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7] B EAAA, CpLp BRVE AP R RAG 1R, 2 % D3 A Cy BAYNE gvlshe AR ook det.
AT, Cy g BADE Sk o] ge o)F AR Golo] Axe] 2, Y L RAP 1 2, 2 2 D 3 A wah
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A7 FrE o s i ol 98 FAR R = 2-ontEH -4-2 (1H-o| 1 th=-5(4H)-&) & of%
2, dE 5 XAl 1T Ak (WO-A 91/14679 2 US-A 5424 450) & g4 71 =Y 53 S+ =
THA], Ol AL Al E B a-o| U EHS st of| Y E" (= "A W= Reissert =" 24 % A Ho| A=
ofoln| U ER) & of A gA17|a, YE™- V]S JtE2ntR V|2 4l 7Fpial Al 7] &, A E ofn| moln| =5 7] S|
slol| A aE]sA P o2 A3 TE (US-A 5 424 450, £2] 3). B3k, A7) ofAstel 7hitae] &A= Huld 55
AT (WO-A 91/14679, pp. 25-26). o] & & W o] st7hx] w2 Ay 714 vbg =71 Alo]o] Wslr} Qlojof 3far, v
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A7) A Fe A, R g A R & 7)ol A g 2] gk upet 2},
a-opdoln = EY (3}8h2] 2) & Ao Wl oz o= =1 ALsts sl2ry 388 RI-C(=0)- R £ sl == At
b dl ofmyolel ~E A (Strecker) HF-SAI7]aL, o)A 7] Ay AAHE a-ofr| U EL S Ft2EAN SR =
R3COCI #} o} 3} wh-2 A7) 0 2% A %38 4= 9)t},
At HA 23z 57140 BLAp71ak (o = E2h) o] A esitt.
GRS 2, P TE, EYS

53] nig A @ Felel Yol AR Fme] BA YY) M-54 SEAE AGHL @S, e, T2,
B 9 olaxad shmgol 4] BAo 55 A gt}

ool o @ wg e A s RDL R 7 ool A¥HE Ba UAsh §7 AFRAY Ei AF2 A4 39
g Yot 232 HPE A-S20lntEdE 9 (B84 D & Azshed g,

Ea RP o] Cpg 247191 4-SaolnthEels & (3804 1) & Alzshs Zo] vhgA s,

AA4 1
2-%8-1,3-tolRA AN 2 [4.4]=-2-0-4-& QFAS

(8t 1, R+ R? = -(CH,),-, R® = n-%9)

7t A %23 o &h-2 (15,15 TH%) T F3F5r4 4 9.39g (39 mE) & FF ek 28 g T N-(1-Aole=A Z2dE)
Aetoln = AN ESZ2HG2S ~2EHA FHAA 1-o| A S 2HBT2HUELD S &S §, 13} AEep =7} o}4 3}
AR 02 M A7, 3 85.7 %) 6.80 g (30 mE )oﬂ A7lepeint. 7] EFES AasA 50 C = /1EE 5, 4
7] &0l A 3.1 AIZE Eot wikekQlth o]oj A, o] AL 1 T & WZPA 7] AL, 11 ol A 1 AIZE Bk WA Z T FdE

=] 2

A ES st 95 H A7 olebs 10ml = xﬂ A8k 5 40 CT/24 mbar oA 7 2=A Z o},

T T AA 4.05¢g (58 %), & :98.3 % (HPLC).
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A 2

2-%dg-1,3-to 2T 2[4.4]E-2-2-4-& TG

A=Y

(884 1, R' + R? = ~(CHp),~, R® = n-%8)

N-(1-Alo}=A| S 23 E)H Ero}n] = t;;P 84.7 %) 6.88 g (30 mE) &9 ALdlA TR Fo| AsEL
16.7% &9 984 ¢ 45 m%E) ¥ AFx T2F2 11.71 g ¢ £3&] 70 C of| A 15 3 Aot IAE JA A H

A7) ZES 70 T oA F71E 1.7 A]?& Zol wukdt &1 C 2 WAA 7 aL, I 2 X041 A7 Zot WA AT o]

oA, A7 AAAES A Hsto], ASAH T A7t T2 RS 10 ml 2 A A 40 C/24 mbar oA 71ZA| Z T}

/\

:5.74 g (79 %), 3+ 1 95.4 % (K 24).

IR(KBr): V =1779 ;1642 ; 1517 cn™ !
'H NMR (DMSO-dg) © 6 = 13.64 (s,2H) ; 2.80 (m,2H) ; 1.7-2.0 (m,10H) ; 1.34 (m,2H) ; 0.91 (t,J=7.3Hz,3H).

"N NMR (DMSO-dg) : § = -211.8 ; -219.6 (7] &4 : opA| Eold @] =),
A4 3
2-F9-1,3-tolR 2T 2 [4.4]=-2-2A-4-2 dHI4E

A

(8t3t4] 1, R'+ R* = =(CHy), -, R® = n-4-8)

N-(1-Aot=A ZF2HAg)HAetoln = (3 84.7 %) 6.88 g (30 mE) & AAdlo|A, Ax o]lAZ2Y 458 273g 4
7k Azt ol axay dm8 F As5A 14.33% €9 9.92 g (39 mE) 1 Ao A] 44 A|7F HoF wkslgith A7) &
FES 1 C 2 YA F 2250 A 1/2 A3 S A AT JAHE A ES st dSATH A7 o] A2
29 4738 10m 2 AAT F 40 C/24 mbar oA AZA AT}

:3.04 g (44 %), = 1 99.7 % (HPLO).
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2-%9-1,3-t o} 2v 2 [4.4]E-2-d-4-2 QY

N-(1-Aol=AE2HE)Aetoln| = (33 84.7 %) 6.88 g (30 mE), AX HE2 16.66 g E 7 A %3 e = H3}
£ 14.13% €N 10.06 g (39 mE) & AAFlo| A, wntsldA FF5A (ddy ¢ 8 711 71ds & g5 257}
°F 100 C o] =g u g Eo] AAEAL} 87 (115 C) 2.9 A|7F Fof], A7) EFES 1 C & PZHA) 7] 3L, 1 L5

L 1
A1 A7 <k HJxl*l%lD}. AAE PAES o3sle], dSAH A7 Feh2 10m 2 AR S 3 40 T/24 mbar oA
A=A Z T

48 :4.93g (66 %), 3 : 92.7 % (HPLO).
A A4 5

2-opr| =-2-HE R G EL



5= 53%] 10-0490220

AP U EF 40.0 g B00 m=) & = 78 ml ol &3 ARtk A Aadtell A, 3 ehR o} =& 70 me(0.92 = NH,) <}
2=

Q
[
5118 m o EFE T 8t dEF 47.5 g (880 mE) &S Ao 7] Alekat BEF &N H7lslgit. oo A,
] T
)5

—~ J

FE2 51.8 g (714 mE) 3} wlghg (EAFA oA A2A7) 76 me o] E3HES 20 WA 25 C (& T8) oA 713
o} A7) BES 3RS A2 A] ¢ Ok 2 A2 EQF atslal, 60 C 2 7FEs & 1 2o A oF 1 AIZE FoF f-AA F T
Wz 2 Hbg S3ES UIFEEWE 200 ml 2 1 g, o]ojA] 100 ml & 2 3] FE3 . FAZN f714S S ER
20g o7 AxA7|a, st & yFEareto R 700 g SN0z SA Y 1 Ay A E SNS FT1e] AE gl

o], o} 5} wk-g-of Abg3lTh.

& 194 % (GO).
AN 6
N-(1-Alel=-1-vfd X2 G)Hgo}n| =

(3}8t2] 2, Rl = Et, R? = Me, R® = n-%-9)

Egogolnl 39.6 g (389 mE) & AAidtoA YEFRZ a2 el 2-ofu] m-2-1E Eg gl 350 g(A7] AA
o 5o A Az, Hf) 357 mE)ol] Ao HA e, 3 e =Y 47.9 g (389 mE) WA 25 T oNMd2h) 1 Al
7t ot @7}% 5, 1A (EdEdEy 2280l =)7F A =S E% A7bs dssigls W, 2 vhe EdES *‘QOM
F7FR 2 A ZE 2 wkslgln) oo, E 100 m & %7}6‘}04, JES AR F71748 IN 94100 m 2 & 100
nt = e 2 A, U ER 20g 08 A2A7 F nluo g BB 23t A 5E A7)

ﬂl]O m]o —{E

TE 29 50.2 g, T (GC) : 86 % (o] =7k2] 66 % ° ).

R(Z2): YV =3305;2230; 1656 ; 1535 cn” !

—

'H NMR (DMSO-dg) @ 6 = 8.13 (s,1H) ; 2.14 (t,J=7.3Hz,2H) ; 1.8 (m,2H) ; 1.52 (s,3H) ; 1.4-1.5 (m,2H) ; 1.29
(m,2H) ; 0.98 (t,J=7.3Hz,3H) ; 0.88 (t,J=7.2Hz,3H).

AR 7

2-Fe-4-od-4-vd-1H-o| "]t} =-5(4H)-2 I4+g4

(3le4 1, R1=Et, R = Me, R® =n-%8, A" =Cl)

71 AAe 6 2R C] N-(1-Alobe-1-md Z2ad)detolr] = 19.05 ¢ (90 m=) & Aidtel N, T243 5 95}
T4 16.7 % 8N 256 g (117 m= HCDH Z2HE (EAAGAA 71x2A17) 53.8 g o £3+&23 30 T oA 64 A+ &
oF Wkl A7) A E Bre Al gol o W o A FFEE Eol WAL AW AALS of7sle], AL

2}7be T2 10m 2 MAT 3 40 C/24 mbar oA 7 ZA| AT

F& WA AA 538 g (27 %), % (HPLC) : 99.5 %.
IR (KBr): V =1779 ;1638 ; 1519 cn™ !

'H NMR (DMSO-dg) : 6 = 13.71 (s,1H) ; 2.87 (m,2H) ; 1.7-1.8 (m,4H) : 1.43 (s,3H) ; 1.37 (m,2H) ; 0.92
(t,J=7.4Hz,3H) ; 0.83 (t,J=7.3Hz,3H).

>N NMR (DMSO-dg) : § = -215.4 ; -217.7.
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2-ot-2-Jd T2 EZ

AlSHAF B EE 40.0 g (800 m%) 3} &3} 5 F 47.5 g (880 mE) & A43loA] werS 196 ml o] AEAZA T} ©]of
A, oA B d| = 87 5¢ (714 m%) I WE-E (EAALANA HAZ2AF) 76 mfa 9] ESES A2 15 £7F X713kt
A7) HbS SRS A Lo A FIFR 1 A7 B iwkElal, 40 C & 7 3, 1 L 5o A 54 A7 B f- 1417 kS
22 C oA F712 2 L3 ankskich 4] A E L Ax A A f2 T3 (frit)S B o star, 1 oA S Ay
35 T oA 7] ]9 1 2 ¥ FAZ &, thA] A5} A7) o749 (¢F 100 g) < Holld oﬂEﬂE 400 g &= 61
AN &, ] g Bkt oo A, AetrA 114 g (1.1 B%) & A7) A E o2 Sdlx -4 g 70 &
A7bstar, vr2 A A E JAAAL A7) EFES YF AWM T T HAA F AS A Ve Oi*ﬂ

Ad=s Bt 1 AAES Holld olel= 50 me = Al E 5, & 100 ml ol &5]1/\]5&114 471 &< (pH = 2.5)
& A FAUEF S pH 8.7 2 24T 5, teld olE 2 3 X 100 m = FF330th 7] A olH= +5
25 PIHEF 20g o2 A2 §, gt s STAAT. 2 72 74 16 M= 2 3] A7 5, 1F st
A ADEZAA 5

£ :56.2 g, 32 (\HNMR) : 83 % (FHEH =S 7|F0 2 3 2k, o] 27k] 45 % of] 3.
IR (NaCl) : V =3378:3313 ;2224 en™!
"H NMR (CDCly) : § = 7.63-7.68 (m,2H) ; 7.30-7.43 (m,3H) ; 2.08 (s,2H) ; 1.74 (s,310).
AN 9
N-(1-Alol=-1-sdo &) Heto}r =
(3}3+2] 2, R' = Ph, R? = Me, R® = n-%49)

A3} ME- 46.1 g (375 mE) & AAdto)A 2-oln=-2-HI I 2 EY 558 g (A7) A 8 oA Az, o
0.34 3)3}, tZ=229E 280 g 9 Eﬂoﬂﬁ‘aom 38.1 g (375 m¥) o 12 WA 23 C oA (F7}) 55 &1 A7ek 5
aA (Egel gty SR gtol =)/t AAFUT. HIME g5 §, 1 vk EES AR A F7FE 2 AIF et wRk
skt ololA, & 100 mt & H7beka, HES TWV‘E} F7192 1N 921 100 nt o % 100 nt = el 2 A3k,
MU EF 20g o2 A2AZ & rpA o g2 E-1% 7 Fslel] 50 T oA FF A AT 1 7% 40.0 g (o] A A 51
Aol AAH 84.1 g) & v 5 olE opAlE|o] E/AZF 234 (70:30) 230 ml & A ZAAH3A A AA S, Aoz Yzha
T fY Z8E 58 oJnsta, AFE2FA 50w 2 Al 3E TS, 40 €/30 mbar ol A 7 2] Z Tk

N

w24 3171 g (A BB AAF 66.7 g o tHate] 9)4ka, ol £4ke] 84 % o A, ohv] U EDE 7]

IR (KBr) : ¥ =2228; 1657 ; 1539 cn”*

'H NMR (DMSO-dg) : 6 = 7.3-7.4 (m,5H) ; 7.03 (s,1H) ; 2.15 (t,J=7.6Hz,2H) ; 1.77 (s,3H) ; 1.55 (m,2H) ; 1.30
(m,2H) ; 0.89 (t,J=7.3Hz,3H).

A 10

2-He-4-ved-4-3d-1H-o| 9| }ZE-5(4H)-2 I4+<

(3}8t4] 1, R!=Ph, R2=Me, R®=n-5%8, A" =Cl")



F71 AN d 9 2HE ] N-(1-Alole-1-ddole)Ferolr| = 8.49 g (30 mE) & HAAF
15.5 % €9 9.2 g (30 m= HCD ¥} T 238 (BAA| A AxA7]) 333 g9 & J oA
2o A 34417 Sk ankslSiTh OMH o *M% Uo A golg A oA B te} 5ok
mbar oAl AXRAIA SHAZ T 1 A
NS Fe ZBE T3l ofFstar, 1o E*om £ OMIE 10ml = Aﬂm& 340 C/24 mbar ol A]

=

T M A 547 g, T (AT 198 % (o] 2442 67 % ol AT, ot =HERS VEo = 3 g,

IR (KBr) : ¥ =1787 ;1633 1517 cn”

'"H NMR (DMSO-dg) : 6 = 14.0 (s,2H) ; 7.3-7.6 (m,5H) ; 2.99 (t,J=7.5Hz,2H) ; 1.7-2.0 (m,2H) ; 1.85 (s,3H) ;

1.38 (m,2H) ; 0.93 (t,J=7.5Hz,3H).

"N NMR (DMSO-dy) : § = -213.5 ; =220.0.

¥
%0
kv

Pl 4-S 20l S el 98 AxE

o
olr

ol o g Wil o, w 7= o] ko] Ao, B 7t

(57) FT-2] W9

AT 1L
317] 8814 2 o AP a-obdollmED S gk, oehe, TRAS, P i o anmad 4] A
) of S A A MO B 3

A g3 3 skeA] HA (A%, A = 381H7] 4eld 9] )
g 3tA7] = As 5H R k= 817] 318H2 1 of] st 4-S o nvEElE 4o Az iy

[3}sh4] 1]

1
R NH R

NH A
0
[47] 2 T, R' 2 R* &= A2 588 0% C_, @7, Cyyg S, Cyy AEFRAAS oW e AY, C)_ -2,
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A
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