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_— 2] —



TIRC7T—LEA—1—FHE

a b O
CH;—CH, 3: ?
2
7
6 3
5 4
B F 4 .
4—U—CEXRETER (KA FEB) 0. 013mol(2. 5g)
X ARER 258
B1E.

¥ 26g FABRMIN 100ml & i) RO A T, K G MmN 215¢ 4
—U—CE X)) TE, REW T A5CHE6 IH, AR SHEAN
Kef, N3IRBARMUBRER, AWER 10547 ER%E 3R, £
KARBRE TR, EXET.

15 2) 69 ik 40 Bl 42 B A7 AL,

A

174. 23g/mol,Ci2H,,0;

& whik4h

Rf=0.35(F X/ T¥,1/2 %)

7= F.55%

IRCcem™") ;3010C(yeu, F¥%2),2980 — 2860 (yeu ¥z ), 1680 (ye—o,
B8, 1605 (ve—c F )

' HNMR( 300MHz, DMSO—d;,8,ppm);:1. 13(t,J=7. 68Hz=,

3H,CH3(a) ) , 2.101(m,2H,CH»(3)),2. 59(m,4H,CH,(b) #



CH.(4)),2.88(,J=5.77THz,2H,CH,(2)),7. 25(d,J=28. b9Hz,
1H,Hs),7. 39(dd,J=8. 59H%z,J=2. 14Hz,1H,H¢) ,7. 70(d , J=2.
14,1H,Hsg)

MS(m/e)  174(MJ*,175(M 1]+

¥ B D:

2—(T—CL#—1,2,3,4— w8 FZXL—1-ROTH

. b H\Cc/CN . 5 NC CC/H
CHy—CH, 8 1 5 CH;—CH, 8 1 0
5 4 5 4
E 5491 (85%) Z i (15%)
B E 4
(@ ¥ -5 1.5 0. 029mol (5g)
ZUKRKT AL 0. 048mol(8. 9g)
AL 0. 048moi(1. 12g)
FoKea & ok v 20mi
B1E.

BRATAHBIRA 20ml £ Kea £ vk vhe9 100ml = 3 [ & #K
¥, AR AEREFET 1 158 S, K Hn AP RHELES.
BRIREMEISHEF I I, AERARAA A AR KT 0




NT—UREHER, g TRHEH 24 1 H,

B EGR SN KT, A 3 ERARUCEHIER, AIEMAKRES3
KORKBEBE TR, AL ET.

1% 5169 K 4 Fl 42 EAT AL,
Fobk
197. 27/mol ,Cy H s N
FLe K4
Rf=0.60(RBA/F X/3FTI,5/3/2,55)
7 F:60%
IRC cm™') :3060 (ven 3% #2), 2960 — 2820 (ven ¥ #5,2200(yon)
1585(vc—c % #)
I HNMR( 300MHz,DMSO—ds,8,ppm) : E 5441k, 1. 22(t,J=8.
04Hz,3H,CHs(a)), 1. 94 (m,2H, CH, (3)), 2. 66 (m, 2H, CH;
(2)),2.87(m, 4H, CH,( b) 4= CH,( 4) ),5.73(S,1H,CH(c)),7-
08(d,J=7.76Hz,1H,Hs),7. 16(m,J=7. 76Hz, 1H,Hs) ,7- 36 (m,
1H ,Hy) ,
Z %44k, 1.22(t,J=8. 04z, 3H,CH3(3)), 1. 94(m,2H,CH;
(3)),2.66( m,2H,CH,(2)),2. 87(m,4H,CH(6) 4+ CH.(4)),5.
23(S,1H, CH(c)),7. 08(d,J=7. 7T6Hz,1H,Hs),7. 16 (m,J=7.
76Hz,1H ,H),8. 14(m,1H ,Hs)
(R,S$)2—(T— L —1,2,3,4—m f F—1— L) LI



a b c NH,
CH;—CH, 5
6 3
5 4
) YSK
2—(7T— %4 —1,2,3,4—wH XX —1-THKGRAa TR D)
0. 015mol
(3g)
43+ LB 150ml
L 5% 24 0. 5¢
£ A 60 #/-F 5 &+
BAE:

i 250ml B EBRFHE 3 2—(T—CL£—1,2,3,4—FHEL
1S ORI 150ml A B, 1220 0. 5g MbAL . K AR
S 60 3/ F5 ETHEARAT,60CHH 6 N, LIRS R
ik, BRARET. BEGWEN DR LA UIa A6y LEE
b, BB ARGTUE KRG EL A,

AME (R ER DD

239. 78g/mol ,C,,H,;CIN

& & K

mp 116—1187C

Rf=0.73(HE/ PR/ T/ Z T 0.5/3/2/1 5L
7 F 497

FH LR CELUES

IR(cm™ ") :3250—2500(ynust ) ,CN 43K % ,1605(yc—c F )



I HNMR( 300MHz, DMSO —d;, &, ppm): 1. 14 (t,J = 7. 04Hz,
3H,CH3(a)) ,1.67(m,6H,CH;(c),CH;(2)#» CH:(3)),2. 63(m,
7H,CH,(6) , CH(d) ,CH (1) #2» CH,(4)),6.81—7.11(m,3H, % %
&5),8.00(m,3H,NH,*")

A F 5

it HA46  C70.12% ,H9. 25% ,N5. 83% ,Cl14. 79%

SA4E C70.409% ,HS8. 969, ,N5. 83% ,Cl14. 699,

W& 2.2—G-CUARFWIEYy 3RO

T A AR XA

a b
CH;- CH,

.,

B HE4

d—UERHEBEA 0. 024mol(5g)
F 243 0. 096 (3. 68)
Ak e S ok 20ml

Bk,

v, AEHLAH T H 3.6 S m B R A 20ml AR e £ ok 6y
100md [ R AEALY . RS ARG FAGHFHP e 4—CULEX
BB .

BERGWMNAKEF, KEMR 3 BHRRCBRER, AIERK




o RAKBBE TR, REBEARET., F2149MKM e EATLIL,

M

138. 23g/mol,CsH,0S

Tk 4

Rf=0.85(RER)/F X/ LTI,2/2/1 %)

7 E:70%

IR (em™"): 3080 (yon, F 42 ), 2960 — 2860 (yen, 32 &), 2560 (vsn) ,
1490(yve—c, F )

' HNMR( 80MHz, DMSO—ds, &, ppm);1. 25(t,J=7. 80Hz,
CH;(a) ) , 2.65(q,J="7.80,2H,CH;(b)),3. 40(S,1H,SH, 7T 4%
EARXHE),7.200m,4H, F F R T)

FIE B A~ U AR CBTUEUES

O
a b d T e f

CH;—CH, O o~ CH,——C—0—CHzCH,
I | t
C
¢ CHa

BB .

A—CUEXABCRE TR A 0. 025mol(3. 2g)

4— B OBLUBLE LBY 0. 026mol (4. 2g)

vrb g 0. 1mol(8ml)
KT ER 10m!

BAE:




B KT T 100ml BRBATH 3. 28 4— U X de
8g mbugiZ N 10ml /KB, 2 2@ md4.28 4—RUBLBT
Be, FEMEARZRBEH 2 I EMANKP, AidaE R, AKk,
RSB TR, 8RR ET. 1356wk M 42 EAT AL,
Ak
266. 22g/mol ,C,H303S
Rk
Rf=0.56( L&/ T2/ BBk, 2/2/1 BoBi)

P &:50%

IR (em™') ,2960—2860(yen, 32 £ )SH 34 % ,1740(vo—o 85),1710
(Ve=0,88) , 1490 (youc E¥2),

' HNMR(80MHz, DMSO —ds, 8, ppm) ;1. 20 (m, 6H,CH;(a) #=
CH3(f)),2.65(q,J=7.90Hz,2H,CH,(b)),3. 70(S,2H,CH;)c)),
3. 75(S, 2H,CH,(6)),4. 20(g,J=7. 90, 2H,CH, (e)), 7. 20 (m,
4H, % & B T)

FIRC. (65— LR XA bIEY —3— ) LB LEY

B E# .
A—CUREXBRAUBCBURSRGEETEB) 0. 012mol(3g)




¥ AP EL - 30g

3 25mil
& b =% 0. 78
#BAE.

A 30g FEAABLGY 250ml B A BAR P 20 26ml P X, B e
0.7 R AL B, KB —AMANA—CURERBECBLUBLBS. A
PR AT 50CHHM 5 I, RERSHMANKY, KEM 3 &4
AU ER, &FAWE, A 3 B, LKABRE TR, X
AR ET, FE16haikdh A 42 EAT 4L,
bk
248. 33g/mol,Cy,H 50,5
PR
Rf=0.7T4(T8/ T/ LB ,2/2/1 BB
= %.55%

IR( em™") ;2956 —2860(ven %2 4 ,1730(vc-0 B5) ,BAE) C=0 &}
% ,1580(ye=c, ¥ )

! HNMR(80MHz,DMSO—ds,8,ppm) ;1. 20(m,6H,CH;(a)) #
CH;(e)),2.75(q,J=6. 95Hz,2H,CH, (b)), 3. 90(S,2H,CH,(c)),
4.15(q,J=6.90,2H,CH;(d)),7. 20(dd,J =8. 35Hz,J = 1. 40Hz,
1H,Hs),7. 60(m,2H,H, %= H,),7.90d,J=8. 35Hz,1H,H;),

A A& DM

it H 4L C67.70% ,H6. 49% ,D12. 88%

S 4E  C67.64% ,H6.54% ,D12. 88%

TR D:2— (65— CARIIESY —3—HR)UE




a b ¢
CH7—CH, = CH;—COOH

B E4 .
G—CUREHOIES—3—R)CUBUBE(RE F3K o)
0. 012mol(3g)

20% & FALHRIE R oml
VB 10mi
Bk

2 50mi B AP+ I 3g 2— (56— LA XRH (b)Ewyr —3—30)
CBUBAE T I0ml PE P, £Z705ml 20% 8 8 ALMKER, &
HReWEIFEA 4 I RERSHANIMI Y, RER 2 1%
AR ER, KEP R BRI E pH3I—4, 8 4 A 690K, R
EEiEd.,
Ak,
220. 28g/mol,Cy,H1,0:S
8 &k K
mp 125—127C
Rf=0.74(TB/Th/ L8k, 2/2/1 BuBL)
T4 N 95% LB /K (/T
P %:50%

IRC em™') ;3200 — 2900 (ycoon ), 2960 — 2840 (yeu, 32 3£ ), 1705




(ve—o, BRBR) , BB L &
! HNMR ( 300MHz, DMSO —ds, &, ppm) ;1. 18(t,J = 7. 58Hz,
3H,CH;(a)),2. 78(q,J=17. 58 Hz,2H,CH (b)), 3. 89(S, 2H ,CH,
(¢)),7.22(m, 1H, Hs) , 7.36( S. 1H,H;),7.56(m,1H,H,),7.
76(m,J=8. 33Hz,l1H,H7) ,9.50—10. 50( %, *¢,1H,COOH)
K 5
it H {6 C65.42% ,H5. 499 ,S14. 56%, ,014. 53%,
S2A{L C65. 32% ,H5. 53%,514. 65% ,014. 50%
TR E, (5—CEARFOIEy —3— ) UBh
YK 2
2— (55— LA XA )Ry —3—R)UBGEY F® D)
0. 006mol (1. 4g)
FAL I AR, 0. 24mol (2. 9g)
E 15ml
28% &, 7K 25ml

BAE:




W B B H T, & 100ml A PR 148 2—(5— LR X H#C
b1y —3— ) LBREN 15ml §45F . {2 Zidi /e 2. 86g F AL,
EREBEH 3G, BERE G WiEN 30mL LB, K5 R R
LB, BB AR ARKAF, —RE R 26ml 289 A K, ¥E A AR
. REGELE A,
oM
219. 29g/mol  C,;H:sNOS
g & K
mp;201—203°C

Rf=0.35(RER/F X/ L ,5/3/2 3Bl
THEMmEN IR
F:65%

IR (cm™ ') ;3340 #» 3160 (ynnz, BEI%),2940— 2840 (yen  t 2L , ¥k 8k
C=0 %3} % ,1650(yc0,BLIZ)

' HNMR( 80MHz, DNSO—d;,8,ppm) 1. 25(t,J=7. 40Hz,3H,
CHi(a)),2. 75(q,dJ=7. 40Hz, 2H ,CH, (b)) , 3. 60(S, 2H ,CH,(c)),
7.00(m, 2H, NH,),7. 20(dd ,J=8. 30Hz,J—1. 40Hz,1H ,Hs),7.
50(S,1H,H;),7. 65(d,J=1. 40Hz,1H,H,),7. 85(d,J=8. 30Hz,
1H , H)

FE

it §18 C65.72% ,H5.97% ,N6. 39%

S 4E  C65.919% ,H6.05% ,N6.59%

FRF. G—CEARA IR —3-F) UMK




a b c
CH;— CH, A CH;— CN

R E 4 .
GB—CLAXFOIEy —3— ) UEIECE TR E)
0. 0011mot(0. 25g)
U 0. 0025mol(0. 25g)
= ROUBRET 0. 0012mol (0. 27g)
Fkea Hrekh  Sml
#1E.

F& 50mt B F 45 0. 258 2—( 5— LR R H (63w —3— 1)
CBLARIE N bl Kea gdekod, RJGAe 0. 252 = UM, RER G
Bk, KERZH0.278 Z A CBKRE, R EERHEH 1
W, RERERGE ET R WBENKY B ERGIUR, REE
.,

A .

201. 28¢/mol  C,2H, NS

& &8 K

mp 59—60C
Rf=0.82(RE/FPXK/3FTI,5/3/2)
629

FTEMEN 5% « LE/ARY)D




IR(em™") ; Bui% NH, "4 % ,2940—2830C(ven 32 £),2230(ven),
Bk C=0 i %,

! HNMR (80MHz, DMSO—ds,8,ppm) 1. 25(t,J=7. 50Hz,CH,
(a)),2.80(q,J=7.50Hz,2H,CH,(8)),4. 25(S,2H,CH,(c)),7.
30(dd,J=8. 30Hz, J=1. 30Hz) ,7.70(m,2H,H; =+ H,),7. 95(d,
J=—8.30Hz,1H,H;)

FF

it H145 C71.60% ,H5.51%N6.96%

5:R4E  C71. 789, H5. 68% ,N6. 99%
TRG:2—G—CUEXRFI)Ey —3—-L Uk

a b c

4
CH;—CH, NH,
| I 1! d
2
6 S

7

R .
G- HERADIEY —3— LUK GEE ] F)
0. 004mol (0. 7g)

F 1b4e 42 0. 01mol (0. 4g)
Z R tse 0. 01mol(1. 4g)
KT B8R 25ml
Btk

0 AEGLH T . AR A 25ml K LEEES 100md 3548 F e N 0. 4g




Afeesade 1 4g = FAbgs, BH M 0. 7e( 5— LA X H (0K —3

=BT, 30 54 B R ER AWK T R, AN 20ml 20%

KA,

Bk JE 2, A 2 2k Aukih , A KABR B T3E, AR KR, 5%

Tk N EALS AR A AR AT, R BRI R IR AR TR Sk,

AFM (L EE 2D

247.77g/mol,C,2H(CINS

& &4 K

mp 159—161°C

Rf=0.15(RE/F R/ St/ = CI%,5/3/2/1 %5

P &:50%

IR(cm™ ') ;3240—2600Cynnust) ,CN M3k %

' HNMR( 80MHz,CDCls, 8, ppm); 1. 30 (t,J = 7. 50, 3H, CH;

(a)),2.75C q, J=7.50Hz, 2H, CH»(b)),3. 15Gn,4H ,CH,(c) =

CH,(b)),7. 20(m,J=38. 35Hz,1H,Hs),7. 50 (m, 1H,H,),7. 70

(m,1H,H,),7.95(d,J=8. 35Hz%,1H,H;),8. 20(im,3H,NH,")

A& HHr

it H 45 C59.61% 44 H6.67% ,N5.79% ,Cl14. 669,

STR4E C59. 78% ,H6. 78% ,N5. 47% ,Cl14. 28%

#E 3 (RS2 (T—FE—1,2,3,4—wHEX—-1-F Uk
CBHRE 1T EIE, AP RRKBOUXR, TR E0LEH,

#& 4 (RS2 (T—RX—1,2,3,4— A X -1—R2) Uk

G L5 KA, ARRXRFCUR, F7810E84,
FE 5 (R,S2—(T—THh—1,2,3,4—wH X - 1— LU




Bebl b 1 85k Rk, AT ERA LR, IARE O,
F % 6:2—(G—FPAAR-3-FOUK
(4 Biosci. , Biotechnol. , Biochem. 1993, 57 (7), PP1210— 11
wl &)
#&E7TE12,
A& 2T R, NETYR L, T2 THZH,
# & 72— OG—REFXHOIEN —3—HTUI
#& 8:2—(5—THERFOIEy —3—F) Uk
#& 92— G- EFH IRy —3—H) UMk
H# & 10:2— (65— R EXHF ) Ey —3—- R U
# & 11.2—G—FTHEEHABIES —3—R)UI%
# & 122~ G—FBEFTERHOIEy—3—-FO UMK
251 (R,SON—C2—T—0L4—1,2,3,4—wg X —-1—-2) T
XU

e
NH—CO-CH,

VYK F

(R,S)2—(7T—CU % —1,2,3, 41— W& X —1—R)U 28 0.




008mol(2g)
B, 0. 009mot (0. 7g)
R BR 47 0. 024mol(1. 7g)
A5 20ml
7K 10mt

K4 &1 FFHGR,SH2—(T—CLR—1,2,3,4— g ¥ —1
—H)U I BRI B M B/ AT RS M (10/20)F 8 FH MmN 3 B F
BEREY., R RIS MAKLES FAA, A I EEFTELH
Al 2 B FUBA . EHEH 46 587, K F B0 IN B8R
W, RIG MK KRB ETIR, AR ET  FRGETHM E#
24k,
Mk
245. 35g/mol  C1sH;3sNO
PR
Rf=0.43( BB/ F X/ T 5/3/2 %ML
FE.62%
IR(C cm™ ") ;3260 (ynu, BB, 3060 (yen F 1) ,2980—2840( you, 3%
#),1630(0c0 BLEZ) , 1540 (vo—c F 3F)
' HNMR (300MHz, DMSQOqs, 8, ppm) ;1. 21(t,J=7. 60Hz, 3H,
CH3;(a) ) , 1.80(m,6H,CH,(2),CH;(3) 4 CH,(c)),1.96(S,3H,
CH3(e)),2.58( q, J=7. 60Hz,2H,CH,(b)),2. 72(m, 2H,CH,
(4)),2.81(m,1H,CH(1)),3.37(m,2H,CH»(d)),5. 63(m,1H, &
& NH),6.96(m,3H, % &-T),
LFE




it #45 C78.32% ,HS. 45% ,N5. 71%
SW4E C77.97% ,HS. 43% ,N5.59%
52, (R,SON—2—(T7T—CL#%—1,2,3,4—wmg8 X —1—%)C
T B

FHB R 1 694 B Hikke, B TEBRARYS UBA, Fi22
o,

NH—CO—-CH;CH;-CH,

CHy CH;

B R4 .

(R,S)2—(T— T 4 —1,2,3,4— A X —1—#O Uk
008mol(2g)

TEELE 0. 009mol(1g)

B BR 4T 0. 024mol (3. 3g)

o

EER

B
B
=

A7 20mi

7K 10mt

A5

273.40g/mol  C,sH»zNO
g &k K

mp 54—56C

P E.75%




A A2 AT G4k, Bk ES 2
L5 3 (R,SON—C2—T—0L#£—1,2,3,4—wmgX—1—1)C
FAIXH A PELIR

FAH 1 taP T iEKAE, AXRHATHRARBCUBRE, T
FrALAL &4 NH___CO_<|

B R4 .
(R,S)2—(7T— L4 —1,2,3,4—whiF—-1—- AUk sa O
008mol(2g)

HHEFELEA 0. 009meol(1lg)

B BR 47 0. 024mol (3. 3g)
# Ay 20ml

7K 10ml

M

271.39g/mol  CsH;sNO

& & K

mp 95—97°C

7 %.80%

Fo A T
L) = A CER




B3 .
(R,SH2— (T—C 4 —1,2,3,4—wHE—-1—HOUIxL B O
008mol(2g)
ZRUBREF 0. 009mol(2g)
viLug 10mi

w AR B H T, & 50ml B b ¥ 2g(R,8)2—(T— L% —1,2,3,4
— WA E—1— AU H LS F 10mlvug T, RER A AL
Aep, AR X H A0 28 = RULBREF ., 2B 30 H-4b . KRR A N
R, KER SBARMURER, &FANE, A 3 RBESKE, L
KABRGTE,BERGE, FRORGHRNAEENALLEE LN,
M
299. 33g/mol  CisHzF3NO
8 &4 K
mp 66—69C
& 609
A A2 B AT AL (LB LB L)
E4aiE . LI
IR(cm™') ; 3280 (ynn, BLH%) , 3070 (yon, F 42 ), 2960 — 2840 (yen, 32
#£),1630(yc=0,BH%) ,1550(ve—c F ),
' HNMR( 300MHz, CDCl3, &, ppm);1. 21(t,J=7. 59H=, 3H,
CH;(a) ) , 1. 85( m, 6H,CH.(c),CH,(2)#» CH,(3)),2. 58(q,J=
7. 59Hz, 2H,CH,(b)),2. 73(m,2H,CH;(4)),2. 84(m,1H,CH

(1)),3.74(m,2H,CH:(d)),6. 52(m,1H,NH),6. 97(m,3H, % &




BT

A F 5

it H 4L C64.20% ,H6.74% ,N4.68% ,F19. 04%

S:al46  C64.13% ,HS6.70% ,N4.629% ,F18. 78%

%85, (R,SON—(2—T—-0L#£—-1,2,3,4—wmagF—1—2)C
AR B

e f g h
a NH—CO—CHj CH;-CH;~CH,

CH;—CH,

#RAetl 1 6940 F) 7 ik 5046, H R B R R OB, IFARA LS
.
B B3 .
(R,SH2—(T— LA —1,2,3,4—w X —1—- L) Ui 0.
008mol(2g)
RELE 0. 009mol(1. 1g)
#HE47 0. 024mol(3. 3g)

A7 20mi
7K 10ml
'ﬁ“}i :

287. 43g/mo£ CIBHZQNO
A& ik




& 65%
A EA AL, LBE LBS
IRCcm™") 3290 (ynn,BlE), 2990 — 2820 (yon ¥ 4£), 1630 (ve—o, Bk
#2),1530(yc=c ¥ 1)
' HNMR( 300MHz, CDCl;, 8, ppm).0.91(t,J=7. 29Hz, 3H,
CH3 (h)), 1. 21(t,J=7. 59Hz, 3H,CH; (a)), 1. 33 (m, 2H, CH,
(9)),1.75(m, 8H, CH.(2) , CH:( 3),CH,(c),CH,(f)),2.15(¢,
J=7.57Hz, 2H, CH,(e)),2.58(q,J=7.59Hz,2H ,CH,(6)),2. 71
(m,2H,CH;(4)),2. 80(m,1H,CH(1)),3. 37(m,2H,CH,(d)) , 5.
71(m,1H,NH),6.97(m,3H, ¥ & B ¥),
kP 6 F 12
#RAH 1 G940 Bl 7 ik Kk, 0 4 iE %R R L) RUE

B, 15 2T 3 5256569106 4% .

P 6. (R,SIN—(2—(7T—CL4—1,2,3,4—mEEX—-1— 0
JIRT R VL

ol

XA T (R,SIN—2—(7T— T £—1,2,3,4—wma X —1—2)C
] ) B

Ram 8 (R,SON—2—T—CU1—1,2,3,4—ww&HX—-1—-2)0
FIFHTEE:

B 9. (R,SN—2—(7T—C#—1,2,3,4—wg X —1—#) 0
HI—N'—F 1%

LA 10 (R,SIN—2—(7T— L% —1,2,3,4—mwHE—1—H)L
1—N'— & LM%

g

'L

k—

’L

¥

W X

— 42 —




w49 11, (R,SON—(2—(T— LA —1,2,3,4—wfFx—-1—-40C
— N/ — 35 L
4] 12, (R,S)ON—(2—(7T— 04 —1,2,3,4— w8 & —-1—-})C
J—N'— 3T Mk
o] 13, (R,SN—2— G—CLEAXAES —3—BOCKITXTE
Bt %

S 1 94 B F ik E Ak, A 2— (6— LR KA (bIEm —3
— B UBERBEC—(T—CE—1,2,3,4—wa X - 1- KUK
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