e [90) B
K % Mook M X |

Y s g B
Ao MO ® % @+
2o ES W X OBH OB 1 5
shmsoRd B R 36 £ 9 A 26
RS OEME S A B 5 LB 2 I

L&
LN

F L dm 2 FOyUSYhILEYBEOSERE

(£ #)
BB EER % % FREWI % 2 g0 BH % g B W E—

X A ® o E B

FEHIHA = VBBEOLEHAIRREO—EE LT, A4 = VRO I/ Y ANE YIRS 5 BOG
MEAME L, & 5IC ethyl 2-cyanolevulinate # X8 2-piperidone ¥i%#%11194 % pyrrolidinecarboxylic
acid OGKARS, ZTOAKER S CICHUEEMIC LT TS & S Fubl %17,

(1) A4 =vEBFik

HA=VERE, T—FNVRMTYTY A2 w4 Epe s & dimethylkainate Z4:9°% 25, fEEFEEO
HETTE v fLOANVKRFYNVEDAS T X TF{LENS T E&lD I, %/ N-acylkainic anhydride (2
T I VIO BEAKDEROME AR A, 4 U T I Fid N-acylkainic a-amide 735 ¢ &% PK' f
OHFEICLOIEN L, LIEDEEELDS H A4 = b —fOl:7 3 /8 &AM OEETRS T &%
5 apic Uic,

31— CH:COOCH; Y - CH,COOH __,}TA~(CHAQO
\NACOOCHs ¥ ] “N/COOH "N co-0
H H COR

3 CH,COOCH; 3 CH,COOH
AN/ \COOH \N/\CONHR’
H COR

(I} 3-Pyrrolidinecarboxylic acid }{D & kK

proline A4 #L8E LC 5-methyl-3-pyrrolidinecarboxylic acid &A=&, = DORIKICEK > T
ART B IR L,

9% DB A B 7% ethyl 2-cyanolevulinate DETAT 75 » 7278, £ O P X1 3 ethyl 2-ami-
nomethyl-4-hydroxyvalerate 3 /»iC ethyl 5-methyl-3-pyrrolecarboxylate Z/4E3°% C L& bl Uiz,

— 230 —



RICHTBIZF A=V v Y FICLD 7 o — LR T 30, &2 0 EKEFERICK - THBR L, £
2T 2FkE UTHEEL 2 Hid N-acetyl-5-methyl pyrrolidine carboxylic acid (cis & X F trans {&)
ZHiEE Ufc, F7c##% N-ethoxycarbonyl k& URIMEITHE, kL, 230 TT72FvibLT
cis-N-acetyl-5-methyl pyrrolidine carboxylic acid %%z,

CH.COCH,CHCOOC; Hs CH. Inmn COOC.Hs SN N -COOC:Hs
¢N TN/ N/
H COOCH,
\\\
—
cr, [ TEO e CHLCH-CH. CHCOOCH:
N | OH  CH.NH,
COCHS |
|
[—TCOOH
3 N/
COCH,

(III} 2-Pyrrolidinecarboxylic acid #id Ak

1) 2-Piperidone %D 41k

F#13 2-pyrrolidinecarboxylic acid RS KD ERL & 33 7z% 2-piperidone ${% 4 FE LcDT, %
4 2 (1H)-pyridone 3 X ethyl 4-cyano butyrate ¥k 0 2-piperidone % &Hk9 % AT Ui,

i) B-picoline N-oxide D4 /K W il 1 £ 5 3-methyl-2(1H)-pyridone ~ 747 OEIT 5-methyl-2
(1H)-pyridone MEIAET 2 AT L, $6i 2 (1H)-pyridone i3 Raney Ni % > 100%F280°
TAR ) —WHETLETZE, F4ERHE LT 2-piperidone #H, @I & LT N- methyl piperidine
5135 C & AR - T, '

Cyam e yen LR LR
N7 SNAQ 0N/ SN N/
éﬁ H 8 .+ H S,
Ry
Lohe
H

i) JEBIRD B-Ketoester Lty 7 VEEMED Cope SN EIBICAET L, FEO & REEIC Bk 5
#£2 LT ethyl 4-cyano-3-butencate A4k 4 % C LAWK Ui, T @ ethyl 4-cyano-3-butenoate
% Raney Ni 2V 2 EIERTICKD v 7 /L _EEGERIHGERT, MBATE-> T 2-piperi-do
ne FAE1E7,

COOH R
CH o=’ cr=cR -0
= — = —

CH: 4 O cm,cooc:Hs 1=CCH.c00C:Hs {xAo

N N N

iii) 1-benzyl-5-isopropyl-2,4-dioxopiperidine @ 4 fific Cope KIHIC & - THEBR R A B A LAKICIEM
EILAB I - T cis 8 X trans LD 1-benzyl-5-isopropyl-2-oxo-4-piperidylacetic acid Z1Z XA &
WG L, =gl »Ic Ui,

— 231 —



: 9 %‘HCOOH " CH.COOH CH.COOH
VAN NN N /‘\
1 ] — 71 —_— 7 | + 7]
\1}]/\0 \N/\O \N/\\O \N 20
CH:CeHs CH:CsHs CH:CeHs CH:CsHs

2) 2-Pyrrolidinecarboxylic acid %D &k
2-piperidone % H 9 3 proline &rkiEiZ ~a s v {LicEs LT 3,3~dihalide AL L, monohalide 73
Bohnd, Uikh- CHR, HHE#% ISICEDLRINERLGT, IARENCEH T BETIRE
o EHIIC OHEAMR L, FIET 3-halo-2-piperidone A5 5 HILEMIL T2 L LbIC, ThE
F¥l &9 B 2-pyrrolidinecarboxylic acid RGBS kEA5ENK Lz, 9784 H 3,3-dihalo-2-piperidone
¥4 % =)L triethylamine OEAT, Raney Ni 2H W0 THMEITLT 5 &1F & A EEENIC monodehalo-
genation 2347 L 3-halo-2-piperidone ¥§& 735, AWz -1z 7 /vAh Y THHER, HEBRATIIWL 2-
pyrrolidinecarboxylic acid ¥{% &K U7z,

R AN Rl><\,<§ R‘X\I X R\T I
N N N -
I\N/l\() NNAYe) \NAQ \N/(,OOII
H H H H

RXBFEORKRRODEE

EREBRAE LTEL PO ONTE BATOEKI H 4 = vgnlilsh, shatay oy
MAERAELTEHOVHNVEVBETHE EBHHINOREUENOC ETH 2 BERIZ T DOFEEIC
DAMBHA = VREBSFE LR ENU LICHEDLARFLF A E 0 Y O T AT 2 ARk
DEDELTARIAEEIT->7BDTH B,

ETHEEHEEHA = VOB TEHHRICZOZMT 3 /3B XU h VR F Y VILITHE £ 73 55 6428 A
USORE L E OB A A A Lc, € O/, SISOHE 1R o ME SRHIER b 01 >0 TR L
FHEORWET -7, LALZCIKBONIALEYDOIICII A =VYBEID TSN EET 5
DPRILENEIp - LD TEZIIMASRAEBERELFTTI2E0 ) P Y HVRVRRICHTEL, € OA/KRE
WKDOOWTHIFE L, B4 BRFFEMAAMOARICKII Lc, 33bb 3-vn ) O v Aavk v HOSRIC B
WTREFHFIX 2-v T/ L7 ) VBB AT VOEIEEIT TR, 2-FT I/ AFV -4~ FaFf oLy
TUBRE R TEEB D, COMREHNELT b-AFN 3-FLOo— VAN RY BIRATFUNELNET
ERTPH U, KRIZZDOE R — VI AET b’C?E‘;EJiC B-AFN-3-vul) PV ANE VBT R TIVICHE
T EMTE e, —HELDT I/ T RAFNEF2HEDOHFRD HHE Kk ->T 5-4Fv -3-v¥a ) ¥ vy
RYBICBHR Ui, COMOITNOEAES 2 BONEREEARSAELT 2 085FH TN DS E2 2Rl
BBk Uz o kg A RE Ui,

RICHEHT 2-00 ) OV HNVK VY BFHEEDAIRETT12 - e BWEHIC O B NEET 2 ERY F
Y OBHLRIEA RN 3 OBEROBERIEEET 30U AR HHTHE S EOEL DL LicE T
Y F UMD RKBEICDWTIE AT, E) F YOS [EEuBXU 4-2 7 /i 2 F Vo

— 232 —



THBBRIC X » THWZE Lic, 2h o ORREERTICER I 4 (b RE Losm R AR T 2,
HBICEZERZ LLORIETELERY FYRIEAHIC ~ar v bk 7185 T 3,3-U e vikds Lz
%, PV ZFATIVOERETEMEITL LT3/ ~"ay vKiehi, DOTHERETVHY 2EKIER
HLHED, EiEd, THAVDEERANTERY FYROBERECR Y Y VEHAREZTRD, 2-Ea )Y

VAWK VB G OARICERY Lz,

VIFEL I 2 B RREBILAY LB ERICH 0B BENEBEOEI T E DRI N TR
ey Y Y ALE VBEOARBEIC DO CEMIEIN AT b DTH B, ZH DS RICIZEK b
ELTHRICESLEDRIRNTE D1, Cho(bGYDERETE > e BRICEOTHE A4 MHuR
ARTEDEZFOMRIIAEREARNMAYDNEDORBICHELT 2 AP {150,

Kim LI LB L ORI E LTHED 2 b O LlEd 5,

— 233 —





