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L PHBX-HC = CH-AFAHRESHTHA T Z Z NH o Y £
NCH,CHL, 4 & X 1t 4H# &, AP LA LELEIIHELLA. RE
TAEEN, #Hlie THF FEBLBEELSKLIE, FreiBtpant
4T #AT.

APHEZNX-CH = CH-AFTHBA IS THELER, Hlif
SR ABALKEET 6§ AL L FH W CH-CH R 7o B X 145
. BALEATLEEN, HllB i P, RRBFATEZHE
RE TR 1-5 L ESTRAT.

EPHBX-C(- O)CH - AFHRABTHETYFRZHANHAY
BX 14 HidEids CHO-CHO R S48, R TABEAABILEN
Bl P EREREGBEBR S TR, CEHAREMNHEHNZT
¥, RAEEA Dean # Stark 4 T /£%4 80-120C, @ FH£110TTF
#A7. ENHOREEHETH T4AETHBA-CH-OCH-& F 15 i
RIsH. K, EXHFALT, ZEP8ATA% CHO-CHO. #
¥AERBNTARABEAARRATERN TEARLCHALESS.

AKX PHE R T E4HH5) £ 52305090,

£ A 1

S-RTALAEFHRARI-G-ZAFEER)13-ARLIHKK-4-F

Bl _FRECEFEASGSOHNE

¥ = R.2 % (12.89g) 45 F B5(50m)) T 89 5% % w A W A2 F 8 (150ml)
HEA(13.53g, SSHEFTHFPH)FIAGFTHAZRT. HHFG
REBEIOCh#B 4P, REABRETHRIBEEN. AehALR
i, mddERLEAK AERQN)RLEZIF SR, RERIPAZSE
BT8R, BREARK. BeWRake ks, AR FRAMAERBAN,
B - FERALKETABW12.50p), LEHKH. AERBENEAR
Wk P BB W AR 2 6 R
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NMR (CDCls): §4.7(4H.,dd), 5.1(1H,s), 5.2(2H.s), 7.3(15H.m). MS: M" 362.

AE: YBRABWALEAHN, AEFXEEEHTRAX BT
AREMARR, BEAmIY R

FHL-FREALRGHE

B A Q0m) A3 B 4F(10.64g) A —F AA LB F A B(11.15g , &=
EASE1 AL A AL HBom)PHER T, BRED AN
24 . BFHEAH, BAKY, ALRER, ARERELEALT
IR, MUERORBRBAERAE, AREETR ALEREZXFEH
FARAAWS.12g), BT HFRIGHTH.

NMR (CDCly): & 4.7(4H,m), 5.1(1H.bs), 7.3(10H.m), 9.2(1H.bs).

FTEI 22-"FRENG-ZATARL LB EAHE

BoFEALKM.0g, o LE Y B2 FHEH &)E =R F 5 (40ml)
PRRBEERANE 0 C, AR 4-NN-=F 5 9 8L B (100mg)Ho 3
BLEL(2.00) 4L 2. £ 30 5405, mAe (3.52g). 3-Z R T A X B (2.64g)
Fo 4-— TR AR (100mg). H24HEOTCTFHREHN 054, K
BRETR. A3IHE, HEMEALKRY, ALRLEER, #ERBEK
AAHLEE. K SRBEAATRPEARE. ERRRETRE,
BERKBER R AALLHM(5.620), BEKKY, SERURATY
%4,

NMR (CDCly): 6 4.7(4H,dd), 5.1(1H,s), 7.3(12H,m), 7.8(1H,dd), 7.85(1H.s), 8.5(1H.bs).

FH 4 22-—FEENFEEAFRANG-ZATFEARE)LHEY
&

¥ 2,2-—FEANG-ZAFEXR)L®BEA75e, »F %3 VA
F 4 E). FEATAER.79g)h vy T A £(100mg) &k K w A B AL
H 9 8 AL K E R (100m1,50%)F — & FIRRA00m) ey 4B . A
# 18 IHE, REBHA_AFTRVEERILA, RIRBAEAEE. ER
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REETRE, AEAARBY. APy ABEE £ %40, ATkK-
LB LB DFEERBLA, 53781404 (2.87g).

NMR (CDCly): 8 4.6(6H,m), 4.9(1H,bs), 5.15(2H,bs), 7.3(18H.m), 7.55(1H.dd).

FES S-EEAIG-ZATEXRDARERRA-BOHE

¥ 22— FAEN-FREEFEN-G-ZRATERL)TEKW0.27g ,
o b & F® 4 FPHEHE), 10 % EEE(S0mg). =R ZKR(Iml)F= &
W E5(50ml) 8 A AR T 4k 4 0. i@ Hyflo Supercel™, & &
XK, RARKE#EENL A_RPR-LEAFRRN, FHEFHLS
#(0.07g), B EK, &5 7576 C.

NMR (CDCl;): 6 5.35(1H.bs), 5.45(1H,d), 5.7(2H,m), 7.5(2H,m), 7.65(1H.d), 7.7(1H,s).

F% 6 5-BTARLATHRALAIG-ZATARL) ARSI X4-
MegH &

M FE#&HB 2IHS PHEGT ZHEGALSE, FREKEA
LA 2 TS,

A2 5-(RTERKREFTRARL)3-G-ZRAFAFLHAKERF
%-4-BA 0 ) &

&1 2-(FARE)N-G-ZATERER)LEBENHE

ARAAAT, FAABAHE2CT, HI-ZRAFEXKA6.1g)
W E IR AANME.0g, 60 %5 Wik b)E = FEEHASOm) T
Gk RAHGEFRT. £30 545, EAHHE2 CTHRM(FTAE)
LB LEE(14.7g). ARE I PG, EAHE 20 CHEHTHmMMm
N F A Fo 0 4 K B = 8 47(300ml). AR L& (5x100ml)3E IR, 3#
B A AKQxSoml) 2, MAKA TR, SRPEERZARFHATY
# & B4k (23.8g). HEAHANCKR P ELHARA T . B A 7577 C.

'H NMR (CDCL): 3 2.21(3H.,s); 3.38(2H,s); 7.45-7.85(4H,m); 8.85(1H,bs).

T® 2 N-(ZRAFR)SNG-ZRFTREL)2(FTHLA) LBEY

14
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&
BERAKGAREWCHESFT, E2054AKAFTELEARAS8.1g)

M EEBTF —R/FRGOmM). 52 %A KABNAQIFRLFE=
LEEO02)FH TR 1GHEF BN ARFWREH T, 305
5, £ 20 CRAD R HE —SFLEALE pHS ., A-A TR
(5x100mD)3E 0, RBEHARKA TR, SRFPRERERIARTHFE
i & (27.52).

'H NMR (CDCL): & 1.23(3H.0);

2.21(3H.,s); 3.0(2H,s); 3.68(2H,bq); 5.1(2H,s); 7.58(4H.m)-

FH 3 N(ZRAFTE)N-QG-ZRAFREEL)2(TEEASKE)T
BE B 69 ) &

£ 5T, 3 FHHE4M(20.5g) 4 K (190ml) ¥ 69 5 R B A ¥ % 2 w4
FHhhoBEEsm) PR ERP. RRESWEHARE 2T, HHF
24 W, REMERS. K% RAZKTRGEO0mRR, MR
AT IR, SRR EREFIR R EHRY(Q27.52).

]H NMR (CDCl,): § 1.24(3H.t); 2.76(3H.s); 3.56(2H,s); 3.67(2H.q);
5.12(2H.s); 7.5 1-7.69(4H.m). '

FH4 S-BEAIG-ZATEXL)-AREHFR-4-FaH &

ERAABANE 20 CTF, B=ZRLRA17.60)FMESE 3 A
v akhom)FHEFRESHF. £20HE, EREWHE
20 0. ERBEHFAHE2 CTES FHARARRKRAA(41)EX
20mD T E k. £ 30545, BREWEA 45, AHFE25C,
AR/ PRE300mDER, REWAEARETR, SEAKERSEFI
&R W (21.4g). A E B KB (20.090) 5 B A 1,4-= BEXR(500ml)
b, ERHFTAE 2 CHEARMLALK3L2 . RSB AETEEN
ALY 20 DB, BEKRE, ERAE_AFRME@OD)T, BEVEH
Pt AAKRER PR, ARARETE IBMEERSFINGES
Kk H(21.9g). FEbRB MK EE T, AR FR/ERTETAS
HATHERR, FIHASHRERKIAT. BRRBNTLRERTE
TR & Rk,

15
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lH NMR (CDCL): & 4.43(1H,bs); 5.49(1H.s);
5.68(ZH,m); 7.49-7.8(4H.m).

FES S-(BRTEAAFTHRAEL)I-G-ZRAFEARHARLEHRK
-4-B & H &

HZomO16g)BMmET KR 4 SR H04g)F R T EF RBE
ORNDAE—RFREm)PHEHFEERT. ESIHE, REXERESY
FEAZEBR RS, AR ARBEG XL, ACR/RTATLAS
B, FHEERKY, BANOCEERTEH, 73 Ha&RK,

(0.11g, m.p. 125-6°C). 'H NMR (CDCL,: 6 1.34(9H,s); 4.86(1H,bs); 3.33(1H.d); 5.65(1H.4),
6.19(1H.d); 7.5-7.8(4H.m).

LA 3 5-G-HAEEAI-RTEIELIGEZATFERHALR
22 3R K-4-B 9 H &

FHE1 5-2-3-G-ZAFEAFDHAREL A RA-FOH &

¥ P s (16mg)iw A 5-F K -3-3- = R F AR R R 5 R-4-F
(27mg, T#HH 2, FHEHEZR(Am)FTHEFERTF. £50485,
MAZLE(18mg), HHRA4H 20 . mAK(ImD), RE4WHATE
GxSml)E R, RBRWAARE TR, SBPRAEREFRAATH K ER
K 4 (22mg).

'HNMR (CDCL,): 8 5.56(1H.d); 5.72(1H.d); 6.3(1H.5); 7.5-7.8(4H.m).

FTHEIM2 5-(FARAEEL)I-C-ZATEEADRRL K A48
&

BAERT LB TS FRERWO09)MA 5-BR-I3-G-ZAFE
FRORRLHKR-4-R(1.0g, #4482 FE HE K FHROEm)FPHRH
BT, MAZEBRTLEQmDTHZTH08g), ER4HHAKE 35
T. £ 250G, $R4HEKRKETAS, &k RERO0.920)4
LECm)PHE&E. 1IHE, REWALSAKALAQMNLE, AL
BGx80mI)IIR, MEKETFRERY, IBRFRAEXEFIANASH L
& Bk %4 (1.3g).

16
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'H NMR (CDCL): & 3.49(2H,d); 5.13(1H.dd);
5.21(1H,s); 5.3(1H.m); 5.44(1H.d); 5.48(1H,dd); 5.9(1H,m); 7.5-7.8(4H,m).
FB 3 5-G-HAREL-RTEIREI-GZRAFEXLARE
AR -4-BRE&
¥F% 28500430 ERTEAFABRECl) P HERIEH 2 )
B, REHE 20 I, BRERERSHEINFERKY, HLAZKR
BEE#EEd, M_fFR: RTEAFRARE 8: 2 b, REAXE
B, HAFILRERFELLAIGEEFHKW021g). B.5: 149-150
C o
'HNMR
(CDCL): & L31(9H.s); 3.86(2H.m); 4.73(1Hs); S5.32(1H.d); 5.45(1H.d); S.46(1H.ddy
5.56(1H.t); 5.88(1H,s); 5.95(1H,m); 7.5-7.8(4H,m).

£ 4 S [N-(N-SRE2-RTELHRER)]3-G-ZRFEAER)
AR RA4-FOHNE

FKubet (0.24g) B m ER TE LHER04g) AL FRQCm) T & &
HERY, $EINOERETCTHEME S-GFRERL)-3I-G-ZRFE
*R)E R RIRN-4-8(0.43g, FHA 3 T H DAL TREm) M HH
AEY. E7TCHRBE2IHE, mARAAKRER(QOM), REBWAT
MOxSomDIRR, REHARKRETIERE LEPEARERIKERK
M. WERARS R A Rk AL, A R R RT AP AS 99:
1 AR FERAE, BARACRMH, F3 588 & BKO0.26g).
wE: 92-93TC.

1 NMR (€DCL): 3

1.07(5H,s); 2.26(2H.q); 4.13(2H.d); 5.32(1H,d); 5.33(1H.s); 5.47(1H,d); 5.48(1H.d).
5.62(1H.,s); 5.89(1H.m); 7.4-7.8(4H.m).

Fkp 5 52-Q-FRATHREFTRAEALIG-ZATEFHEA
SR B-4-ROH %

Wit T EEM 2 G F 2R S FAmLe. BE: 88-89TC
|
H

NMR (CDCL): & 0.88(3H.1); 1.29(6H.s); 1.68(2H,q); 4.77(1H.bs); 5.54(1H,d); 5.65(1H,1);
6.19(1H.d); 7.5-7.8(4H,m).
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L 6 5-2-Q-FEI-THHRATHRAL]I-G-ZAFEX
E)R R R4 &

il;ﬁ_i_i;‘ém—l‘ﬁ’:%ﬂ 2 895 EH AR SY.

H NMR

(CDCIB): 0 1.64(3H.s); 1.65(3H,s); 2.36(1H,s); 5.14(1H,bs); 35.54(1H.d); 5.66(1H,);
6.24(1H,d); 7.5-7.8(4H,m).

FaH 7T S2-Q-FEI-THLHALATHRAL]3-C-=fFEAX
)RR LT K-4-FAHE

18 it JE kAR AR AL A L3 5 AL LA 6 69 7T BB E AL A,

m.p. 89-91°C. 1H NMR (CDCL): § 1.44(6H.s); 4.96(1H.br);

3. 09(IH d); 5. 15(1H d) § 53(1'-1 d); 5.65(1H,dd); 5.97(1H.dd); 6.19(1H.d); 7.5-7.8(4H,m).

L) 8 5@?£+¢£4M£%H$£ﬁ?&&®ii%%
f%-4-B 8 ) &
Wit £ T x4 385 EHEFERLESS. .5 114-116 T,

'H'NMR (CDC,): 8 1.57(9H,s); 2.91(3H,s); 4.53(1H,bs); 5.47(1H,1); 5.56(1H,1); 6.08(1H,s);
7.5-7.9(4H.m).

ARSI R 5-(FRE)-3-C-Z AT EFE)R R A 7K K-4-8.

HNMR (CDCL,): 8 2.57(3H.m}); 5.2(1H.d); 5.46(1H.d); 5.5(1H,dd); 7.5-7.9(4H.m).

LA 9 5-[N-Q-BRTE-N-FERLBEAL)]3-C-ZRAFEXHHA
LR AR-4-BH &
it £ T RAM 4 895 kR S AW, 5 116-117 T,
'H NMR (CDCl,): Major rotamer: § 1.09(9H.,s); 2.32(2H.s); 3.13(GH.s); S.S(IH,d);
S.6(1H.0): 5.9(1E.bs): 7.5-7.8(4H.m). B

WAL A A T4 8 T HLA.
iﬁﬂloSMH%&Ticﬁiiww}iiWﬁiﬁﬁjﬁ=
37 X-4-B e 5
@it £ T Lab 485 kAL ES. BE 159-161 C.

18



'H NMR (CDCl): & LOT(9Hs) 2.14(2Hs) S49(1Hd); 5.53(IH.dd); 5.S9(1ELL);
-6.41(1H,bd); 7.5-7.8(4H,m).
WA SRAIG-ZATERARARLRE 4R H
S NMR (CDCIE): o 2.35(2H.bd); 3.23(1H,1); 5.42(1H.d); 5.49(1H,dd); 7.5-7.8(4H,m). .

A 11 5-RTEAAFTERAL)I-G-ZATALFLHAR/R
3 K -4-9
0 KT L4 2 PREGFEHEELESD.
10 FH1 2(FREN-G-ZAFTAREER)LAEGH &
FEREMT LA 2 THL PREGT EHEELESD.

'H NMR(CDCL,) : § 2.20(3H.s); 3.35(2H,s); 7.0(1H.d); 7.35(1H,1); 7.45(1H.d); 7.62(1H.s);

8.80(1H.bs).
MPt : 43.5-45°C.
15
FHE 2 N(ZRAFE)N-G-ZATFTEREAXL)-2-(FTHL)LRE
8 &
EREMTERB 2T ER2 PRES T EHESHLSY.
'H NMR(CDCL,) : § 1.22(3H.t); 2.22(3H.s); 3.02(2H.bs); 3.68(2H.m); 5.10(2H.s); 7.18-
20 7.29(3H.m); 7.47(1H.1).
FH 3 N(ZAAFTE)N-G-ZRFTAAFRL)2(FTAREAKE)
LR H &
EREMTE®RF 2SRRI PREGFTFHEGEZLSDY.
25

'"H NMR(CDCls); § 1.24(3B.t); 2.76(3H.s); 3.59(2H,d); 3.67(2H,q); 5.11(2H.d); 7.12(1H.s):
7.22-7.36(2H.m); 7.51(1H,1). '

FH4 5-FEIC-ZRATFAREXDHERLARKA-FHHE
FREMTEARAL T B4 TRESGFT ERNEGZLESY.

30
'"H NMR(CDCL,) : 8 5.44(1H.5); 5.65(2H.5); 7.06-7.16(1H,m);7.37-7.45(2H.,m); 7.60(1H.5).

19



PHS SETARAFHAAL)IG-ZAFREXLRELK

K-4-Be R &
HERERTE#RA2TBRSPRESFEHEGZLEH.

5 'H NMR(CDCLy) : & 1.36(9H.s); 4.86(1H.bs); 5.50(1H.d); 5.63(1H.m); 6.21(1H.s); 7.08-
7.16(1H.m); 7.45(2H,m); 7.62(1H,s).

MPt : 85.5-87°C. | _
FHH 12 5-[2-Q-FPE3-THA)AAFHRAL]-3-G-ZATFRE

FR)AREFRA- RO HE
10 @i £M T EHH 2 5 kW EELSY.

'H NMR(CDCL) : & 165(6Hs); 2.37(1Hs); 5.13(1Hbs), 5.50(1H.d); 5.63(1H.m);
6.24(1H,s); 7.08-7.14(1H,m); 7.39-7.49(2H,m); 7.61(1H.s).
MPt : 95-97°C.

15 Eap 13 S5-2-Q-FEI-THE)RATRAK]-3-G-ZATFEAE

FR)AREFR4-BOHE

W EM T E#H THFTERNEELEY.
'H NMR(CDChL) : & 1.42(6H,s); 4.98(1H.bs); 5.08(1H.d);
5.61(1H,m); 6.19(1H.s); 7.11(1H,m); 7.37-7.47(2H,m); 7.60(1H.9).

5.16(1H,d); 5.50(1H.d);

20 MPr: 80.5-82°C.
L 14 5-[2-Q-FETHR)REFERAKL]I-G-ZAFTRAEAEXE)

LERF KA E

Wit R T EAEH 2 G5 k&SRNGS,
H NMRQDCl3) © 8 0.883HD: L30(6H.): L68HQ); 478(1Hbs): $.50(1H);
IS 5.62(1H.m); 6.20(1H.s); 7.08-7.16(1H.m); 7.40-7.50(2H.m); 7.62(1H.s),

MPt : 74-77°C,

4] 15

5-IN-Q-BTAN-FRELHEARX)I3-G-ZARFEEE D ARRER
30 X-4-#
A AEMTEAEA 4 PHESFT E BT RK 5-[FRHE]-3-3-
ZRAFPREEAEXR)ARL R A-4-BH &4, HAEMTEHEH 3
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PR 2 FREE T k& T R
TR
'H NMR(CDCL,) : § 2.57(3H,s); 5.18(1H,s); 5.41(1H,m); 5.47(1H,m); 7.05-7.13(1H.m);.7.13-
7.33(2ZH,m); 7.61(1H,s).
AV ) I
'H NMR(éDCl3) : 0 1.09(9H,s); 2.32(2H,s); 3.12(3H,s); 5.47(1H,s); 5.58(1H.s); 5.95(1H,bs);
7.03-7.17(1H,m); 7.41-7.48(2H,m); 7.61(1H.s).
MPt : 99.5-102°C.

g4 16

5-IN-C-BTE-N-ZAZBBAD)]3-G-ZRAFEEEX AR LK
X-4-8

Wit A EM T EEH) 4 P WL 67 & i f AR 5-(N-T R/ 4)-3-3-
ZRATAREAXB)VAR L HRAA-BHEELASY, EAEMT LA 3
BB 2 PR G EEE Tk,

S

'H NMR(CDCL) : § L25(3Hn); 2.90(2Hq); 4.27(1Hbs); 5.20(1H.s): 5.40(1H,m);
5.46(1H,m); 7.04-7.11(1H,m); 7.38-7.50(2H,m); 7.60(1H.5).

=D

H NMR(CDCL) : & 1.08(9H.s); 1.32(3H.); 229(2H.d); 3.43-3.64(2H.m); 5.30(1H.bs):

5.45(1H,s); 5.58(1H.bs); 7.0-7.19(1H.m); 7.39-7.45(2H,m); 7.60(1H.bs).
MPt : 95-97°C.

LA 17

5-IN-2-BR TR LBR|E)]-3-G-Z R FAREEXL) AR5 5FK-4-8

Wit X TEEH 4 PHEGFTEH T RK S-RE-3-G-Z 4
FAEX DB AL RA-RH GRS, A EMTERH 3 5 %2
P Wk 65 7 kS Mk

e
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'H NMR(CDCQ . & 1.62(2H,bs); 5.20(1H,bs); 5.37(1H.d); 5.45(1H.,d);, 7.03-7.13{1H,m);
7.32-7.47(2H.m); 7.60(1H.s). '

L2

'H NMR(CDCL) : & 1.07(9H.s); 2.14(2H.s), 5.45(1H,s); 5.55(2H.m); 6.39(1H.bd); 7.05-

7.13(1H,m); 7.38-7.44(2H,m); 7.60(1H,s).
MPt : 145-148°C (dec).

FH 18

5-BE-3-G-ZRAFARAX AR L FR-4-W

FH’1 22-ZFRAEN-GZRAFAERXE)LEREGH &

HF_FRALKQ319DEZHEHQOM)THERMA -ZAFARE
FBe(15g)E LER100m) P o5 R. MR MA LA &L - T K
(16.5g) £ ZB(100mD) P o5&, WREDAALIR, TEERKEHE
K, RL®APTHG: ISHHFER, A4 1 b, KESBHEKE,
Rk, FAiFALEGMA0g), BE: 7577 C.

FH 2 22-ZFAEAN-FRAATEANGZATRAERL) T K
B &

4o B 1 R4 4460 BLRR(16.87g) £ — £ F 3 (100ml) F 69 5 % A &
FALH(7.6050) £ KBOm) FERAE, KERAMLFR =T EE0.49)
KB, EI1Sy4ARAFREATEAG.I6m]), EXHARAFREPE
ABHKTI5C. AAEEXLANRGDLEHELA 20 %HRA. 5 F2H
WE, THRAAL FREMTEA%H100m) T, A EHLHA0.3g).
EHRSBHIE, E1S54ARAFEATEAR.565). FEHEHF
100, BREGMERIEIOC 3004, HRHAHELAER. Fh
AFAAFTAB565), REPABEH S I K. R ERSHAKXHE,
MLBRLERR. AARBIFI R EGRHQ4.2g), CAHEMTT—
K,

22



B3 5EAICGZATAEIRARERR4-PHNE

BRI E2FPHEH=FEALSPA3DELEGRM)THERE S %
Bl R BN 01g)—RELGLAATRE 7 i, ZBRERESH,
REFIXGHERY. BRAERTLRLEHFIKA: NHREDT,
MAAE G E LR LRI 0.41g). RAESWHARBRBLH
AL YA —HH) N-FERETENG-ZATREFH LR,

B, A K A 60 5 s vk vl B e MO R A il X L1 WY LR 2 3R OR B L
&%, BminT KRS REX 1 REMGTHRNE.
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