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I 25 RSV H A SR, ZRME IR S N 500ml K PTEE 0. 5 /i (AR FE AR e ), dh
JE S UEPE KRS (2X100ml) , 2R J5 I SR £ (900ml) H 45 &, T 15 5 15 51. 5g &t
HEmE, RO 3-[[[2-[[[4-[[[(CEE) ME]AE I TATE] XE]AE]FXR]-1-F
JE —1H- ZR9Fmkme —5- % T 3 ] (nibme —2- 28 ) 238 ] IR O IR, W%l 82. 1%, Je2Rali &
= 99 %, 'H-NMR K W1 4 if7s. 'H-NMR(CDC1,) 8§ :0.88(t,3H),1.20(t,3H), 1. 30-1. 32 (m,
6H) , 1. 55-1. 59 (m, 2H) , 2. 8 (t, 2H) , 3. 73 (s, 3H) , 4. 0-4. 1 (m,4H) , 4. 4 (¢, 2H) , 4. 5(d, 2H) ,
6.7(d,2H),6.9(d, 1H),7. 1 (t, 1H),7. 25-7. 26 (m, LH) , 7. 26 (dd, 1H) , 7. 31 (d, 1H) , 7. 33 (d,
1H),7.71(td, 1H),7.77(d, 2H) ,8. 4 (dq, LH) »

[0112] S5 BK 2% -

[0113]

Br

o NH, O
HN i~ Ao~ *
- + HN HC
N N7
H |
NS
(5)

\N/Q_(O
INESP o e
\/\/\/O\“/N\\(@ Q o\
(e} NH,

[0114]  FHEEULBIRIR, B N-(3- A OB EIE —4- P2t ) AR WE -N-(2- nibhe 3t ) -3- 22
IR L W5 B N- (3- Wl L Wh 2 2 —4- a2k ) R lE -N-(2-mibie ks ) -3- @ NIR LM B
el R OB BRI R S IR I R IR A [, BRI KT 82%, S 4l fE Y KT 99%,
ERLEE AN P LA il £ ik 7 o

[o115]  SEJfEfe) 4 | N-(3- R LWz 2k —4- H 22k ) K Ik -N-(2- nmibme 26 ) -3- 2 L N
M LM B - N R -N-[[-1- 3 —1H- 2R FFmkmp —2— SR 3L 1-5- Fie 3t 1-N-2- nibie
- ofE (R X IR (15) Ea9)

[0116] ¥ 4000ml & F% £ W5 (W IEH g PUEUWem (THF) . & %E (D)) \124. 5g
N-(3- MR a3k —4- EEE ) KPEE -N-(2- nhrg 3t ) -3- SIL T ER L FEHN NI,
INFAEATEAT RN, [N — R 4 S N 4 22 500m, & T+ —20 C A8 7% 1 4 Hh 8 4,
g PEUFHBEIR Ol - AwlE= 1 ¢ 1 FIRAEIEYESR 2X50ml), THE1S B- N
B -N-[[-1- B2 —1H- 28 JF BK me —2— R A3k 1-5- e ik 1-N-2- ML g 2k — &R 7hg, I
H 62. 3%, W2F A RE ok 97 %, 'H-NMR B 40 &l 5 iz, C-NMR B2 & 6 frzn. "H-NMR(CDC1,)
§ :1.2(t,3H),2.2(t,2H),3. 3(s,3H), 4. 08 (m, 2H) , 4. 4 (m, 2H) , 4. 6 (s, 2H) , 6. 7 (m, 1H) ,
7.16-7. 36 (m, 4H) , 7. 7 (m, 1H) , 8. 4 (m, 1H) » ""C-NMR (CDC1,) 8 :14.1,21.0,30.4,33.2,44. 6,
60.4,109.0,120.9,121.3,122.3,124.6,130. 4, 137. 3, 141. 2, 148. 9, 150. 4 (NCN) , 156. 1,
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170. 6 (C00) , 171. 6 (NCO) .

[0117]  ASZJHEM] M2k
[0118]

>—

N

|
[]:N
Br
@] oN ”_<O_ - )
] N
MRS MARS
[o119] T EUHE, B- NI -N-[[-1- F & -1H- 2K ok Mg —2- 5 1-5- i
= ]-N-2-MEmERE - SR B- NZ IR -N-[[-1- 2% —1H- 2R FFmkme —2— it /9 26 -5
J 1-N-2- e — P& RS R IR A AR R, BRI R T 62% 4l KT
97 % , PRIANFR IR B AR £ ok 72
[0120] St 5 5t B — TN & MR -N-[[-1- F & —1H- 28 JF ok mg —2—- yR 91 2% J-5- B
F 1-N-2-mkme L - ZfEHI% R 6) (AW
[0121] ¥ 1600ml £ JiE.44.4g BN & R -N-[[-1- B & —1H- %% JF ok mk —2- 3R H
J 1-5- PRIE I-N-2- MEmESE — LWE 17, 6g AR LR B 13. 8g kIR BB A e R, T
A 30°C RN 10 /N 5 [ B 45 A v A1 2 L I 2500m1 K YTHE 0. 5 /i (7E LIt 2
PR ) hUE s EEUFH K BES: (2X100ml) , T4 5 M LBR L HE (1000m1) FE 45 a4, PR T45
Ja13 46.5g 2\ (6) A&, B 3-[[[2-[[(4- AT ) 25 ] P 1-1- FE -1H- £ 5
WK -5 Jik ] BreFt ] (nibiE —2- 2 ) 24058 1 AR OB, IR 96. 5%, L 74l g = 98. 5%,
'H-NMR B4 3 Fioso
[0122] 25,30 (6) thEMA T E IR AL 5528 (1) tbE&9, X (D) hEms
AR IE QR R NATFRE L I#E N . 2D IR I8 TV HORERER 2, It LA SCA IR BRI
FEo
[0123] P A St 9] i) 5 22 B In A 15 1) I K
[0124]
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& Br N 2 Q
N
OﬂN/W \@\ /\OJ\/\NJ\@N\
+ NH, > |\N N\ HN~©—:N
>

(6)

O O
A"kmy\@[”\h "
> Ef;ﬂ \ HN-—< >——<NH
7

/

/\/\/\onc . OY©: N/>_H\,\I —©—<§ H_Z{o

~© N X

T XH

[0125]  TREULIHIZ, B B - WA N-[[-1- F&& —1H- ZKIFFRme -2- Z I 1-5- ¥k
5 J-N-2- b e 5L — P BFE B — N &R -N-[[-1- FI3E —LH- 2R mKme —2— it A 2 1-5- Bk
5 J-N-2- mbmE S - COEEHI% K (6) AR S BR R FREEAAH A, R EIKT 96 %,
2RISR T 98 %, IR AN FI iR AR 6 i A

[0126] <& jifi 5] 6 HH B — T8 2 B8 —N-[[-1- A 5 —1H- ZE I ok me —2— yR A1 3 1-5- %
S ]-N-2- nibme I — 28 BB 4 1k T B g

[0127] % 1200ml T4 Hi.46.2g B - N 2 B -N-[[-1- 1 & —1H- 2K Jf ok mk —2- J]
5 15— PRIE I-N-2- ke Ik - 4B 21, 4g X (5) A 5. 2g AL R 27. 6g TR ER BR LN
SV, AR 20°C [V 3 /N 5 i 845 ARG Fh9E 5 iU FH K SR (3X200m1) , 2R Ji5 n
NCIR BE (100ml) L5, T 513 57. 2g IS L InEERE, BY 3-[[[2-[[[4-[[[( 2%&ZE)
ek ] B ] MR PR ] R ] & ] FAR -1 T —1H- ZRHFmkme —5- 55 T 3REE 1 (it
W —2- 5 ) & ] AR CES, RN 91. 2%, 2F 4l = 99. 2%, "H-NMR Bl 4 fiw.
[0128]  ASZJtE 5 i £k -

[0129]
0 0
NH, O
(,Nm)kN/\)J\O/\ \NJ\O_/\/\/
Br /N N7 | + 0N *
« > HCI

(5)

O
e
N
H
R —— N\/k\N N— N_\_qo
\/\/\/O\H/N\ \ 7 O_\
O NH,

[o130] 7 LIRSS, B - &R N-[[-1- F 2k —1H- ZR IR M -2- G2 ] -5- K
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BE J-N-2-HEWEHE - MR B B - TNZIR -N-[[-1- 4k —1H- ZRJF Kk me -2 it F AL 15—k
BEJ-N-2- M e S - L PR EAR A LB ER I R B B BB A A, R KT
91. 2%, G A FE KT 99% , IR AT PR BRI % 1 7

18



CON 102633713 A W B B OB 1/6

EDEDen ; =
et i 5 F =
oono-

e -
WLy
wELy
EhE

. 3w |
: — L

)

o
T T
4.1

4.5

-
wk

=11 o

T r

e e

b N R

RO =

IQ#E:;} - —— B |
eave

19



CON 102633713 A W BB B M 2/6 T

LEyb—

20

hiES

Al

S5 FF—

Gl

T
{i]

geruE—

j

T
s

!
J

el

T
166

=
=

WL —

R
L i b=

1

BR(EE L —

160

170

I
180

- =
=

T
ik

K 2

20



CN 102633713 A

in M B M

3/6 1T

.

Kl 3

21

Elde

-

9.4

pLiN




CN 102633713 A

L I I i

4/6 T

B0 j

U0~

ey
L850

ER§H= ]
S _
LHEE
eBLE N, e o
BIRT-F o
et i
[T 13 ,__':\
VELPE "
P
i
g

K 4

22

Foed

EHEE
LS

erE

Feare

&R

i
3
=
=
Ebe]
-

&,

i

. 10

& B

A0

4,6 9.4

0.0

[

B



CN 102633713 A

i

R B

4

5/6 1T

P

EEE S,

FITI—=

SR

GREl—

£RETA,
Eeras

FRETS

Wity
EEE-

Lok
2T
DEFT=F
EFFY _
e

s

Kl 5

23

-

Fpivl
By |

67

=0

s 3t

[

0,5

i

it

i

]

3

3

4.4

4.6

]

o

i)

B



CON 102633713 A W BB B M 6/6 T

ol — L
-
T — :
-
R — - =
TR —
T — -
Lo
sy (R — =
TR~ r
W2
iz -
=
- =
ESUREL— L=
-5
BEFHEL— L 5
EOELEL—
L=
LT — ~
EEBEF) =~ =
gL~ B
BEF e — i
EL5DEik~—
FaELL T
£

Kl 6

24



