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AZRXRFERE > BEFTEMBIILIbmbIe Ll

TR - EARGLARAEETEY -

TLC: IPC-## &k : & % -Et,0 50/50;

A% B Hh 48 B

R &% EMW-E N R MeOH-5% HCOOH;
BA % B 0 Hh4A BE X B = &R

Rf = 0.5

'"H NMR (300MHz; CDCls):

8 (ppm): 2.70 (t, 2H, J = 7.0 Hz, CH,NH,); 2.50 (t, 2H, J

= 7.0 Hz, CH,SCH3); 2.09 (s, 3H, CH,SCH;); 1.65 - 1.48

(m, 6H, CH,(CH,),CH, + CH,NH,)

'"H NMR (300MHz; D,0):

& (ppm): 2.64 (t, 2H, J = 7.0 Hz, CH,NH,); 2.57 (t, 2H, J

= 7.0 Hz, CH,SCH3); 2.11 (s, 3H, CH,SCH;); 1.68-1.47

(m, 4H, CH,(CH,),CH,)

'*C NMR (75MHz; CDClj):

o (ppm): 41.7; 34.1; 32.8; 26.5; 15.5

'>C NMR (75MHz: D,0);:

8 (ppm): 40.2; 33.2; 30.8; 25.8; 14.2

4R npt’ =1.4831

-20 -
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(K6 3: 4-FREAIHBR THRZIASA)

A 1798 22 4-FHRATH (1EE)3IALEHE
CHRERTY - MO HRALKLENRATHHE - B#
IS EFZZRLCEEZERBEUEAAUABRABKER - B & {4

Bl B KB MBS ELE OC R K o
Az B 1lgE2xBEIELE (AKP 35%) A 30 4

ENBEERBRBRI ZFHEBARE S °
—EAmERCARRENEDEHERLEH AL
N I T A N = S
BBLEFMZANSE 3 £ 2EHE3ARBEE
T AEBRBRHFE 200424 BRERLASY U E L6
BOE AR KRR 100 £ A 2 T BF R -
HEREBH X AFZFU SOC2zaEaE K A& GE
B o AWM 60 EA X =R F R IEAMEL U MgSO, & %
U XNAEESR BB
BfmEHF 1835 2 F B  PAEEXE 90%-
HEMG R TFTEMBI X L ® B EUE S EE
TLC: A M & MeOH-5% HCOOH;

X
%

B % Bl ®h 48 BE R P = BR

Rf = 0.45
'"H NMR (300MHz; CDCl;):
6 (ppm): 2.79 - 2.62 (m, 4H, -S(O)-CH,- + -CH,-NH,);
2.56 (s, 3H, CH,); 1.87 - 1.76 (m, 2H, -CH,-CH,-); 1,71 -
1.59 (m, 2H, -CH,-CH,-); 1.57 ( £ % » 2H, NH,)
'H NMR (300MHz; D,0):

221 -
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8 (ppm): 2.92 (m, 2H, -S(0)-CH,-); 2.70 (s, 3H, CH;);
2.68 (t, J = 7.0 Hz, 2H, -CH,-NH,); 1.83 - 1.72 (m, 2H,
-CH,-CH,-); 1.67 - 1.56 (m, 2H,-CH,-CH,-)
'*C NMR (75MHz; CDCl;):
8§ (ppm): 54.39 (-CH,-NH,); 41.56 (-S(O)- CH,-); 38.52
(CH;-); 32.56 (-CH,-CH,-NH;); 19.97 (-S(0)-CH,-CH,-)
'3C NMR (75MHz; D,0):
8 (ppm): 55.21; 42.81; 39.22; 33.29; 22.29.
4% np’’ =1.4855
(Kbl 4 BLRB%E5Z AR

#1839 2 4-F A EmBATH (1% &) K 200
EHZRARLEINIANRESZEY  RAEBILASHAETILH
#ORARELAT o

A 1l EEXLZCCHEBARERE Y #ma 10 %

T X _8iiba o Ao CS, B # H £ %48 %F% K #H
™% A F & -

HBE MR LR LEEREFREREF 30 4
4 0 2/ A E O0C -

RBEBEN 100 ZEH2EKLEH 099 22 F 4
MR TEAEAYNI O ENBERBRBE A -8%m
U AR ZFEHmDMAPH S0 H# 2 & KL BW 3IEF

% R o

REFRENTET A OOCHEBFHEHERER IS8 R4
g KBHERBLAEAETRERREFE 2
HREEILSGMWEBEZEARLRTRAALAGEY X A5

22 ~
g
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BYRE  RABERI0OEAZ LK F R MUK AEBE -
BEBRA AT RTTALB AR EZRERBEENGEH
XABHBEF  BmBEF 231 2888 -
ZREEMARXE LS E M E X H%E DMAP o & 4y #
AR M E R EBRARFRTHMNMME R F KB

ARz BFE B AEHE 100 2H 2 = £ F K R ik 478
o R A EFZERAL 200%F 4 2 INHCL A £ F 68
mWBEH -  AMEMH L BER KA R R T R ER—
BH#mUkf 2 ABAEURKFR U MgSO, & 8 - &% &
BHEXABESPHEHBR - BmEH 21.12 % 2 % &
(k) BB > B2 % 4 88% -

4 BEBZREBEEFRALKLA 79% € 4 & %N X B
THEEE R ERABBESO R BB R A EZR (F
%9 b B # 7-50%) e
TLC: & # #&: AcOEt-MeOH 9/1;

B OB B 48 BR

Rf = 0.3
'H NMR (300MHz; CDCl;):
8 (ppm): 3.60 (t, 2H, J = 6.1 Hz, -CH,NCS); 2.73 (m, 2H,
-S(0)-CH;-); 2.50 (s, 3H, CH3); 1.82 - 2.00 ( £ m - 4H,
-CH,-CH,-)
'C NMR (75MHz: CDCl3):
8(ppm):53.48(-CH,-NCS);44.62(-S(0)-CH;);38.71(CH;-8S
(0)-);28.97(-CH,-CH,-NCS);20.067(-S(0)- CH,-CH,-)
UV % # :

_23.
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Amax = 242 & £ o
¥4 R np’’ =1.3516
(RA&EH S BRBESESRUYD I- (T ABH@ELE) -4-
ARARATREMRES 24 4 )

ERTHY |2 4258 RTHT RS | 2 F 88

BulnBBEaRE nASAETrmBrziedd 1T
Ao meER) 4-BHABA TR -
1
SN e
b R R BB RBETRS 4 MEZFE OB Y

g (4- (T A meE) Ti) £Aomilbs &5 8
—REREZTEARATRERS R -~ LR AKRBLIZHNFIB
Wz A R AR BRE AT =SB RAEE — 5 B
CH;SNa st EtSNa 4 # @ # 413 -

#a4- (L EAEmBA) TERLEY A 1S E2
LR I0FEX_RILEFETRE £ R BEHR B
A E 0C  ZHHELSMWO099 ¢ 82 &5 B —
TE A2 3FEE%YZ DMAP Y L B A Kk - £ 8 5 £ 8
BX 2 0B ZHITHERENMNERE: BEBHHBB
REBRAER  HBH > AR EBHBHB - L BT R AL
RBZERARE  HAAEAHBERL FBz i k2
87% o

REZHBER (AHEBEAKR) & 87% -

TLC:

I

)
moW
SRS

¢+|
=
At

i

$~ (&
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B M & EtOAc-MeOH 90/10; 8 % #| : & 48 8 ;
Rf = 0.4
'H NMR (300MHz; CDCl,):
o (ppm): 3.57 (t, 2H, J = 6.2 Hz, CH,;NCS); 2.68 (m, 4H,
CH,-(S=0)-CH;); 1.91 (m, 4H, -CH,-CH,-); 1.32 (t, 2H, J
= 7.5 Hz, CH;CH,-(S=0)-)
'*C NMR (75MHz; CDCl;):
6 (ppm): 50.44; 45.79; 44.57; 28.98; 20.07; 6.69
BB 44°C
UV % # :
Amax = 245 F& 3K
(K#%EH 6 BRBEOBRMUD(I-EHAHERETRADS R
A ) RRA A& X4 R)

ERFTHS 12 4258 BRTHRBET®RG 12
TR EBRBUANLHEERYE  MmEZFZETFHE TS
M (4-BHi R A TADRE8A) ¥

I
o

b R BB AR B AR X RBRE ko YRR
((4-X AT mEBA) TR) A —Hfitn R EREHK -8 =
T@‘éﬁ&T}i/@rﬁaé\ﬁi°%ZH§47%4RR€¢I:?}—%'J}5)T#%5£1€\
R R EBEEE AT ZESE o BEY — % %Y CHSNa
PhSNa & # m % 1%

#A- (REBEm#BA) TRALETAE I & E 2=

by

- 25 - \
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LHBEI0FEXZ_HULEHFLETRE - ERERERLS
N E 0C  ZHHEAMW 099 % B2 E8 @ — % =
TE AR 3FZF%Y2 DMAP Y LB ik - £ 8 3 £:8 R
X 2B XHETHERENET RE: BEBBHR - &
RBERABR B RBAEB B - A EZ KRB IFEF
FEEHZ ERABE  EERA 96%-

RBEZHEER (BIEBRASR) B 57% -
TLC:
A R EtOAc-% & 2/1; BA % #: #4488 ; Rf=0.2
'H NMR (300MHz; CDCl;):
8 (ppm): 7.47 - 7.61 (m, SH, Ph); 3.51 (m, 2H, CH,NCS);
2.79 (m, 2H, CH,SPh); 1.84 (m, 4H, -CH,CH,)
'3C NMR (75MHz; CDCl;);
& (ppm): 143.30; 131.01; 129.22; 123.81; 55.79; 44.48;
28.82; 19.40
UV 5% 3#:
Amax = 241 & XK
(KREH 7 X HEH 6 MBI Z(4-AHABRATASD
REBA) RAAR13-R (4- XX @A) TRABK)

FERG 6 2 (4-BR Al A TASHEBER) 8
WHEAKZRREBTY RAEKLASHE R B £ LB E %5
24 B} - AEBBREBZEBRRERR A YUY BE K F
# 4 1t (CH,Cl1,/MeOH) B M # 45 3 b W X 2 5 gk > & %
%A 94% B B A F A o

-26 -
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O O
il )J\ Il
S\/\/\N N/\/\/S
H H
TLC:

A M & CH,Cl,-MeOH 9/1; 8 % #| © & 48 & ;
Rf =0.7
'"H NMR (300MHz; CDCl;):
8 (ppm): 7.49 - 7.60 (m, 10H, Ph); 6.78 ( & 4 » 2H,
-NH- ) : 3.49 (m, 4H, -CH,NH-); 2.80 (m, 4H,
-CH,(S=0)-); 1.65 - 1.85 (m, 8H, -CH,-CH,-CH,-CH,)
'3C NMR (75MHz; CDCl,):
o (ppm): 143.47; 131.13; 129.31; 123.87; 56.37; 43.47;
27.97; 19.82
UV % # :
Amax = 243 & K
(R#&E# 8: BRHASKE: RARSE 5-FAZH &L K
B Z A A )

EREFTHE 12 4L B THETHRB 12 4-8T

Z)

B AR BERYE > nEBSS TrRAmBT2itbdy: B
5-

E;ﬁ%ﬂé& EF' ﬁzﬁﬁﬂi fk(‘@a-
I
AN NES

RS R BREGKRBAEAEZIHAEE T BYHE
B ((S-FRAERBA) XB) A _Hibts R E 8 8 - %
TEAFETRE® AR - ZBRALKRBILELANMB K2

1l
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P>
=

MABREBOA=BSHR EREEUAALRZADARE D

g o

s
AN

#(S-FREZmEBE) XN ZEFTAE | £ 82 =
LEAE IO EX _HILEGFATRE - AREHKBRA
M E OC Z2HBHESMWO099 ¢ T2 E5#f — % =

|

TEHE 3 FZF%2 DMAP W LB AR - A8 3 8 8 K

X2 IHZIHETHERENCERE: BAEBBBR © L&

REBEBERFR MK ARBEABSH  HESZRAAELE 6

REEZ B RBE WP B ERA 88%-
REZHBERE (BIFEEAR) B 86%-

TLC: 5 # & ' EtOAc-MeOH 90/10; & % #| : &% 48 & ;

Rf = 0.3

'"H NMR (300MHz; CDCl;):

o (ppm): 3.51 (t, 2H, J = 6.4 Hz, -CH,CN); 2.661 (m, 2H,

-CH,(S=0)-; 2.53 (s, 3H, CH;-(8S=0)-); 1.51 - 1.61 (m,

4H, -CH,CH,CH,-); 1.67 - 1.83 (m, 2H, -CH,CH,CH,-)

'>C NMR (75MHz; CDCl;):

8 (ppm): 54.03; 44.57; 38.52; 29.40; 25.66; 21.77

& R np®®=1.5518

UV % # :

Amax = 245 & %

(KEH 9 13-R(4-FR IR BE)DTAABEZ AR
A A4 R X AT R A BB OB ABE(L L E)

BN IO EA XA FR AENERFRBI; ¢ & 4

EENRBEBEEN AT EH 4782 4-F A D sp i A

- 28 -
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T (1.1 E€) RA40EH 2 =8 F % -

RS MERELEHEDLHF 1 IH o KL ARG K
AR BTITRBBBR  ZRABARLLSIYEN AT B2
AT R MBS BRTER - BE H S E RS E S &K
BRERBU LB RERTEF R X B LR o BB ES
7.6 nzaEHm K BPAEFESH 9% -

TLC: & 4 #& ° CH,Cl,-MeOH 8/2;

B B Hi4B B R H =&

Rf = 0.45

'H NMR (300MHz; CDCl3):

6 (ppm): 6.91C & s, 2H, -NH-); 3.54 (m, 4H, -CH,-NH-);
2.74 (t, J = 7.2 Hz, 4H, -S(O)-CH,-); 2.57 (s, 6H,
CH;-S(0)-); 1.70 - 1.87 (m, 8H, -CH,-CH,-)

'>C NMR (75MHz; CDCl;):

8 (ppm): 182.51; 53.60; 43.32; 38.49; 28.09; 19.98

UV % 3 :

Amax = 239 & K

W E o 89T

(K& 10: N-(4-FREZHBE) TARR-1-BLRK &
B2 4 B )

N-(4-F RS mBA) TARR-1-F K8 ®K4LES
1l T EIRNTREB A MEBHHRRABEESTAT £ =
AFR - VTIEZEZLREPmHABDAR L IERLR - £ K
B RERBRAE REBHABRLE SR ABE EE
B BRZEBERBARKADMBEBEET RS ® - #%B%iﬂ"a‘lﬁ%@éi@‘é
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BEeEZLRETHBHOEER B I90% -

'"H NMR (300MHz; CDCl;):

o (ppm): 6.16( & % » 1H, -NH-); 3.75(t,J] =5.3 Hz, 4H,
-CH,-N-CH, % = ) ; 3.70 (m, 2H, -CH,-NH-C(S)-); 2.73
(t, J = 7.4 Hz, 2H, -CH,-S(0)-); 2.54 (s, 3H, CH;-S(0)-);
1.75 - 1.88 (m, 4H, -CH,-CH,-); 1.67 - 1.51 ( m, 6H,
-CH,-CH,-CH,-% % )

'>C NMR (75MHz; CDCl;):

8 (ppm): 180.94; 53.36; 48.74; 44.94; 38.55; 28.00; 25.39;

24.20; 19.73

UV % 3% :

Amax = 218 B 242 & ¥
% g 92T

(K#EH 11 4-F A-N-(4-F A S8 A ) T A% H#-1-
B XA AR

4-F K -N-(4-F A sp s A ) T AR A -1-88 K 8 5%

e |l TEXINETRG 4 REFTHRAKERA
Fr 2R 1.1 E 2RI PBBEHR 1 /)G @A
Ao ERBERFTHE BB AL - REBHHBRAY B E W
EHEBRARAFH AR AREBRASZIELT R
Wy E R B 97% -

4-F A-N-(4-F R Em8BA) THARHA-1- KB E
B E AT X

=30 -
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'H NMR (300MHz; CDCl;):

8 (ppm): 6.24( £ % - 1H, -NH-); 3.84(t,J =4.9 Hz, 4H,
-CH,-N-CH,-3% ); 3.74 (m, 2H, -CH,-NH-C(S)-); 2.75 (t,

J=7.0Hz, 2H, -CH,S(0)-); 2.57 (s, 3H, CH;-S(0)-); 2.43
(t,J=5.1Hz, 4H, -CH,-N(Me)-CH,-% ) ; 2.30 (s, 3H
CH;-N % ) ; 1.93 - 1.83 (m, 4H, -CH,-CH,-)

'>C NMR (75MHz; CDCl;):

o (ppm): 181.91; 54.45; 52.99; 47.30; 45.79; 45.03; 38.61;

27.67; 19.79
UV % 3 :
Amax = 217 B 242 & %

A oA-F EA-N-(4-F A S a8 A) TEA%HA-1-50 4%
B A LB LEBERE/AEEAAMNY ATHEBFRER A
72C 2 B 1t & 4 -

(& 12 N-(4-FEA SR EBE) TABSH-4-BL K &
Bz AR )

N-(4-F R EmeA) TABHN-4-57 K 8 i 142 £ &
£l EEXINERY AR TR ABBEEALET » £ =
ARFR LI EZHEHR I WHRBDRA L SAEFTESKR - £ K
& REFEBAR RBLBAKLEIALE 6B R
HRBE B E®EBERSD BB L® B S
RET B EE B 95% -

!

)

‘:& O
N
ED

b
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'H NMR (300MHz; CDCl;):

 (ppm): 6.46 ( £ % » 1H, -NH-) ; 3.83-3.69 (m, 10H,
-CH,-N-CH;,-% + -CH,-O-CH,-% + -CH,-NH-) ; 2.76 (t,
J = 7.0 Hz, 2H, -CH,-S(0)-); 2.57 (s, 3H, CH3-S(0)-);
1.96 - 1.81 (m, 4H, -CH,-CH,-)

'3C NMR (75MHz; CDCl;):

O (ppm): 182.43; 66.22; 52.84; 47.55; 44.97; 38.61; 27.49;

19.76

UV % # :

Amax = 218 B 242 & 5
% B 101T

(K#EH 13: 1- (1-¥F Bk R-4-% ) 3-4-(F R = % &
2) THEHBZAR)

I-(1-F K okg-4-% ) 34 (FRAZmEmA) TA®
Wt a i 1§22 ERMNIMEBSHOERBEE G L
FTra2R TR LI EEFZ2FEARRF OB TR 1) F
Mmeam:: EREEREREBN AR BB BABUYB
BArEED U ARLEFETHZE  HRAAREPEIL > B
MR RBEBASLRAST BRGEFE A 93%-

'"H NMR (300MHz; CDCl;):

5 (ppm): 6.65( & %> 1H, -NH-); 6.34( & % >1H, -NH-);

4.06( £ %> 1H, -NH-CH-); 3.56( & % >2H, -CH,-NH-);

3.48 (s, 2H, -CH,-ph); 2.71 - 2.82 ( m, 4H, -CH,-S(0)- +
% % 3 ) 5 2.58 (s, 3H, CH3-S(0)-); 2.18 - 1.42 (4 14 %
% % g, 10H, -CH,-CH,- +9% @ & )

-32- ‘
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'>C NMR (75MHz; CDCl,):
8 (ppm): 181.33; 138.16; 129.07; 128.15; 126.97; 63.00;
53.48; 52.11; 51.04; 43.41; 38.55; 32.04; 28.00; 20.13

UV % # :
Amax = 243 & K
BB 120

(KHEHF 14 BRBEERLEOBAAEDZASR)

o

HAETRDS 4 A EBFIRABEAENEKLE -4
ARTHERAATLE X4 > BAASYH O ALNE L&

- RAEEBHRAAL ST B EBB - LB FHHE
LM RERANERBLARB AR LB £ F
# 84% -

'"H NMR (300MHz; CDCl;):

%o F] sulforamate: £ A B 2] 0 F 5 % 2 # % (66%/33%) -
4- (P A D mE8A) TABAR ?&OL%-

6 (ppm): 6.65( & % » 1H, -NH-) ; 4.45 (q, J=7.1 Hz, 2H,
-0-CH,-CH3); 3.60 (q, J = 6.6 Hz, 2H, CH,-NH-C(S)-);
2.75 (m, 2H, -CH,-S(0)-); 2.57 (s, 3H, -CH;-S(0)-); 1.86
- 1.79 (m, 4H, -CH,-CH,-); 1.29 (t, J = 7.1 Hz, 3H,
CH;-CH,-0-)

b2 L% RMEY:

o (ppm): 7.10C & % » 1H, -NH-): 4.53 (q,J=7.1 Hz, 2H,
-0-CH,-CH3); 3.31 (q, J = 6.5 Hz, 2H, CH,-NH-C(S)-);
2.72 (m, 2H, -CH,-S(0)-); 2,57 (s, 3H, -CH;-S(0)-); 1.80

-33- R
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- 1.70 (m, 4H, -CH,-CH,-); 1.35 (t, J = 7.1 Hz, 3H,
CH;-CH,-0-)

>C NMR (75MHz; CDCl;):

8 (ppm): 190.57; 66.22; 53.66; 44.15; 38.55; 28.22; 19.82;

14.20
UV 5 3 :

Amax = 242 % 3k

% 58T

(K®bl 15 B R BSR4 )

#1TT R 2T nb 4mBEFSRmami(l tg)
BISEAZ R FTRIARER Y K% £ & THRAH
M R R T e

BEN2SEHZ R TR 1.6% F2M A %P 8t

ERERBRRBYT Y R ETEREF (£ 2059481 ) 14
ANRESRFT - ZHhmbhit R TR RBEE (B -8
HRABER-A-(FRAEBA) TRXEHR AL 4-F A 5 &
A THE) 2 K% -

EERBEHEAHELET 2085 - ARG & THK -
BB R X & R R BB A S E-20C 0 B A B
BE4H&F 108 K1k #iTHBIE -

AR R AR E B NMR 4 4F - % B 8 44 4 4 MCPBA
Z W EH o MBEERGELAACEDAR — LB B2 FE
OB B ORBR AR BL BE -

HEMUKRDY EX NaHCO; 8 fo i R 7 % U 8B B %
FER > AREZUBBEWN > HHiksAB CH,Cl, 100% %K %

%

oo
oo

)
@
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AcOEtT 100% -
A EB AR R ER 12T L 2B LB FE KRB
E R A 66% -
TLC: & # &' AcOEt 100%;
B OB H: 4B BE
Rf=0.5
'"H NMR (300MHz; CDCl;):

§ (ppm): 3.61 (t, 2H, -CH,-NCS); 3.07 (t, 2H,
-S(0),-CH,); 2.94 (s, 3H, CH;-S(0);-); 2.07 - 1.85 (m,

4H, -CH,-CH,-)
'3C NMR (75MHz; CDCl;):
O (ppm): 53.63; 44.44; 40.74; 28.55; 19.79

UV & # :
Amax = 245 & 3K
% E: 58T

(RAEH 16: 38 ATKEH 15 A S ELALE
EARAMIE: N- (4-FRA S8 RA) TR B o%k-4-8 K &

AEmEBEBA) TRENEF =

2 EELBHEHRORBETYT KB B LA HE
REBEERLBESST | 08 - AR BB ZIH BARE
EHMUA LB LEBEE &M B OHESFRLESG G EE 2
BB B E B 9O2%EAE T K -
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S
0 0
/\\S//\/\/\ /u\
N N/\j
H 0

TLC:

& # &k EtOAc, B ¥ B : #i8,; Rf=0.3

'H NMR (300MHz; DMSO):

o (ppm): 7.73 ( & % > 1H, -NH-) ; 3.73 (m, 4H,
-CH,-0-CH;-); 3.57 (m, 4H, CH,-N-CH,-); 3.53 (m, 2H,
-CH,-NH-C(=S)-); 3.12 (m, 2H, -CH,-(S0,)-); 2.94 (s, 3H,
CH;-(S0,); 1.66 (m, 4H, -CH,CH,CH,CH,-)

'>C NMR (75MHz; DMSO):

o (ppm): 181.70; 65.58; 53.14; 47.45; 44.45; 27.24: 19.28
W e 126

UV % #

Amax = 221 & 3k R 242 & %

(R#®EH 17 &R BB 1,3-8% (5-ERE) B2
4 )

HOO-ERABRAT-2-MENAAKZIRBES T K% B
R eME R BB R % 24 0 A BB E R 2B
R REEM U B R K E & (CH,CL,/MeOH) 4, 16 - 40 3t
ER A B LR A HBK EE B 2% EHF T X -

TLC:

_36- ,
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B M & - CH,Cl,-MeOH 40/1; % % # : &% 48 8 ;
Rf = 0.3

'H NMR (300MHz; CDCl;):

5 (ppm): 6.10 ( £ % > 2H, -NH-) ; 3.44 ( £ & > 4H,
-CH,;NH-) : 2.50 (m, 4H, CH,-(C=0)-); 2.15 (s, 6H,
CH;-(C=0)-); 1.61 (m, 8H, -CH,-CH,-)

'*C NMR (75MHz; CDCl;):

6 (ppm): 209.00; 181.55; 43.86; 42.80 . 30.00; 28.21;
20.34

BB 53C

UV % #:

Amax= 242 & K

(KAEH 18 & A AMBK: 1- (4- (FAIHEBE) TA
3-(5-ARTE) BBERZTAR)

HO-EHR ABMAT-2- F A R F %l 2%
4-F K 2 iR T (£FT%6 3 Sz 866 8
ZEAE ) MRESBY >  REB RSO AL L LS
BEF 3T EBRERZHK O BRRKEEH A B
# % 4 (CH,Cl,/MeOH) 4 1b o 4o st 2 43 & B % % & 35 04 2
BB Rk B R A T4% o

0]

o
o
A

x@x?ﬂ

TLC:
B # &+ CH,Cl1,-MeOH 9/1; 8 % # : # 48 ; Rf=0.5

-37 -
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'"H NMR (300MHz; CDCl;):

6 (ppm): 6.67 ( £ % > 2H, -NH-) ; 3.55 (2H, -CH,-NH-);
3.44 (2H, -CH,-NH-); 2.75 (t, 2H, J = 7.2 Hz, -CH,
(S=0)-); 2.59 (s, 3H, -CH;(S=0)-); 2.48 (t, 2H, J = 6.6 Hz,
-CH,(C=0)-); 2.48 (s, 3H, -CH;(C=0)-); 1.75 & 1.57 (m,
8H, -CH,-CH,-)

'>C NMR (75MHz; CDCl;):

o (ppm): 209.02; 182.12; 53.51; 43.87; 43.44; 42.87;
38.55; 30.01; 28.34; 28.00; 20.55; 20.07

UV & #:

Amax = 242 & K

(Kb 19: 2 6-EHRRKAEC2-FARRBAL: @S
B B RE )

FO-ERABRACT-2-BMENAF A FRE 1.2 %
ZHhEORBERYFY  KREBKRLASAHE R AL LEE $H
L /ey - A BRERNZH] BEREAEAD A BE W4
# (CH,Cl,/MeOH) % 1t - B M # 4% & A& %5 8 2 4 21 Bf
2 % 93%H B K F A -

MNJ\,O

m\m

aF

wR

o

H

TLC:
% # & ¢ CH,Cl,-MeOH 40/1; 8 % & : & 48 & ;
Rf = 0.5

'H NMR (300MHz; CDCl,):

_38- :
oy
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o (ppm): 5.88 C £ % » 1H, -NH-) ; 3.80 (m, 4H, N-CH,);
3.63 (m, 2H, CH,NH-); 2.51 (m, 2H, -CH,(C=0)-); 2.15 (s,
3H, CH;-(C=0)-); 1.62( m, 10H, -CH,CH,CH,-& 3 /8 CH,
% )

'C NMR (75MHz; CDCl;):

8 (ppm): 209.43; 181.09; 48.68; 45.39; 42.84: 30.04;
28.40; 25.39; 24.29; 20.05

UV % 3% :

Amax = 216 & £ - 248 & %

( ¥ % # 20: N- (S-ﬂﬁaij BAEA-—_BRRKTHTFEZ
4 &)

#2EEXLFHEMAEN DMF- B2 A4 AHE 0
CHMAN2EEX 37% HCl- R 04 4 b8 E %
18 R A 1l ¥ 2 6-2 B A8 AT -2-50 - 35 4

HALBE®#F 308 KRHEAFT D% FH)FE - &
—RATFTRERRBE IR B AMBEKE > BEALKE

BoAR  RABAMEFTZEH A B R HF 4 (CH,CL)
b - RS R A G EB R4 EY - E R A 45%8 A
TR

0 S
)l\/\/\N)ks/
H
TLC:
& A & - CH,;Cl,-MeOH 99/1; 8 % # : & 48 & ; Rf

0.4

-139.
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'"H NMR (300MHz; CDCl;):

6 (ppm): 7.32C £ % > 1H, -NH-); 3.71 (m, 2H, -CH,;NH-);

2.63 (s, 3H,-S-CH3); 2.51 (m, 2H, -CH,-(C=0)); 2.15 (s,

3H, CH;-(C=0)-); 1.65 (m, 4H,-CH,CH,CH,CH,-)

TR AMEY (Y E)

8 (ppm): 7.75( £ 4 +1H, -NH-), 3.43 (m, 2H, -CH,NH-);

2.67 (s, 3H,-S-CH3); 2.51 (m, 2H; -CH,-(C=0)); 2.15 (s,

3H, CH;-(C=0)-); 1.65 (m, 4H, -CH,CH,CH,CH,-)

'>C NMR (75MHz; CDCl;):

6 (ppm): 208.94; 198.96; 46.70; 42.78; 30.01; 27.51;

20.37; 18.06

BB 52T

UV & #:

Amax = 222 Z& 3k 5 253 & k5 270 & %

(KA H 21 BHREI-FHRATEZLSR)
ERFTRHG IR 2 REABETET R 4 £ 25

ZE R A BB AR RBEEZIHREE FE BYE Bk (4-
MATER) A Bty RE#RZKE ¥ = TEELETAR

AR BILEHN B LS RBRBEE TR P
B oo M T A1 % BB o s om o 4R o

A A-FRETENLLEFEIEEZ=Z0KE10
TEX _HBILHAETRE - £ R E % 5%
0C 2 #%#HEHm 099 ¢ 82 & —

- 40 - ¢
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BF 2 %% THRBENE RE: BABBL  UEABELR
Fk MM RBBEBEBSL c HAEBS KRS LT ez R
BLALERBE 0 T B A R A 92%H A K F A

S\/\/\
- NCS

REZHEAER (LEBKRAR) B 92% -

TLC:
B MR B -CH,Cl, 2/1; B & # © & 48 & ;
Rf = 0.3
'"H NMR (300MHz; CDCl,):
8 (ppm): 3.55 (t, 2H, J = 6.4 Hz, -CH,NCS); 2.53 (t, 2H, J
= 6.8 Hz, -CH,SCH;); 2.10 (s, 3H, -CH,SCH;); 1.67 -
1.87 (m, 4H, -CH,CH,)
'3C NMR (75MHz; CDCl;):
O (ppm): 44.89; 33.26; 28.10; 28.8; 15.4
R np’® = 1.5278
UV % #:
Amax = 243 % K
(KA 22 HEBRBTAEH 21 S B K: 1,3-8 (4-
FTAEA) TEARKEZAR)

Fop 22 BT 2 ER A8 4-FH A Ta B
A RFRAE 12 EZEZ A PHATHESORRES §
RBEMRRESDID R BB ERE 2 % - £ KBE 5
Z i RBEREEH XY B RN E £ (CH,Cly/MeOH) 4
b c b BHF RAB B XU HKE - A X2 A 89%H B F F

-41 - g
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R -
S
/S\/\/\NJ\N/\/\/S\
H H

TLC:
B M &t CH,Cl,-MeOH 99/1; B8 & #| : # 48 &% ;
Rf = 0.2
'"H NMR (300MHz; CDCl;):
6 (ppm): 5.86( & % > 2H, -NH-); 3.44 (m, 4H, CH,-NH-);
2.54 (t, 4H, J = 6.8 Hz; -CH,-S-); 2.09 (s, 6H, CH;-S-);
1.70 (m, 8H, -CH,CH,CH,CH,-)
'*C NMR (75MHz; CDCl;):
o (ppm): 181.15; 43.48; 33.23; 27.36; 25.57; 15.04
BB 46°C
UV % % :
Amax = 243 & 3K
(KAEH 23 (4-FRARBFHBR) -1-(S-FEABRLA -5
R FEBE) THR sulforamate = 4 g )

S EEBEZXTFHBEEMNAEN DMF- A A S E O

A

N

CHMWANSEEZ 37% HCl - B %R 54 4 B K 4% &
Loheg > RS | £ 2KRBTHRHF 4 M ESRSHRER
Bds - MNERBFTRFE  RABBERIZETE AR
BE R AU RFRERREEZHL B A % EK
O BB BRAE  REBAAEIZITEHUTECT

R R ABAALBOLEARILENLLE TR

-42 - 3
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S
/!S!\,/\/\NJ]\S/
H

TLC:
& # &+ EtOAc/MeOH 40/2; 8 % # ' #4888 : Rf=0.3
'"H NMR (300MHz; CDCl;):
Sulforamate:
o (ppm): 8.26 (s X » 1H, -CH,-NH-C(S)-) ; 3.77 (m, 2H,
-CH,-NH-); 2.75 (m, 2H, -S(0)-CH,-); 2.59 (s, 6H,
CH,-S(0O)-& -S-CH3;); 1.85 (m, 4H, -CH,CH,-)
ZREHY (L E)
8.40( £ s> 1H, -SH) ; 3.48 (m, 2H, -CH,-NH-); 2.76 (m,
2H, -S(0)-CH;-); 2.64 (s, 6H, CH5-S(0)-& -S-CH;3); 2.59
1.85 (m, 4H, -CH,CH,-)
'>C NMR (75MHz; CDCl;):
Sulforamate:
& (ppm): 199.03; 53.36; 46.26; 38.49; 27.13; 20.16; 18.00
BB 96T
UV % #%:
Amax = 250 B 272 & 3
(R 24 A& Mtz :mu®)

MAEESR> TR ERE ETmAH - R L EG
AR ENE LB LE Lt M TRLIEHE G EE 4
Z%E -

Hr e AR AGBFR22E286 b  — 4
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SKMel AR & Fp > 5 — A BI6FI0 = & 2 - &

b B TH ABE AR R
EEFLEHARMARLSFHLATHRE 3 8 & %

o BB B AL ®EER T -

HE A2 B HNBEMELBLERRERILZ S

- BRXRHETFIN KR 2 RBIARABEEHN RZTE 5L

EGAEAR - AAETHRARAIAELETHALZZ G X B¢

e

&%H@i%%(@m@)#ﬁﬁéiz%é%%éﬁtbm’~
HBAABREZABMEREY T H 08O EHM
¥ ERMEERLE TN - R BG4 LT Nt E P

B R ERTRE > ABREFTHERE LT+ %R
B AHINZHRE (3KREBBH 1.5%F 6% M) -

2 2B T AT HERARS TFR2%REEHF RS
ZAAEHEHrg R s F (FAKE - £z 474 828R
BoA - AWM R - HABHK - R R WA R %
Z R ORBR BT ORER AR B MR B A E B 4T A
#wos ) HABE A SKMel rr 13 2 4 R « L& 5 K A 8
HMHEXBRHME EHEE FTEEZBBEAEX 2 &2

b s TR B MR (K zay ) £ AN %
AR ZEHEAIN IR I AN A RE2HEERT Y b
=M e B A

THEMITRARHL2 B > T AL @B F M-8k
REB M H LA TZHAESEF(ICso > 100 pM) - FE gt
TRELAREAELE 2 5 )M AYEELR @ EIE M
DR FERBR-EZENEH AR BBKEEDH SHE 100 uM
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B R e £

(4-(F = = 86 X

A ]
)T

n
A

Lt d 97 B E T73% -

BBk & TR XE

FZ2 14%2 B &6 F MR EEH - Am B & &L
B R o

4 F e k%

- 45 -
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£ 2:
. Cc |##BrE % | ¥ 5uM =
%R N
sl 7 WM) | F3(%) | /%%
° oH
24 408 0 5 97 1
C
i
A nes 5 34 22
92
1 5 71 10
P """ Nes
£ 5 fU s E 5 63 12
N \/\/\NCS
2,20
s 4 1
~ \/\/\NCS 5 5 5
0
/U\/\A > 84 >
NCS
ﬁ S
H 4047 % /SW\N(H))LO/\ 5 57 14
S
/g\/\/\N(H)/lLN(H)/\/\/g\ 3 20 27
S
1l
/s\/\/\N(H)/[LN 5 24 25
ALk 0. O ¥
P G NP NN 5 21 23
(‘? S
/s\/\/\N(H)/U\N\/T 5 49 17
Wk e I 5| 67 11
) 5 50 17
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‘ Cc |##hed|#s50M=
.3 n
A & (M) | 7 A(%) | k1% %
R B HN o 5 86 5
_/
L SO | s | e 13
0 b N
b5l /s\/\/\N(H)/lLN\) 5 59 14
O\\ 40 n N/

BT#H AZHBFIRDMLEALABEH > ATHR
ETFIZEEAMAFTRAMPFEIANLB B -
[B A ERA)

&, o
R FREFEL D

& o

-47 -
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%} BH ;?}‘ %'J Bl PD1117958F

(ARAEBKX R  FHEELY XTRKF 2 HPHAE)

KRR o >s 787 Qflk;,//:é s -
® . . der e | < 0 @e.g -
W wg WIPC 4% ° B
EP 7 L ;:5 7 A»Glp [7/‘7" G915, 21
— ~BPLRE (P UER) /aeu)”/e 2006.01)
6'& "% @ooe. 01,

B BEREMMAEADMZIARFTERALA %

A METHOD FOR SYNTHESIZING ISOTHIOCYANATES AND
THEIR DERIVATIVES AND USES THEREOF

 PXEARE

ARABT-HARS AR BH
A F ko

bl
b
o3
me

SCN-R,-R,-R, (1)

N
4

By Ri#2E RoE B LI ERKEFARFR > Ri A7 8

A~ mBAE - mBA - B E Rt E L HE
O UDzm &k & m®
NH,-R;-R4-R; (1)
L Ry Rk 2 v A&~ F A RFH

—
\

R
Rs 27 %8 X o % BEOE B OBR X - x Eib 4 X 0 & B4

RREERB-_AZTEAATRE > AR EZ L

# A

?

3&

RA AR TH - KEHNTB T FERESRZI
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E o AXEHABE

A method for synthesizing an isothiocyanate of general

formula (I)

SCN-R;-R;-R; (I)
wherein R, and R, represent independently of each other an
alkyl-aryl or aryl group, R, represents a carbonyl, sulfinyl,
sulfonyl group or a sulfide group and of its derivatives
comprising a step for reacting an alkylalkylamine having the
general formula (II)

NH,-R;-R4-R, (IT)
wherein R, and R, represent independently of each other an
alkyl, aryl or alkylaryl group, R, represents a carbonyl, sulfinyl,
sulfonyl or sulfide group, in the presence of carbon sulfide and
of di-tert-butyl dicarbonate with formation of the corresponding
aforesaid isothiocyanate, compounds obtained by this method as

well as their uses.
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- FHFEAEE

L. — e Ah@ ()X B 5 LB A5 BRE T4 8 2 F 5%

SCN-R,-R;-R, (1)
EY RIE RoA LB L A mh £ ~ %A K% A
s R THRE - DHmBA - BRBELA Bt A Hie
e FE KX (ID)x & o

NH,-R,-R,-R, (I1)

Ay R ERBAEABIVREAFTRA - A% £
RekmHREA - ETmEBLA - F8BE - - B R A%
4bﬂfi&§%‘ii§§;.ﬁﬁiT@‘éﬁﬁT&i@ﬂﬁﬁﬁﬁi%‘ﬁﬁ
L B R B B

20 FHF EAHEEE | B2 HF ik B R, A &7 5 g
B REFTEBARASSBAR AR

3k FHEHER S 2B ik AP A oA
RABESRBERAAREABREANZ R LB 2585
R P AL @ R

AP HFIMNBBE 1IEZ3AYE-—BZH 5 £ P
BADZ KA 4-FEAIBRBRA TR RIZYHE®RT X
Z R RBR B OB R R B RS -

Sk ¥ FEAMNERE LB Fik EP RAEZ A
BREY ZK#4LOLS8EL-

6.k FF EAMEEB S SHZ ik A Y a4z m

i

B A FEHEATKR  RIHERY R ZELHRLRE L
6-RE B 8% R T -2-8 o
T AL FFEMNBEAE-BZHh ik B4 6848 3%Y
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10.

11

12.

13.

. &

Bz@A(D)x BB REEL—BKX_BBERE R
oA

e P HF EFARBE 7T ARX h ko AP UK A B R
HNRsRe 2 — @& iz 2 ¥ Rs A F R R F R Re &8 F A B

BROEER T A -

o F FEANEBE 7T B2 H ko R P uoma @R
HNRsR¢ 2 — @& B2 E ¥ Rs A T 5 BR F & R¢ & & & 1
o -~ BRAEXLHREBEFHEY - BH X H» XL
B oA~ RFEA - F X mA

¥ EEAHNEBE 7T ARz F ko R P U A @R
HNRsRe 2 — @& # - £ + Rs B Ro & ob 18 3 36 & 5~ 48 1%
MO —BRAEZHRFHRN - B XD LR
A B EA - RFE S BA
FTHEMNREBDE 12 6 AT E—FH2zHik Hia
THBA(DZERABRGEERABEERE (ARG T A
REEE) Z My RE

¥ EFEEANEBE 2FE 4EBRE 6F 11 35 ¢ 42 — 15
2k BRAHAaShmALE - BAEmT AB YT
R E BT Az — ABTEIHEBELAAEBLEALRAS
ROEE K A & A

—HBA(IIDZ A R AMBELCSY > Hi28d 3]
HEBE 12 I2HAYE—Rz Fkmi B

=

‘ﬁ

R;-R;-R4-R; (111)
E? Ry A A o BAXBBEL B A R,
Ao BA - BEAABA - -NH-C=S)-R°& 2z £ » # &
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14

15

16.

R,/,é] ﬁ?%ﬁ;(-DR”) . Eﬁg“i’_gﬁi(SR”) N H;Z%('NR”R”’)&! ,
BR SR AEBIEATITRERE - FEREFHE -

TR FFEHEBDE I3 BB Y EEHNEED R

1 2 12 B E—BxHhtmEHTHLEHEL Em
Bt herOERNBRZA G -

TR FFEHNRBAE 13 AR FHEAHNEED S

1 2 12 AYfE—B2F EmBEBFHILESME BB I
BEOEER AR BS B B LB KRR
A REREHRSTLEE AR -

—~ R FPHFRALBE 13 AXREBE Y FEAHEEE
1 2 12 AvE—BzhcmBERAObHnistra
LR EREFHAAS LR AR AH LR LS
(Bl g B hER - K4 MHEH - B ARG - DNA
BR-SHE MEFRERKE) 5 &BEH (lucite)
EHRBER (AT ARERMMRE X)) 284k -
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