TERRME ST, v AR T LS A T R S 0L A A 4%

- '

RO
RCH;CH;X

X
R'O- ,
() o () +wonix

I IR iy H 25 Eh PR ZE REWKE M (Levamisole hydrochloride) %5 (9 9 [] A 2K 2, 4
(3) MABMT . |

RCH=—CH; +R'OH+X"

© Uik R A A



HRRRRE

CH—CH; "Wk CH—CH,
| (87%)
Cl
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WRYE i AR S YR RS, 0 R T A2 B DL B R B 2R R AR, T
B BN AT REA AN R B9 SR HLEE . EE W LIS N E1, E2 il Elcb HLHE%E,

TE BRI, RN RAAES )R E FHERKRE T o-kEF) fll
HAMBOBRIEF B-IEF) b, Brih, R H BRI XA 8 -79 BR SR 8 1,
2-TH bR SN .

AR S B 2% AF B AN TR o BT B B 73 DR AR o A0 SCAH B L P A, i i
BTz, JAE TR B S IR AT H, BOCPR A PIEBR RO . IE BRI
PLIEZ 9 0 F N BRI T B JRIER OB 2B il AR BB R, T 80RH T B 7 BL
R R IR ER . B T I PRy T IR PR . BT BR AN SO Bk - Bk
XUBE, ARGESSJEPD BO AN [R], aR BT DA AR B -k =B, 3T LA AR BRSO | k-
B DU R RSB 4R

—. Bk R RN

L. NS FHEHBRM (E2)

SRR EYRIERR RN, RERTEGME R T H#HITH ., B FIHBRE—
hE M R R, AEXRRT.
shﬁl

e
XJ‘

S

WA G e p-H, SZ#aREWFEE, C-X 8 Co-H #Hr K,
CCHZEM ~ #MMER, ERGES. it 5p-HIEMH, FWMB-HAE
AR HB, R R REFHE MR FE L, CCH#ZRIE OB, %
M BE—S RSN, IREMXFBES 5 TERSES, A0S FIH
B, H E2 K,

ZHLEAE —NMEREES h¥E LR %R, V=K [RX] [B~]. i F
JRE A A WA OE B . O R AR R E B EHE RO .

TE E2 RMPFESTR, Co-H O F WA, Ktk n 5% & F 8 liw,
IR A LA . Bl S AR AT R B IRAE C BN PE R R, BT T 6
LA REEREHFMN 745,

#®

N =
=—=>c=c{ + HB + X

%H:&
K
C;H;O + H—CH;—CH—Br —H>CZH5()H+ CH;=CHCH;3 +Br-
CD:«

| K
C:H;0~ + D—CD;—CH—Br —>CyH; OD+ CD,—CHCD; +Br-
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HTFREABEREAD, CHEK CD BN ERMR, TFREY, E2 RANH
Ku/Kp —BAE 3~7 MEIN. XS5RERMNERSTRZEHAGOILEMT S,
S R 7 AN R E2 N B R E 2 — .

1EE EARUESR AR, AR LR UEHE R AR E T Elcb ML, & A 71 HIE
2 E2 HLIE Y L Rk 2F R A .

E2 HLER R A& —HER), BIFE E2 R M T, LWk EER S 5 R
MEANET (B, H. C, C. X) 7R —F1m b, W2 — 37 w2 K 6w fh
W IR AZXAMAXESEL

L\C_C,H-»B‘ S 2

9SO T b o

IR FE (R EEER) ]S

L & », &
C—C= =

“I  SH-B /C “

RAIFEI(R AR ISR [T ER
HTFRAZXAWEEERRMBOEEHSR, HibafdEsoln B ko & m
PREY A L Rk, BRI BN, BTl — BT E2 KON KRER A R ER .
P E2 AR WK EBR N, ERCBELT. mTFILEMER, 51k
ARE| A3 WA, A AT LR A =T B .

HER W EREE W,
X
>
H
B_

JI M= 3

A H oA XA E, W m o B, BmaE s
fEfEE FRFEAA, BTHERENHZR.

—fE RN ES AL E2 RNARKE. flinFich @ e, Hc
REEMATER., TZHTER. RALESFOE, K56 0HKA

_nF,
(CH;3)3;C—X+CH;=CH, L—&i((,‘Hg )3C—CH; CHZXL(CH;; )3 C—CH=CH;
' 2 BB 1 %t )
X=Cl,Br (4)
2% (Neohexene), CsHiz. 84.16, LAWK, bp 41°C.

W XF, E4Efs, ARE FEAS L HLEMS, 2014, 22 (1) 14,
(CH;);C—Cl+CH,—CH L—MF(CH );C—CH,CH ClNa—()H%CH )3 C—CH=—CH
373 AT 2= 2 3 /3% - 2 2 2*@%!‘&“&%&1 373 I 2

(2) (3) 1)



HRRNERE «

ARF O B TRERMES, MARTHER (2) 185 g (2 moD), f1
Mk 62 g, 0.05 EE/REMEERE SRR, B TE AW, &R IRE
40°C, ZMHES 0.5 MPa. W 1.5 h 5. KA Z&ERIT, BEZBEIAHT
B, ¥4 R EaBHRKE. SUMEE/LMBERER. BRKEREPHE. ¥E
KaiB, UCBE 118~122°CHM . /&Y (3) 211 g, WFE 88%.

o (. TRAMRELS. BET. EEAEMRNES, A 2-§ 3t
MEGERR 115 mL, F 80 CMAR AL (LEYW (3 M 1. 25 mol], THi/51818 H
k& (3), MA/FE 140~180°C, W 60°C Z i U184y, WOF 82%., 4
BE99%.,

M E2 R TR TP E . X RN &S KA B . R AL A 1-
W-1,2- RN G A CBE W PR . A 048 300 =00 A R 0 .

CeHs H CoHs cn
H=CHy _  pilsl o, neo_ / 3
H——Br SN CHOH CH

(i

CHy Br H
(FFHY) (N-1,2- —FFE 1)

CH, H CHs cn
H——CH, . CeHs CH. _NaOH / ’
Br——H INCen, THoE g

CeH Br CeHs
(58Y) (R-1,2-— 3L R 1)

a-TRAR AR EE A 5 S W3 5 FH A0 I8 A . B . Bk, BRI, BHA R
W, RN, BEAEREA, JTZNHE . B8 Tk, i8I0 Kb
BLSE T T .

a-i R AEHE (¢-Bromocinnamaldehyde), CoH;BrO, 211.06, [ &R
Z5fh. mp 66~68°C,

k73

Fik 1 BEREE. AYLEAE M. Jba . BT RE AL, 1992: 15.

Br

K2CO |
CsH: CH—=CHCHO + Br; —=C; Hs CHBrCHBrCHO ———» (3 H; CH—CCHO
2) (0

FRAMIERDS . WL e, MO RMED, mAKEER 167 mL,
NEERE (2) 44 g (0.33 moD), VKK, FIZUEHE FRINMIR 53.5 g (0. 33 moD).,
MSERF A TTKBERE 23 g (0.17 mol), #iEHE. A IEE M EIF 30 min,
B, WHETEIA 450 mL @K, Hrihsc @M. ok, Kk, L&+, &
F 220 mL 95 % M ZBEH, A 50 mL K, IIEER, LFRECEN &, WG
OKAE PSR . Uk, F 80X ZmEVE, TR, BEY (1 52~60 g, Ik
H75%~85%.

FEE 2 ME, FU, BB, BEEE. R TR K¥E¥IR, 2011, 33
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(12): 33.
REMFMAZBRZEE 50 mL, WHERE (2) 13.2 g (0.1 mol), HiHEH

fift, WEO0C, WMHK 16 g (0.1 mol), £ 1 h M5, 4LEHHER AL 15 min, M
ATCKEERREN 12. 3 g (0. 15 mol), F 50°CHEFEZ I 30 min, FH5 80 CTK W 3 h
BEZR, FE, Kk, AVEBERS ., BARPMA 50 mL A#EE, BHELR
&, priiBRCRE R, S, AMMEEEE, TH, SHREEK (1) 18.2¢, 1K
# 86.2%, mp 70~72C,

eI B YT, 40T DAGE o 508 0 e 5% SR B HORn X 4k F s X 36 F
W%, i, EFRREEY S, BEHIFESRNE,

WO = AT p-IHBRAT, AR 1,200 (28 WRARESE E2
B R RISl M SE AR fb 2 EOR . JME S (D) M ERA (2) BHAMAERY
ilF .

DR "
m/ ot ETel Q
i-Pr Cl

(1) (100%)

CH, CH,4
i-Pr—p Q
i- P i-Pr

(75%) (25%)

S (D EF'. HIR T4 F B b AR A FF & R m i 25K,
PImisE 2 5 5k B-THER AL, RAEHBEREAR T4 T FROARES, B
LA 3t B ) G A X AP AR A E MR, BRI WA S Zaitsev SLI,

fka® ) WRERSRT, RIRTFLTES#E, AEAMWAD B-HATLK
M B-THBR N, BRI AT LA BREFR I BR =4 . Horh FE Y E Zaitsev B,

— S TH BRI Bl F 2 A ARG .

PRt A — A AR R A8, PI0 TR B A ik AT A ] BT 1l e X3 T 4 5%
2, XWX E A A B, -2, 3- T SRR UK A doe 7 I RE AN T o g
I BR . -2, 3- — SRR UK i doe B9 T PR AR 66 1% .

Cl Cl H
A e A5 sosenn A
Cl Cl
[%-2,3- Z SRRk F e 0i-2,3- = SR DK B

T IRAR B R K T R AW B A T BR RN, 5 F] 94 20 B9 AR E R,

B v 2 A 1 T R B

Br
H —
D

H
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AEXFMER T . T FRNIELSEHE, SRR X A MR RA 8-H A ik
B AIEFmE A 180°H A, XHEA “mAREIE 120°, W EAES KA
AR T 0 R 2=

EARERE R, RAE LN ER ZEMAKR 1807, YMXFER MK
Bk BIR, RETH R RN RS REMR, BTN R RE.

e A~13 TG YT, ANITTHE WA AT LA B 5k 71 19 X365
MHBEMEY ., B, fEASTHEEY PR H I %R R .

FAh, BN ZER R LR, M. =W, W6 T BR AT RE
10/ I N i < D [ 51 B2 L R R I N DRI N VA o

2. B FHBRUE (E1)

E1YLEYS E2YLEAR, RE>PHET. HREEEEAME, £ RKE
B, R PI MR, SRR, hIE R E AP IR . S B E
B FRRTE BB R £ F A U

[ 18 || )
T

L]
H—$—?‘J&'\C=C/-+H‘

VS IR 0 R L R 50— 2 IR IR B AR B A O K B4 T
WM. I El %R,

Sk L, EIRMMS— 55 Sl RIEMWE — S5, RS
o B RNE, Bl RBIERTH BB LMK E BT £RM, i
Sn 1B IE B T T4 5 4 070 0 00095 0 0 07 0 2 2 A IR AR 0, A S
E1RBEHT, PR % R 56 4% A S IR — PR, B Bk OE B 45 2% 2 T
A Bk A R A R

E1 HLEEAY £ ST

V=K[RX], RRSHA% R % hy, A% S M m . R
REE—44F.

45 N el S [ SRS T G 2 5 9 T 2 2 A )k 15
T RBYRAE , A E B TR WA R, B0 -BuCl Al -BuSMe; *

36.3% _~~CH; 357%

3 +
t-BuCl —— ~—— t-BuSMe,

o 64.3
637% |, BuOH 3%

A& L3R SR AR T AR [R] BB OE B, T L A G R OR ], A R I R A
(] . SO I Rt A ] O e S 7 0 A R T T S Y SR P R AR ), PR A
BRI TN 2R S PR RN, XL R A R P RS AR R, B




