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"H NMR (CCly, 3, ppm): 0.85 (t, 3H,
Me), 1.29 (¢, 6H, 2 Me), 1.3 (m, 4H, C-CH,CH,-C), 1.8 (br.s, 1H, NH), 2,25 (m,
2H, N-CHb).
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0501-000-3,3-0000000-1,2-00000000000M01260 0 0O 350 36
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0 470 480 (1.0Torr)0 n®°, 1.47140 0 0160170 (U000 OD)OIR-00 000 (v ): 32
50cm. 10
0O7ND01-(2-0000000)-3,3-0000-1,2-0000000000MP-5)0000M"
01770 0 O O 36.50 37.50 O
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'H NMR: 1.22 && 1.37 (#iJi s, 6H, Mey), 1.85 (br.s., 1H,
NH), 2.68, 2.82 (#i/;j m., 2H, N-CH,), 2.96 (t, 2H, CH,Ph), 7.22 (m, 5H, Ph)
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'H NMR: 1.06 (d, 6H, Me, “J = 6.40), 1.17 (d, 6H, Me, “J = 6.40),
1.77 (m, 2H, CH, J = 6.40), 2.08 (2H, NH, *J = 6.30), 2.53 (d, 2H, CHy , J =
6.30); *C NMR: 19.77 (Me), 21.34 (Me), 57.58 (CMe), 60.40 (Cx ).
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00 M0 2170 0 O 0O 600 610 O
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'H NMR: 1.50 (m, 2H, < ZAFLLTISZAL M
4-CH, ), 1.65 (m, 8H, (CH,),), 2.65% 18 2.92 (Wi Ji m., 2H, N-CH,), 2.94 (t, 2H,
CH,Ph), 7.25 (m, 5H, Ph)
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OCH),), 4.05 (br. s. 1H, OH); *C NMR: 16.22 &K1} 26.15 (Me). 54.16 (N-CH),),
54.44 (CH,0), 55.78 (Cx ),

gooooao
oci1n)o1-GB-00oopooogoo)-s,3-0000d-1,2-000000D00DO0O0COOOM

+

0 1310 0 O 650 670 (1Torr)d np2°1.46850 IR-0 0 0 0 O (v )0 3200cm™t (NH), 3300

(OH)O
goooao

'HNMR: 1.21 &0 1.25 (@i s, 6H, Mey), 2.15 (m, 2H, C-CH,-C), 2.45 (m, 3H,
NCH, & T"NH), 3.50 (t, 2H, OCH,), 4.10 (br. s. 1H, OH).
0120 1--0 00000 oboo)-3-000-3-000-1,2-0000000O0O00O00OO

0O M*O 1450 0 0 600 620 (1Torr)0 np2°91.45800 IR-0 0O 0O O O (v )O 3200cm™* (NH), 3

300 (OH),:
ooooo

'HNMR: 1.15 (t, 3H, Me-C), 1.25 (s, 3H, Me-Cs ), 1.70 (g, 2H, CH,-C),
1.80 (s, 1H, NH), 2.10 (m, 2H, C-CH,-C), 2.50 (m, 2H, NCH,), 3.55 (t, 2H,
OCH,), 4.05 (br. s. 1H, OH).

O

13)01-(3-0000-3-0000000)-3,3-0000-1,2-00000000000
OM01710 00000000 IIR-0000 0 (v )0 3220cm™ 1 (NH)O
0ooo

O O

"H NMR: 1.21 %8 1.25 (i s,
6H, Me»),1.28 (t, 3H, Me-C), 1.80 (s, 1H, NH), 1.90 (m, 2H, C-CH,-C), 2.30 & T
2.70 (Wi} m, 2H, NCH,), 2.41 (m, 2H, CH,CO), 4.0 (q, 2H, CH,0).

014)01-(2-000000)-3-000-3-000000-1,2-000000000000
0 M*O 1300 O 0 900 (ATorr)d ng2°1.49000 IR-0 0 0 O O (v )0 2910, 2330cm™t (NH
O
O

NH:),
O0ogano

'H NMR: 0.92 (s, 3H, Me),1.24 (br.s. NH, 2 NH,), 2.00 (m, 2H, NCH>),
2.22 (m, 2H, CHy-Cg ), 2.46 (m, 2H, CH»-N).

015)01-(000000)-3,3-0000-1,2-00000000000000MY0 1020
0 530 550 (60Torr)0 ny2°1.42680
oooooao
016)01-(2-0000-2-000000)-3-0000-1,2-0000000000000
M*O 1730
017)01-(3-0000-3-0000000)-3-0000-1,2-0000000000000
O M*0O 1730
018)01-(4-0000-4-000000)3-0000-1,2-0000000000000
M*O 1870

0190 1-(6-0000-6-0000000)-3-0000-1,2-000000000000

O

O

O O
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M*O 2150
2000 1-(4-0 000 -4-000000)-83-000-1,2-00000000000000M"

1730
oooDao

O

21)03,3-0000-1-(3-000000)-1,2-00000000000000MT0 1430
22)1-(4-0 000 -4-000000)-3,3-0000000-1,2-00000000000
M*O 2260 O O 1150 /1Torr0 IR-0 0 0 O O (v )0 3222cm™ 1 (NH),

ggogao

'HNMR (8, ppm): 1.2 (t, 3H,
Me, *J = 7.5 Hz), 1.5.(m, 10H, (CH,)s), 1.87 (m, 2H, CH,CO, *J = 8.5 Hz), 2.3
(m, 3H, C-CH,-C + NCH, J = 8.5 Hz, Av = 88Hz), 2.7 (m, 1H, NCH, *J = 8.5
Hz, av = 88Hz)), 3.1 (s, 1H, NH), 4.1 (q, 2H, OCHy, °.J = 7.5 Hz). (MP-6)

023)01-(4-0000-4-000000)-3,3-0000-1,2-00000000000MT0
1860 O O 69.50 70,50 /1Torrd IR-0 0 O O O (v )O 3220cm™1 (NH),

O

I Ry |

i R |

I I o B |

oooOao

'H NMR (8, ppm): 1.2 (4,
3H, Me, °J = 8,23 Hz), 1.29% 1} 1.34 (2oms, 6H, 2 Me), 1.87 (m, 2H, C-CH,-C),
2.3% 08 2.6 (2o0m, AB, 2H, N-CH,, Av = 78Hz), 2.38 (m, 2H, CH,-CO), 3.62 (s,
1H, NH), 4.08 (q, 2H, OCH,, >J = 8,23 Hz). (MP-7)

24)0 4-{1,2-0 0 0000[2.5]0000-1-003}00000000M02040 00 O
1650 O IR-0 0 0 0 O (v )O 1585cm™1 (C007);

gagdgao

'H NMR (8, ppm): 1.45 (m, 10H, (CH,)s), 1.65
(m, 2H, C-CH,-C), 1.9 (t, 2H, CH,-CO), 2.2 % 182.52 (Wi /i m, AB, 2H, N-CH,).
(MP-8)

25)04-(3,3-0000000000-1-00)100000000MD01640 00 0 O 150
OIR-00 00O (v )J 1585em™1 (CO0™),

gaogao

gaoogao

'H NMR (8, ppm): 1,2 RT¥ 1,25 (2005, 6H,
290 Me), 1.62 (m, 2H, C-CH,-C), 1.9 (m, 2H, CH,CO), 2.22 BT} 2.42 (i /; m,
AB, 2H, N-CH,, Av = 61.44Hz). (MP-9)

O

26)03-{1,2-000000[2.5]0000-1-003}000-1-0000M01690 00

oooOao
oooDaOo

IR-0 0000 (v )3 1625cm™ 1 (NH),

"H NMR (8, ppm): 1.6 (m, 10H, (CH)s), 1.7 (m, 2H,
C-CH»-C), 2.48 U8 2.75 (#i/i m, AB, 2H, N-CH,), 2,85(m, 5H, CH,NH,, NH);
BC NMR ((3, ppm): 24.95, 25,10, 25.57, 20.02, 33.50 (CH, tf+ CHy)s, 39.13,
40.40, 50.38 (CH, @ pr. %), 61.45 (Cx ). (MP-10)
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027)0N-[3-(3,3-0000000000-1-00)0000]10000000MDO017100
O000COOIR-00000 (v )O 1620, 1650cm™* (NH),
ooooo

'H NMR (3, ppm): 1.3 BT} 1.38 (Wi s, 6H,
250 Me-C ), 1.7 (m, 2H, C-CH»-C), 1.85 (s, 1H, NH), 1.9 (s, 3H, MeCO), 2.38
& Or 2.65 (#idi m, 2H, AB, N-CH,, Av = 96.7 Hz), 3.28, 3.4 (#i} m, 2H, AB,
CON-CHy, av = 38.4 Hz), 6.5 (br.s, 1H, NHCO); *C NMR ((8, ppm): 17.10,
23.34,28.33,28.73, 38.21, 51.58 (Me R T*CH,), 57.22 (Cx ). (MP-11)

028)01-[3-(3,3-0 000000000 -1-00)0000]-4-000000000MO2
120 O O 1450 /1Torr0 IR-0 0 0 O O (v )O 1620cm™t (NH);
ogoooaod
'H NMR (8, ppm): 1.2 BT} 1.28 (Wit
s, 6H, two Me-Cs ), 1.6 (m, 4H, C-CH,-CH»-N), 2.1 (s, 3H, N-Me), 2.3 (br.s,£T
7k ); PC NMR ((8, ppm): 16.65, 26.52, 28.099 (3 Me), 45.84,
51.65, 52.93, 54.90, 56.25, 56.76, (& TCHy), 57.22 (Cx ). (MP-13)

Oo0ooao

29)0 [3-(3,3-0 000000000 -1-00)000]0000000O0M™D 15700
650 660 /1Torrd IR-0 0 O O O (v )O 1620cm™t (NH);

Oooao

O Oooo

'H NMR (8, ppm): 1.32 BT 1.38 (i) s,
6H, Me;C), 1.75 (m, 2H, C-CH,-C), 2.18 (s, 6H, NMey), 2.32 (m, 2H, N-CH)),
2.38 18 2.62 (ii/ m, AB, 2H, N -CH,, av = 69 Hz); *C NMR ((8, ppm):
17.06, 27.44, 28.15 (Me), 45.32, 51.65, 57.57 (CHz), 56.85 (Cs ). (MP-15)

O

30)0 (3-{1,2-0 00000 [2.5]0000-1-003}000)I0O000000MD252
DO0O0O0O0O00IR-00000 (v ) 1620cm™ L (NH);
0ooO

OO

'H NMR (8, ppm): 1.5 (m, 10H, (CHy)s), 1.7
(m, 2H, C-CH,-C), 1.8 (s, 1H, NH), 2.15 (s, 3H, N-Me), 2.35 (m, 9H, (CHy); +
NCH), 2.6 (m, 1H, NCH); *C NMR ((5, ppm): 24.72, 24.87, 25.36, 26.67, 27.81
( xvaxF1Ly ), 38.88 C-CH,-C, 45.59 (N-Me), 50.80, 53.01, 55.00, 56.59 (N-
CH,CH,-N),, 61.2 (Cs ). (MP-18)

031)01-[3-(4-00000000-1-00)I000]-1,2-000000[2.5]00000
MO 1970 000 O0C0C OO IR-00000 (v )O 1620cm™ L (NH);
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goooao
'H NMR (3, ppm): 1.5 (m,
Ry & xFLy ), 1.65 (m, 2H, C-CHy-C), 1.7 (s, 1H, NH), 2.13 (s, 6H, NMe,),
2.25 (m, 4H, N-(CH»), 2.32 BT 2.62 (#iJi m, AB, 2H, N -CH; aAv = 85 Hz);
PC NMR ((8, ppm): 24.79, 24.94, 25.42, 27.57, 27.87 ( <y &2 FL> ), 38.96
(C-CH»-C), 45.37 (NMey), 50.79, 57.69 (N-CHaz)2, 61.35 (Cx ). (MP-17)

0Ooo0o0oo

000000000000 00O0O00001-500000000

00 O0O0D0O0OCHN Analyzer Perkin-Elmer 24000 0 000 0000000000000
0000000000000 IIR0OO0O000 , cm )00 SPECORD-M820 0 0O O OO0
0000000000 ONMRO OO OO0 0Bruker AM-3000 0 0 0 O O O CDClg(8 , ppm)
00O OO0 O300MHzO 0000 OCDCh,0 00000 (7.27ppm)0 O O O (77.0ppm)0 O
000000000000 000O0000O0000O000000O00O0O0Finigan MAT INCO
S-500 0 0000000000000 0000000(LC)DD00DNDNDN0D0D0O0(Silu
fol Uv-254)0 0 000 O

0Doo0ooo

gomimooobor,2-00o0o00gboboog0ooobbooobDboo
i.00o0o0o0ooboboboooobilooboobooooan
gooooao

R1
YO +RANH, + HNOSOH ——=  NgX
R

H

Ax—A1

ooocooao
la) 0000 oOosomiDDO00O00OS3.5g@.06moHO0 0 OO0y -O00DO00ODOO0OO0ODO

0000 10.1g(0-.06mol)0 O TEA 30mI(0.15mol)0 0 -50 100 0 00D 0000000 O
0o00ooDoOoOo30o000ooDoooooDoe3 0o oOonoDnDDnD-0-00000 (HASA)8
g(0.07moH)0 0O -501000 000 00000DODOOOODODDOOoOOSODOO1.50000
Oo0ooooooOozo000o0b0ob0ooboo0ooobooboooooosoOosoendnOnOOnOano
OCoOO0O0O0O0oO0O0O0oDO0OOoOO0ODO0ObO0O0ODOMeOHD OO OOTEAD OO DO O0OOODOOCHSCH,
c3omiC 000000000000 O0ODODO0ODODODOOKCoz0ODDODOoOoOoOooDooDO
000000000000 00OoOs560000 69.5070.50 ATorr)ODIR-O0O0O00ODO (v )O3
220cm™t (NH), ;

Ooo0ooao

"H NMR (5, ppm): 1.2 (t, 3H, Me, 5] =823 Hz), 1.29 kot 1.34 (200 s, 6H, 2
Me), 1.87 (m, 2H, C-CH,-C), 2.3 kU 2.6 (200 m, AB, 2H, N-CH,, Av = 78Hz), 2.38
(m, 2H, CH,-CO), 3.62 (s, 1H, NH), 4.08 (q, 2H, OCH,, >J = 8,23 Hz).

0Ooo0o00oo

1b)0 MeOH 14mi0 0 2-0 0 0000000 0 3.79(0.03mo)0 0000 000 O O 10ml(O.
o7mo)0 000000000 OODO2.949(0.03mol)0 0 100 150 0 0 0 O O O O 950 HASA
3.4g(0.03mol)0 0 -150 100 0 0 0000000000000 O0OC0OO0O000O01.5000
00o0500506000000000000000000000000O00CHCI,O20ml
00000000000 00000000000K,C0,000000000000000
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DO000000@oved)J 0 0000000000000 1-(2-0000000)-3,3-00
00000-1,2-0000000000(CMO09MP-2)J000 740 00 0 600 610 O 0
00000
00000
"H NMR: 1.50 (m, 2H,
RYBRAF LY TS HF AL hhi-CH,y ), 1.65 (m, 8H, (CHy)yg), 2.65 % Tr2.92 (#ifi m,, 2H,
N-CH»), 2.94 (t, 2H, CH,Ph), 7.25 (m, 5H, Ph).
000000
2.0000000000000020000000
00000
3
R! R R'
N=0  +R-NH, +  H,NCI — - N,
R} N R

A¥—Ah2

O0oO0D0DD100mi00n-0000 00 (7.3g, O.1mol)0 00O OO OO O 2.99(0.05mol)0
0100 150 0 0 0O0N-00000000.300.4ND0O0.05mol0 0000000000 DO0ODO
000000000000 0n-00000000000000000D00O0A0O0K,Co,000
0000000000000 0DO0DO0O0O01-n-000-3,3-0000-1,2-00000000
00@OO02000000000000000e680 00054055 (20torr)0 ny2°1.4212
OIR-00000 (v )D 3220cm,”

ooooo

"H NMR (CCls, 8, ppm): 0.85 (t, 3H, Me), 1.29 (¢, 6H, 2 Me),
1.3 (m, 4H, C-CH,CH,-C), 1.8 (br.s, 1H, NH), 2,25 (m, 2H, N-CH,).

oooooao
3.0000000000000030000000
Oooooao
RS 1
R! R ! R
NR3 + HNOSOzH N§$7<R2
Ra H
AF—A3

0000000 DD (12.12g, 0.12mol)0 O O O O 950 HASAD O 7.12g(0.06mol)0 O MeOH(
6omDO 01,2-0 0@ 00000000000 )O0.03moDI0O0DDO-500000000
0000000000000 00-30000100000018020001200000000
ooO0oo00DO0oo0DO0oo0O0O00DO0o0DO0Do0D0Ooo0ool1, -0000000-3,3 -00@,2-00
0000000 o0) U080 O0DDDDO@D1O0O0D780 000 700
890 0 DD000DDOODDOS8.501.50CHCI;-MeOHO 00 DO 000 OO OO0 40
/1000 0000000000000 D0O0O0ODO0OO0OO0ODO0O0ODOODOIRD 745, 772, 824, 8
88, 960, 976, 1088, 1144, 1184, 1220, 1340, 1384, 1460,2936, 2952, 2076, 3064, 3
184cm~1;

O oOoooo
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ooooao
'H NMR:
1.06 (d, 6H, Me, >J = 6.40), 1.17 (d, 6H, Me, >J = 6.40), 1.77 (m, 2H, CH, *J = 6.40),
2.08 (2H, NH, *J = 6.30), 2.53 (d, 2H, CHg , *J = 6.30); *C NMR: 19.77 (Me),
21.34 (Me), 57.58 (CMe), 60.40 ( Cx ).

DoDoooo
40000000000000040000000
DoDooo
R3 1
R1 HE ! R
S=NR® + H,NCI N k2
Ry N
RF—h 4

D0O0O0O0100mIDON-0000O0O0000O (0-25mol)J 000 O0N-n-000000O0.25m0
ID0000O0O0ON-O000C0D000.300.4N000.25mol0 0000000000000
0000D0D000n-000000000000000D00000K,Co0,00000000
000000000000 000O0000O0O0O0O0O00001-n-000-3-n-0000 -1,
2-0000000000(C@O0O03)0000530000000000MY™Y 184000 700 73
0 (1.0Torr)0 00150 160 (D OO DO)DIR-00 000 (v )J 3235cm™ 10

000000
5.0000000000000050000000
0D0D0O0D
R3 1
R! P i R
S=NOSOX + R¥-NH, NT<Re
R» H

X=H, Alk, Ar, (NO,);CcHy COMes
AF—AS

5.)H)0000000o0o0D-0-000000000(.75g, 0O.03moHOI O OO DOOOODOADO
O (izoprpopylamine)3.49g(0.06moDO 0 0 00O 1OmMIDO DD OO ODODOOOODODO 200
g0 bood oD bbooooboDbooUoboDbooooooodd
gooobooooobooooooooobboo oo boooDbboboooDi1-000o
00-3,3-0000-1,2-0000000000(@OO1B)Y00o0o0O0s5600000000
530 550 (60Torr)0 ny2°1.42680

gooooao

5.2y dod0oiomi00o-0 00 0000O0O0D0O0ODOOOd (mesitoylacetonoxime) 4.4g(0.02m
oHO On-0000O0OSBmIo/05mo)D 000050000000 (refluse)J 00 OO 5ml
gooobObOO00oDoooooobbObob0oOooooooobDDbOb0DOoOoKCoz0Ooonoan
gooooooooboboboboboobobobOobObobobobOd1I-n-000-3,3-000O
0-1,2,-0 000000000 @OO20000820000000

Ooooao

020000070 NMR-00D0DODO0D0DDODO0O0O300009WMWNMR-ODODOODODO
gooooad

Ooooao

gimmooooodoooooboDbotooo0 oo oo o b oboo oD boDoboooboobooodd

O 0Ooooo
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ogoon
0o03.000000
Oo0ooooooooooImoooocesBL/000O0OD0OO0OODODODODOODOOO
OO0o0D0O0O(dbsx) 00000000 O0O0oO0OO0OO0DOCE@100)Ho
g
E“ .
\N; ‘R,
v 10
i 3 SEBHIRFRA] | %o* LD50
Lo L_]\lﬁrl)ﬁi Al , % 50,
, % mg'kg
1/3 LD50 1/13 LD50
1 R=Me, R’=H, R”’=Me, ok
Y=H 75 91 95 680
2 R=Me, R’= Me, ook o1 ok
R*'=n-Bu, Y=H 71 81 97 930
3 R=n-C6H13, R’=H, sk -
R*=n-Bu, Y=H 63 83 91 1000
4 R=Me, R’=Me, ok
R*=Me, Y=H 64 91 91 1380
L — ™ 20
5 R+R’=-(CH2)5-, - 5
R”=Me, Y=H 75 85 94 250
6 Rcha R’=MC, kok Hk ok
R =3 2m-C6H11, Y=H 2 72 78 360
7 (MP-5) R=Me, R’=Me, . - -
R’’=-CH2CH2Ph, Y=H 25 66 76 >70
8 R=1-4y-Fuen -1,2-
diazacyclopropan-3-yl, 39%* 60** 67** 200
R’=H, R”’=AY-Pr, Y=H
9 (MP-2) R+R’=-(CH2)5-, 5 ok sk
R*’=-CH2CH2Ph, Y=H 102 36 63 240
10 R=Me, R’=Me,
»’=-CH2CH20H, 98 36%* 69** 413 30
Y=H
11 R=Me, R’=Me,
R”’=-CH2CH2CH20H, 36%* T4k T5** 600
Y=H
12 R=Me, R’=Et,
R*’=-CH2CH2CH20H, 66** 65%* T6** 887
Y=H
13 R=Me, R’=Me,
R>’=- *ok k% *ok
CH2CH2C(O)OEt, 4 33 76 1410
Y=H
14 R=Me, R’=-CH2NH2, sk - ok 40
R*’=CH2CH2NH?2, 45 75 76 1000
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Y=H
15 R=Mge, R’=Me, - . -
R=4"-Pr, Y=H 50 80 87 880
16 R=n-Pr, R’=H,
R’=-CH2C(O)OEt, 75** T1** 80** 2200
Y=H
17 R=n-Pr, R’=H,
R”’=- *k *3k *ok
CH2CH2C(0O)OMe, 70 39 76 1880
Y=H
18 R=n-Pr, R’=H, Y=H,
R’ =- 45%* 39%* 59** 1925
CH2CH2CH2C(O)Me
19 R=n-Pr, R’=H, Y=H, - S
»=(CH2)5C(0)OMe 78 54 67 1400
20 R=Et, R’=H, Y=H,
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*t , n=10 72.3+6.77 18.74£2.37 13.6+1.83
MP-9, i/p, 50 mg/kg, n=10 82.3+7.24 22.1£2.59 9.9+0.69
MP-10, i/p, 50 mg/kg, n=10 78.7+5.53 18.9+2.82 13+£1.74
MP-11, i/p, 50 mg/kg, n=10 92.4+7.23 24.6+1.48* 13+1.45
MP-13, i/p, 50 mg/kg, n=10 01.1£3.41%* 28.3+2.44* 15.3+1.57
MP-15, i/p, 50 mg/kg, n=10 105.8+£6.25% 29.7+£2.07* 12.3+1.43
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