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MO BSRMEMNERZETHED E.
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OHHN
-\ 7\ i
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it

EAGHE{E : I B{E

78.94%, 78.9
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L&MW 1.1 -1.53 2 53 #7 #IR

la s Re & (mm ) |4 2 | HNMR (100 MHz, COCl,/TMS)
11 08 (, 7./ / i 3 =1.05 ('s", 12H), 1.18-1.63 (m, 4H), 2.60-2.80 (m, 2H), 2.55 (A of AB, 1H), 3.05 (B of AB,
CH,Cl, = 1/1) ! 1H), 3.90 (A of A'8", 1H), 4.05 (B' of A'B',1H), 6.70-7.32 (m, 4H) ppm.
12 | 04 (zmzm /| g |8 =098 (s OH), 0.86 (d, 3H), 1.04 (d, 31), 2.50 (A of AB, 1H), 2.88 (m, 1H), 2.95 (B of AB,
CH,Cl, = 1/1) 1H), 2.75 (A' of A'B’, 1H), 2.95 (B' ol A'B', 1H),  6.68-7,20 (m, 4H) ppm.
13 | 013 (7 Mz e/ | g |O =088 (d 6H), 1.00 (s 9H), 1.55-1.90 (m, 1H), 2.20-2.64 (m, 3H), 3.05 (B of AB, 1H), 3,10
CH,Cl, = 1/1 (brs, NH), 3.88 (A’ of A'B', 114), 4.05 (B’ of A'B', 1H), 6.73-7.33 (m, 4H) ppm.
14| 02(, e/ | g | ® =090 (d 6H), 1.00 (s, OH), 1.55-1.90 (m, 1H), 2.25-2.70 (m, 3H), 3.05 (B of AB, 1H), 3.85
CH,Cl, = 1/1) (A' of A'B’, 1H), 4.02 (B’ of A'B', 1H), 5.01 (s, 2H), 6.65-7.45 (m, BH) ppm.
15 1 012¢7, 7/ |y |© = 1:00 (s OH), 1.10 (5, OH), 2.88 (A of AB, 1H), 2.83 (B of AB, 1H), 3.80 (A" of A'B', TH),
CH,Cl, = 1/1) 3.96 (B’ of A'B', 1H), 4.98 (s, 2H), 6.70-7.50 (m, SH) ppm.
16 | 012(z, i/ | g |O=095(s OH) 0.97-1.08 (m, 6H), 2.53 (A of AB, 1H), 2.55-2.96 (m, 1H), 3.05 (B of AB, 1H),
CH,Cl, = 1/1) 3.78 (A’ of A'B', 1H), 3.85 (B’ of A'B', 1H), 4.95 (s, 2H), 6.68-7.43 (m, SH) ppm.
17 | 096 (7, 7z, M/ | 60°C | 8 =1.00 (s, OH), 1.05 (d; 3H), 1.10 (d, 3H), 2.56 (A of AB, 1H), 2.58-3.00 (m, 1H), 3.05 (B of
CH,Cl, = 1/1) AB, 1H), 3.88-4.08 (A'B', 2H), 6.75-7.38 (m, 3H) ppm.
18 | 0,20 (ZMmZ B/ | 93- |8 =100 (s, SH), 1.13 (s, OH), 2.63 (A of AB, 1H), 2.90 (B of AB, 1H), 3.90-4.08 (A'B’, 2H),
CH,Cl, = 1/1) 94°C | 6.78-7.40 (m, 3H) ppm.

FRFH KU Qa | T LA S

®

AMIERZ AR T A RIZE (CNS) F 4 4048 (210 X 297 24 )




A6
B6

e ittt B R W———— —— I (e _

(w1

ARG AR S e R )

ERRNE: e

)

9 (

.

5

WO ORC L (7 M) Y mi | "H-NMR (100 MHz, COCI,/TMS)
1.9 0,10 (GH,CY) 43- | & = 0.85 (d, 3H), 093 (d, 3H), 1.00 (s, 9H), 1.55-1.90 {m, 1H), 2.15-2.75 (m, 3H), 3.06 (B of
44°C | AB, 1H), 3.84-4,07 (A'B’, 2H), 6.76-7.38 (m, 3H) ppm.
110 | 0,20 (LELBE / " $ = 0.20-0.55 (m, 4H), 1.02 (s, 9H), 1.30 (s, 911), 2.06-2.33 (in, 1H), 2.70 (A of AB, 1H), 3.16 (B
OI&O_nW = ._\d ! of AB, 1H), 3.79 (A’ of A'B', 1H), 4.02 (B' of A'B’, 1H), 6.73-7.35 (m, 4H) ppm.
1.11 0,13 (CH,Cl,) i 8 = 0.94-1.05 (m, 3H), 1.01 (s, 9H), 1.20-1.55 (m, 4H), 1,14 (s, SH), 2.40-2.73 (m, 3H), 3.05 (B
k of AB, 1H), 3.84 (A’ of A'B’, 1H), 4.02 (B’ of A'B’, 1H), 6.70-7.35 (m, 4H) ppm.
112} 0,12 (ZAReZ .8 / | 45 | & = 1.01 (s, 9H), 1.04 (d, 3H), 1.13 (d, 3H), 1.33 (s, OH), 2.58 (A of AB, 1H), 2,63-3.00 (m, 1H),
CH,Cl, = 1/1) 46°C | 3.05 (B of AB, 1H), 3.83 (A’ of A’B’, 1H), 4.05 (B’ of A'B', 1H), 6.74-7,40 (m, 4H) ppm. N
113 | 0,47 ( LB / 3 = 0.98 (s, 9H), 1.33 (s, 9H), 2.64 (A of AB, 1H), 3.05 (B of AB, 1H), 3.86 (s, 2H), 3.92 (A’ of m
CH,CI, = 1/1) i A'B', 1H), 4.02 (B' of A'B', 1H), 6.70-7.38 (m, 9H) ppm.
1.14 0,16 (CH,Cl,) i & = 0.80-1.05 (m, 12H), 0.95 (s, 9H), 1.29 (s, 9H), 1.60-2,05 (m, 3H+NH), 2.55 (A of AB, 1H),
i 3.21 (B of AB, 1H), 3.93 (A’ of A'B’, 1H), 4.06 (B’ of A'B', 1H), 6.72-7.38 (m, 4H) ppm.
1.15 0,38 (CH,Cl,/ : i | = 073085 (m, 3H), 1.25 (s, OH), 1.26-1.48 (m, 4H), 2.46-2.70 (m, 2H), 3,01 (A of AB, 1H),
MeOH = 19/1) 3.28 (B of AB, 1H), 4,08 (s, 2H), 6.71-7.73 (m, 13H) ppm.
1.16 0,41 (CH,Cl,/ ip | & = 0.78-0.95 (m, 3H), 1.16-1.45 (m, 26H), 2.48-2.66 (m, 2H), 3.02 (A of AB, 1H), 3.28 (B of
MeOH = 19/1) AB, 1H), 4.07 (s, 2H), 6.75-7.70 (m, 13H) ppm.
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W RO (& m) & B | 'H-NMR (100 MHz, COCl,/TMS)
197 | R 116 (HReE ) | w R 116 (B ) .
1.18 0,52 (CH,Cl,/ " 8 = 0,75-1.91 (m, 20H), 0.95 (s, 9H), 2.42-2.76 (m, 3H), 3.04 (B of AB, 1H), 3.46 (brs, OH,
MeOH = 19/1) NH), 3.73-4,10 (m, 4H), 6.78 ('s", 4H) ppm. _
118 | 0,10 (Z B Z B/ | 52°C | & = 0.76-1.91 (m, 13H), 0.96 (s, 9H), 2,60 (A of AB, 1H), 3.06 (B of AB, 1H), 3.654.08 (m, 6H), [
CH,Cl, = 1/1) 6.81 ('s", 4H), 7.29 ('s", 5H) ppm. |
1.20 0,50 (LE/ 116°C | & = 0.80-1.94 (m, 18H), 1.01 (s, OH), 2.64-3.07 (m, 4H), 3.654.02 (m, 4H), 6.18-7,70 (m, SH), m
MeOH = 18/1) 8.58 (brs, NH) ppm. o
!
121 | 0,12(ZB & / = 0.78-1.91 (m, 13H), 0.96 (s, SH), 2.64 (A of AB, 1H), 3.02 (B of AB, 1H), 3.70-4,08 (m, o
CH,CI, = 1/1) M} 121), 6.71-6.86 (m, 7H) ppm.
1.22 0,20 (CH,Cl,/ " 3 = 0.76-2.70 (m, 18H), 0.85 (s, 3H), 2.95 (B of AB, 1H), 3.66-4,07 (m, 5H), 6.74 ('s", 4H),
Bt = 1/2) 7.02-7.30 (m, 10H) ppm.
~ 1.23 0,18 (CH,Cly/ d = 0.46-1.63 (m, 45H), 2.21-2.48 (m, 3H), 2.76 (B of AB, 1H), 3.10 (brs, NH), 3.48-3.88 (m,
- Bt =1/2) i 4H), 6,54 ('s", 4H) ppm.
,w 1.24 | 0,20 (ZFs Z.’6Y/ . b = 0.80-1.91 (m, 13H), 1.01 (s, OH), 1.15 (d, 6H), 2.78 (A of AB, 1H), 2.77-3,07 (m, 1H), 3.08
. nan CHyCly = 1/1); i (B of AB, 1H), 3.78-4.07 (m, 4H), 4.21 (brs, NH, OH), 6.83 ("s", 4H) ppm.
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MY R & (% W) |[¥B B | "H-NMR (100 MHz, COCl,/TMS)
125 | QA0 ({Z B &/ . 3 = 0.78-1.93 (m, 45H), 1.28 (s, 9H), 2.50-3.31 (m, 5H), 3.88 (A of AB, 1H), 4.05 (B of AB, 1H),
CH,CL, = 10/1) W 6.71-7.18 (m, 4H) ppm.
126 021 (Z B & / | 70°C | & = 0,96 (s, 9H), 1.18-1.95 (m, 10H), 2,28-2.54 (m, 1H), 2.62 (A of AB, 1H), 3.06 (B of AB, 1H),
- CH,Cl, = 1/1) 3.83 (s, 2H), 3.87 (A’ of A'B’, 1H), 4.06 (B' of A'B’, 1H), 6.70-7.41 (m, 8H) ppm.
127 | 021 (LB 8 / & = 1.00 (s, OH), 1.03 (d, 3H), 1,09 (d, 3H), 1.14-1.95 (m, 10H), 2.23-2,47 (m, 1H), 2.57 (A of
EIOH = 10/1) 7 | AB, 1H), 2.58-3.00 (m, 1H), 3.05 (B of AB, 1H), 3.13 (brs, NH), 3.81 (A’ of A'B’, 1H), 4.01 (B' of
A'B', 1H), 6.68-7.20 (m, 4H) ppm.
1.28 | 047 (Z B8 / | 1.28 | & = 074195 (m, 42H), 2,26-3.01 (m, 5H), 3.13 (brs, 1H), 3.85 (A of AB, 1H), 4.02 (B of AB, 4
EtOH = 10/1) (xHCI) | 1H), 6.70-7.18 (m, 4H) ppm. -
112°C
129 | 049 (Z Kz m./ | 63°C | 8 = 0.98 (s, 8H), 1.15-1.96 (m, 10H), 2.25-2,51 (m, 1H), 2,53-3.08 (m, 6H), 3.83 (A of AB, 1H),
EIOH = 10/1) 3.97 (B of AB, 1H), 6,55-7,37 (m, SH) ppm. _
~ 130 | 048 (7 B 7 & / " & = 0.82-1,98 (m, 17H), 0.98 (s, 9H), 2.22-2.50 (m, 1H), 2.52-2.73 (m, 3H), 3.03 (B of AB, 1H), ,
EtOH = 10/1) 3.40 (brs, NH, OH), 3.85 (A’ of A’B’, 1H), 4.04 (B' of A'B’, 1H), 8.73-7,22 (m, 4H) ppm. ;
~— } i
B 131 | OIS (ZE L& / ] 3 = 0.92-1.33 (m, 23H), 1.76-2.00 (m, 2H), 2.63 (A of AB, 1H), 2,70-3.01 (m, 1H), 3.17 (B of W
: m ‘MeQH = 3/1) L& AB, 1H), 3.83 (A’ of A'B’, 1H), 4.03 (B’ of A'B', 1H), 6.78-7.45 (m, BH) ppm. __
s U
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W RE (BE W) | B | H-NMR (100 z:N_ COCl,/TMS)
132 | 0,28 (zmo®m / = 0.81-0.92 ° a 3H), 1.00 (s, SH), 1.14-1.65 (m, 4H), 2.53 (A of AB, 1H), 2.54-2.70 {m, 1H),
BiR =1/1) h 3.03 (B of AB, #c 3.85 (A’ of A'B', 1H), 4.06 (B’ of A'B', 1H), 6.79-7.38 (m, SH) ppm.
133 | 040 (7 ;o 7, K / = 0.98 (s, 8H), 2.65 (A of AB, 1H), 3.07 (B of AB, 1H), 3.10 (brs, NH, OH), 3.88 (s, 2H), 3,91
B =1/1) T | (A" of A'B", 1H), 4.08 (B' of A'B', 1H), 6,75-7.40 (m, 14H) ppm.
134 | 012 (8 ./ . = 0.76-0.94 (m, 3H), 1.02 (s, 9H), 1.15-1.60 (m, 20H), 2.43-2.75 (m, 3H), 3.05 (B of AB, 1H), .
B = 1/3) W 387 (A’ of A'B', 1H), 4.05 (B of A'B’, 1H}, 6,78-7.40 (m, SH) ppm.
135 013 (B LK./ i = 0.81-0.96 (m, 6H), 1.08-2.05 (m, 45H), 2.52-2.74 (m, 3H), 2,95 (B of AB, 1H), 3.42 (brs,
. = 1/3) NH, OH), 3.75-4.07 (m, 4H), 6.80 ("s", 4H) ppm.
136 | 025 (7, /e 7.5 / . = 0.68 (s, 9H), 0.75-0.95 (m, 3H), 1,15-1.46 (m, 10H), 1.65 (s, 2H), 2.48-2,69 (m, 2H), 2.90
Bt =1/2) il (A of AB, 1H), 8,19 (B of AB, 1H), 4.00 (s, 2H), 6.70-7.56 (m, 8H) ppm.
187 | 010 (7, 7, g / = 0.70 (s, OH), 1.01 (d, 3H), 1.08 (d, 3H), 1.32 (s, 6H), 1.68 (s, 2H), 2,60-2.92 (m, 1H), 2.93
. =1/2) i (A of AB, 1H), 3.22 (B of AB, 1H), 3.96 (s, 2H), 6.68-7.63 (m, 8H) ppm.
138 020( 72z / = 0.64 (s, 9H), 0.89 (d, 6H), 0.98 (d, 6H), 1.30 (s, 6H), 1.69 (s, 2H), 2,55-2.99 (m, 2H), 2.93
- Bk =1/10) | (A of AB, 1H), 8.25 (B of AB, 1H), 3.82 (A’ of A’B", 1H), 3.98 (B' of A'B’, 1H), 5.35 (brs, OH),
N 6.70-7.81 (m, &H) ppm.
=T
s 1.39| 0,16 ( LBt 88/ i | ® = 066 (s, 9H), 0.66-0.98 (m, 2H), 1.05-1.40 (m, 18H), 1.65 (s, 2H), 1.66-1.91 (m, 2H), 2.64-
= ‘MeOH = 3/1) 2.82 (m, 1H), 2.03 (A of AB, 1H), 3.32 (B of AB, 1H), 4.03 (m, 2H), 6.66-7.60 (m, 8H) ppm.
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S| R g (& #) |WE % | "H-NMR (100 MHz, COCl3/TMS)
140 | 034 (Z B mE / i aup%abél%ﬁb?f%&ﬁ?ﬁﬁ?ﬁé?ﬁ?ﬁ&?&%;gwﬁaa
Eh =1/1) AB, 1H), 3.95 (A’ of A'B', 1H), 4.03 (B' of A'®', 1H), 6.70-7.55 (m, 8H) ppm.
( 141|018 (Z B8 / " 5 = 1.40-2.17 (m, 15H), 2.92 (A of AB, 1H), 3.19 (B of AB, 1H), 3.87-4.05 (m, 2H), 6.68-7.58
i EIOH = 20/1) \ (m, 8H) ppm.
142 | 0,15 (LB & / h & = 0.76-0.95 (m, 3H), 1.08-1.62 (m, 4H), 2.43-2.84 (m, 2H), 2.85 (A of AB, 1H), 3.22 (B of AB,
EtOH = 20/1) 1H), 3.88-4.10 (m, 2H), 6.53-7.63 (m, 8H) ppm.
1.43 | 0,14 AN Mom/ i | 8 = 1.02(d, 3H), 1.08 (d, 3H), 2.55-2.88 (m, 1H), 2.85 (A of AB, 1H), 3.23 (B of AB, 1H), 3.98
EIOH = 20/1) ('s", 2H), 6.65-7.58 (m, 8H) ppm. . :
144 | 019 (B L8 / n & = 0.85 (d, 6H), 1.01 (d, 6H), 2.62-3.03 (m, 2H), 2.82 (A of AB, 1H), 3.22 (B of AB, 1H), 3.85- ,ﬂ
Bk = 15/1) 4.02 (m, 2H), 6.75-7.58 (m, 8H) ppm. %
145 | 020 (7. B 7. 18 / o 3 = 1.05-1,42 (m, 22H), 2.35-2.65 (m, 1H), 2.94 (A of AB, 1H), 3.20 (B of AB, 1H), 3.87-4.02
Bz = 4/1) (m, 2H), 6.68-7.55 (m, BH) ppm.
i .
~ 146 | QM4 (Z B & / " 8 = 0.78-0.98 (m, 3H), 1.12-1.81 (m, 10H), 3.00 (A of AB, 1H), 3.27 (B of AB, 1H), 3.65-4.05
- B =1/1) (m, 12H), 6.78-7.65 (m, 12H) ppm.
,,qw 147 | 031 (7, B . B/ , 3 = 0.72 (s, 9H), 1.00 (s, BH), 1.32 (s, 6H), 1.50-2.13 (m, 15H), 1.68 (s, 2H), 2.65 (A of AB,
. __H gtz = 1/2) L 1H), 2.88 (B of AB, 1H), 3.83 (A’ of A'B', 1H), 3.96 (B' of A'8", 1H), 6.78-7.32 (m, 4H) ppm.
%
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g9 R (& ™) (¥ 2| 'HNMR (100 MHz, COCl,/TMS)

148 [ O (Z & / | g | =082 (5 9H), 0.98 (s, 0H), 1.32 (5, 6H), 1.88 (s, 2H), 262 (A of AB, 1H), 3,02 (B of AB,
B = 1/8) 1H), 3.88 {'s", 2H), 3.92 (A’ of A'B', 1H), 4.05 (B’ of A’B’, 1H), 6.68-7.37 {m, 7H) ppm.

149 | 08 (z gz /| & = 0.68 (s, 8H), 0.78-0.82 (m, 3H), 1.0Z (s, 8H), 1,10-1.52 (m, 2BH), 1.68 (s, 2H), 2.45-2,78
Bt = 1/2) (m, 3H, 3.02 (B of AB, 1H), 3.82 (A’ of AB', TH), 4,03 {B' of A'B', 1H), 6.68-7.32 (m, 4H) ppm.

150 | O15(Z M Z 8 / | 3 |8 =070 (s 8H), 0.98 (s, 8H), 1.27 (5, 6+1), 1.68 (5,.2H), 265 (A of AB, 1H), 3.02 (B of AB,
B =1/8) 1H), 3.73 (s, 2H), 3.82 (s, 3H), 3.83 (s, 3H), 3.86-4.06 (M, 2H), 6.68-7.27 (m, 7H) ppm.

151 | 0,13 (B 8 / wmo|®= 0.80-0.98 (m, 3H), 1.08-2.05 (m, 25H), 2.65 (A of AB, 1H), 2.88 (B of AB, 1H), 3.73-4.05
B = 1/3) (m, 6H), 6.78 ('s", 4H), 7.25 (*s", 5H) ppm. ‘

1.52 0,15 (CH,Cl,) | & = 0.78-1.00 {m, 6H), 1.10-2.05 (m, 29H), 2,48-2.65 (m, 3H), 2.96 (B of AB, 1H), 3.70-4.13 (m,

| 4n), 6.78 ('s", 4H) ppm.

153 | 021 (LB &/ , & = 0.73-0.95 (m, 6H), 1.05-1.92 (m, 30H), 2.47-2.55 (m, 2H), 3,00 (A of AB, 1H), 3. 27 (B of

B =1/2) W | Ag, 1H), 3.77-3.92 (m, 2H), 4,02 ('s", 2H), 6.73-7.63 (m, OH) ppm.
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MEBENHEAR, COSBAXEERB AR
EERUMO.5 (500nm) 2 HABBE 5 458 7
(blastocanidia) (E 200,/ 175) 2 BB HmEN 3 >
EHRES. NREANBZBAMBRES , M
a) 100MAMB 2 E®W (B2 H)

FG00M T W IR B E R
b) 100M 7 i& A
FO00M F @ BB P B

FHOERFRBBRR2IC TR E0HER, RS MK
HAMMEERBLE (Sabouraud® £ M 8 B EH . Lok
NaClz 5mM CaClzs ),

REBFREE2Z T RNTCT 58357 .

REFADT
L MEAAK BB E (RELARARELH) 288 (%

%) B
2B EH AR A RET E AN 2 B
(RERABSE M) .
HEEMNY BA R EAAREE R 8B

HEZ2AR, RBXAETHFERAZILEDEHBY Z®
B BEZNHEER KBS IF S (propranolol)o

EHMELXBE (ME (Pappu) A.S.% A, Biochen.
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Pharmacol. 34, 521-24, 1985)A B EF H 2 &, 859
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% B B B8 2 W # %

100
100
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100
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50 100
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1.24 100 100
50 100
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1.31 100 100
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10 100
5 7.7
1.34 100 100
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5 33.3
1 6.3
1.48 100 100
50 100
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Abstract of the disclosure
Substituted aminopropanes, processes for their
preparation, and their use
Compounds of the formula I
(RE) R(2)

R(3)

can be used for the treatment and for the prophylaxis of

fungal diseases. They are obtained by reacting II

Ix
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with III

(Hac)zs = CHz,

I

(O),

to give 1V %

v
A - X - CH, R(7)

and by reaction with a nucleophile M-NR(2)R(3)
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