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AHABOWHBERENRE BT RN 10w%E
O0wt% -

[0026] fF B BT ML EE F R B - THEA —REMER
TR TORME % o BB AT O H ok S - UEESS - IR
RS~ MEIRUESS - B M RSIFTREME T B E T EE
HBEEHENE  SBE - GBE EBRE - HEABRE - W
BEE - SETATH  DRESEE C MM MR MBME - MI M
REESBILEYFRBEET > RBETFTREENES -

Bl > ERR T HEETEE TR 1,3- fx Kk
oA EE T~ 1,2,3- 5 J B DK MBS EE T - N- St R L O 45 B
T ON-BEEE OIS E SR B T~ N-Jt 25 -N-Jt 40 5 7 55 -1 g
BET NRESET -  SHRE-SGEEGE-SBT T
EESRT  SEEABETE

CIERMR B IR T RS o T 5 00 4 50 B B (BF,)
%%\ﬁ%ﬁ@@mw%%\zﬁﬁﬁmmWEwn%
Fo ONF B (SOFO) BT - (S 4 P K R K ) BE R
((CF3S0,),N )l T - # (% &% Bf 2 ) B 25 B ((FSO,).N) B
FoS2(CRFEBBE)TESBELSY((CF:80:):C)H
T BYEEE(NOS)BET - = % B B B B (CFCO) BT -
¥ B W (Z B B )(CH;CO, ) T - % 82 B 8 (ALCL) B F
’% o

Bt
Bt
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[0027] A B Z BB E > 2 NE Z AR KM
HEAR BRAKEEHRER BAMEREIRIETER
FEh o EFEEHETHNR %ﬁﬁﬁ@%& BE R =
o AIREIEE - BRERE T%mﬁ%ﬁWZ%E%%
% o

[0028] Ot 5h - Al A 3% B Z & B 1t Bl BT P Bk 2 58
B> EArAHEHBRERBERZEBEEDNEER - 3 EHE
ARARSE FE HESSEFAMBEGEEEER - &5
W RBE - BTRAE - ISR - FR - £HEENS
MEERRT)SZARLEEY ALK BH - E
& KEZERESTE) -

[0029] A I Z GEBALAE - W (E bl & 82 AR
B TEERAKERBRER S TFREIRTEBL -
NEEAZFHZEBLRABHERSEZHEE > T8 8 Rbl’
mEMBEBEHEMN  REEMRE  EEEEN - @B
NEOBEFEZEDTTREREM ~NHEM - £12H
EM - -BmHAEM  RBPRE &RF - ALBESH - &
BHEBRAEMEZIBEFARFTZIMNH - X FRABEEZ
VIR IERER  TWERZAARWE BE  oH - &HE
ExRT -

[ 5 T B ] |
[0030] BAF - BE R T AR W Z R & F hi 84 # m 4l
~E e A > B A% JE K I E E 6T AR A
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[0031] BANRRIER T I & # 2 & 1R R 6E A

ES
3-(tert-T E)FERE ~ 4-(tert-T E)FE g ~ 3,5-2 -(tert-T %)
-BER C3-EFEK 48 FER - 2-RER 3R
RANERE  -3-EREEXEK -4-ER
EXE -35-_FEXABRMAARELRIERBERA
5 - ERAZERHGERAT - Sigma Aldrich A FH#EF -

ZBE 8B 12-Z8 4 - FERBHEEZELK
TERHGERLAE - BMRLEEGDAERATNE -

fE AR NMR HlEH 2 & = F A3l (DMSO-d¢) ~ E
A B (N B -dg) ~ 1,2,2,2-T0 & Z $% -d2(CDC1,CDCly) & B B
RILEBRGAEMRATE - Sigma Aldrich A F IR -

[0032] DA RA T SEBb el Be R LB 3H S0 P 62
Az 7% Bl Ko B -

HELDH - Ak AWAEEBERE  Z2EKH
Nacalai tesque B AR AE - RELRITEKROBERA
A MIEERREARASNE  SH245(+HEBAK &
YR EEEREROMARACING ' BHTFTRERBAEKE
HIERTERDERLAE  HMELGCERGAERASINSE -
ZBZBE - —&EFk &0 BFE n-CHEAEHBKE

TA2175 -20 -
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(b2 B4y 45 R /3 5 U/ > — B R EE 58 (DMSO) ~ Z 5 - 1,3-
ToEAEENIRTERGERATNE -
KEER@@K -
[0033] X MTFRRESEAE - 5 BES G F A
{55 B B R -
(1)'H-NMR &2
5% © INM  ECA-600- HAEF I # AR A A K
(2) 4 808 &
- AEE © VORTEX3 - IKA /N7 &
(3)3 & €8 J§ 5 #7 3% (TLC)
TLC & L8 I 60 F254 Bt/ = 8
[0034]
ST T RER 1 18 P2-0D
<K IFimZERLETZ &K >
[ 4]

NH, H

CyaHs7—NCO - .
e MeCN, 90°C, 1day Ot [ O

0
68%

ZT

SZ2FAET > #HFEEO.70mL ~ 7.72mmol) & f& 1 £ B
(100mL) ¢ » 3 1 A £ & B + /\ B (2.65mL -~
7.72mmol) > BL 90°C #8# 24 /NBE - Bl TLC W I K FE W &
% RKREBEBRE  BRNEREBIHZERY -

RHEEHA=ZEFRCHCL)Z BE & A RETHL

TA2175 -21-
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DoaBiEEaxX 1| iInZERMLELEDUME  2.03g X
2 1 68%)

'"H NMR (400 MHz, DMSO-d¢) 80.85 (t, J = 6.8 Hz,
3H), 1.23 (m, 30H), 1.40 (m, 2H), 3.04 (dt, J = 5.6, 6.8 Hz,
2H), 6.17 (t, J = 5.4 Hz, 1H), 6.86 (t, J = 7.3 Hz, 1H), 7.19
(dd, J = 7.3, 7.8 Hz, 2H), 7.36 (d, J = 7.8 Hz, 2H),8.44 (s,
1H).

[0035]
<K 2 RZzEBEREEMZERK>

[t 5] |

NH,

. 7
C15H37_NCO > C18H37 \"/
MeCN, r.t., 16h 0 !

52%

SHAET B 2-ZFE KK (Q288mg -~ 2.50mmol)}E E R Z
i (100mL) = » A b A B & 8 + /U B (0.85mL -
2.50mmol) » PAZE R (49 25C)HEH 16 /JNiF - PI TLC HEER
REWR#SEZ  #HAEBRE  BRERERBTEZERY

#EE M H & F 5 -C B (CH,Cly-Hexane) 2 5 I % 7%
KT DEAEBEEX 2 inZzEBERLELEY (K
B :571.3mg - U 1 52%) -

'H NMR (600 MHz, DMSO-d¢) 80.85 (t, J = 6.9 Hz,
3H), 1.23 (m, 30H), 1.46 (m, 2H), 3.14 (dt, J = 5.6, 6.8 Hz,
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2H), 6.61 (t, J = 5.5 Hz, 1H), 7.40 (dd, J = 7.6, 7.9 Hz, 1H),
7.49-7.54 (m, 3H), 7.88 (d, J = 8.2 Hz, 1H), 7.99 (d, J =
7.6 Hz, 1H), 8.07 (d, J = 8.2 Hz, 1H), 8.50 (s, 1H).

[0036]
<A3IFRZEREEMZEK>
[k 6]
NO,
H,N
\© H oy NO
C1gH37—NCO > C18H37’N\n’N

1,2-DCE, relux, 1 day o}

15%

SRAET ¥ 2-HEFXK(637Tmg ~ 4.60mmol)F i IR
1,2- Z & & % (100mL)  » AR A 2 & B + /\ B
(1.55mL ~ 4.60mmol) » [E % Fi#PE 24 JBE - M TLC B
RERHEZ BEBRGE EREMEBHEZIERY -

FEH{F H C e (Hexane) B/ F M £ Y R E T &b - DA
=EEERFIX 3 A RZIERIEEWUKE - 300mg > I
2 15%) o

~ 'H NMR (400 MHz, DMSO-d¢) 80.85 (t, J = 7.3 Hz,
3H), 1.23 (m, 30H), 1.41 (m, 2H), 3.08 (¢, J = 6.8 Hz, 2H),
7.12 (dd, J = 8.3, 8.3 Hz, 1H), 7.51 (brs, 1H), 7.63 (dd, J =
8.3, 8.3 Hz, 1H), 8.05 (d, J = 8.3 Hz, 1H), 8.31 (d, J = 8.3
Hz, 1H), 9.33 (s, 1H).
[0037] |
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<NAPRZERIEEDZEK>
(1 71

ZT

H,N NO,
\©/ N NO
CiaHr~NCO - C Y

MeCN, 90 °C, 1 day ©
70%

SFAET & 3-8 EFKQ282mg ~ 2.04mmol)iF # 7
Z B (100mL) & » B M AR S BE + /B (0.70mL -~
2.04mmol) » DL 90°C #HE 24 /NBF - DL TLC FEPE K FE UL &
%o MRBEIBG BEEREBRL ERY - |

%5 B A W B -C B¢ (Acetone-Hexane) Z H /[ B & 2K #
Feif MOEEBEIR 4 FRZERLEYWME
620mg » UZE : 70%) -

'"H NMR (400 MHz, acetone-d¢) 60.87 (t, J = 6.8 Hz,
3H), 1.30 (m, 30H), 1.51 (m, 2H), 3.21 (t, J = 6.8 Hz, 2H),
5.99 (brs, 1H), 7.48 (dd, ] = 8.3, 8.3 Hz, 1H), 7.73-7.77 (m,
2H), 8.40 (brs, 1H), 8.62 (dd, J1=1.9,2.2 Hz, 1H).

[0038]
<K SHRZERLEWZE K>

[ 1 8]

HoN NO,

N._N NO
NO - 2
C1sHar—NCO 2__» CuMs”
MeCN, r.t., 1 day O

7TA2175 -24 -
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EAE T & 35-T A FK K (382mg ~ 2.10mmol)E
BN ZBEJ0mL)F » REMAZ&RE+ /A8 O.71mL -
2.06mmol) » L= IR (&9 25C)H#E#H 24 /B - DL TLC #EFY
KEWH®E  SEBRBG  BRIUEFAEBRTHZERY -

FEHERZBZEAFHER R ETLHE DLEA
EEEEHR 6 Firns EREAW(LE  602mg > KK :
60%) o

'H NMR (400 MHz, DMSO-ds) 50.84 (t, ] = 6.6 Hz,
3H), 1.22 (m, 30H), 1.43 (m, 2H), 3.09 (dt, J = 5.6, 6.3 Hz,
2H), 6.67 (brs, 1H), 8.32 (s, 1H), 8.69 (s, 2H), 9.57 (brs,

1H).
[0039]
<K O RZERILEMZE K>
[t 9]
<
CigHaz—NCO - 18H37”
toluene,110 °C, 3 day cret \I(]J/ O

55%

SRE T ¥ 2-BEZFEHF R (500mg -~ 1.80mmol)
%5 HE 1 % (100mL) S > B JE A A B & % + /U BS (0.62mL -
1.80mmol) » Ll 110°C#H 3 0 - Bl TLC B K & U &
%o GEERG > BBEREBFL Y ERY -

7A2175 -25-
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EEHEARNEEFERYRETHL  DEBBEERS
X T ARZEREEWUE * 498mg > UL  55%) -

'"H NMR (600 MHz, DMSO-dg) 80.85 (t, J = 6.9 Hz,
3H), 1.23 (m, 30H), 1.40 (m, 2H), 3.05 (dt, ] = 5.6, 6.9 Hz,
2H), 3.91 (s, 2H), 6.42 (t, J = 5.5 Hz, 1H), 6.90 (dd, J =
7.6, 7.6 Hz, 1H), 6.99 (d, J = 6.9 Hz, 1H), 7.11 (dd, T = 6.9,
6.9 Hz, 1H), 7.15-7.18 (m, 3H), 7.27 (dd, J = 7.6, 7.6 Hz,
2H), 7.69 (s, 1H), 7.73 (d, J = 7.6 Hz, 1H).

[0040]
<K THnr"Z2EREEDZE /K>

[ 10) |

NH,
0 2
_ - _N N
C1gH37—NCO > CqgHay \n/
toluene,100 °C, 1 day O

70%

SERBET > & 2-F&E K EH(348mg » 2.04mmol) &
AR REAmL)H » R A RSB+ /U (0.70mL -
2.04mmol) » Bl 100TC## 1 H - Bl TLC # & K E W&
%oBEBEERES BEIFREBIBUZERY -

e A & F -0 B (CH.Cly-Hexane) Z H 0 ik /&
ETMAE > MACEBEIRX 8 IRZERLEY (K
B 620mg > YLK  T0%) o

'H NMR (600 MHz, acetone-ds) 50.88 (t, J = 6.9 Hz,
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3H), 1.28 (m, 30H), 1.48 (m, 2H), 3.19 (dt, J = 5.5, 6.9 Hz,
2H), 6.22 (brs, 1H), 6.80 (d, J = 8.2 Hz, 1H), 6.88 (dd, J =
8.2, 8.2 Hz, 1H), 6.95 (d, J = 7.6 Hz, 2H), 7.07 (dd, J = 6.9,
8.2 Hz, 1H), 7.12 (dd, J = 6.8, 7.6, 1H), 7.37 (dd, T = 7.6,
8.3 Hz, 2H), 7.70 (s, 1H), 8.43 (d, J = 8.3 Hz, 1H).

[0041]
<N S8SFIrRZEBRILELEWZERK >

[f& 11]

HN 4
T
7~
C1gHs7—NCO = Cubar” [
MeCN, 0

90°C, 5day

SRET & 4-BEE_ZFKEHFKM416mg ~ 2.27mmol)
AR LB (100mL)H > ko A 2 & B+ /U B (0.9mL -
2.27mmol) » BL 90C | 5 H - A TLCHERKEW#K % -
AR RE  RNFEBEBNTEZERY -

# A W B -C #% (Acetone-Hexane) > F T & 3% 2 i
T laeEBE8 X 10 IRZz2ERLEEWULE :
171.5mg » UYL : 13%) o

'H NMR (600 MHz, DMSO-dg) 50.85 (t, J = 6.9 Hz,
3H), 1.23 (m, 30H), 1.39 (m, 2H), 3.03 (dt, J = 6.2, 6.5 Hz,
2H), 3.38 (s, 2H), 6.07 (brs, 1H), 7.05 (d, J = 8.9 Hz, 2H),
7.16-7.19 (m, 3H), 7.26 (d, J = 8.2 Hz, 2H), 7.27 (d, J =
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8.3 Hz, 2H), 8.31 (s, 1H).
[0042]
<KRIOFIRZEREEYWZ &R >
[k 12]

C18H37—NCO > \n/
1,2-DCE, 70 °C, 20h O

96%

H,N
NN
CqgHs7”

S HABET - & 3-(tert-T E)FE  (290mg ~ 1.94mmol)
BN 12-Z& 4KEA00mL)F - REMNMAESRE+ /K
(0.66mL ~ 1.94mmol) » DL 70°C £ 20 /NBF - DL TLC HEER
RIEWSK®%Z BABERGE  KEIFRERBMEZEEKY -

HEHMEHR S W E-C2 K (CH,Cly,-Hexane) 2 B 0 B 7%
KT DOEEBERE X 12 IR ERLEY (K
E ' 830mg - W E  96%) -

'H NMR (600 MHz, DMSO-d¢) 80.86 (t, J = 6.9 Hz,
3H), 1.26 (m, 39H), 1.43 (m, 2H), 3.07 (dt, ] = 5.5, 6.9 Hz,
2H), 5.98 (t, J = 5.6 Hz, 1H), 6.91 (d, J = 7.6 Hz, 1H), 7.12
(dd, T = 7.6, 8.2 Hz, 1H), 7.21 (d, J = 8.2 Hz, 1H), 7.38 (s,
1H), 8.22 (s, 1H).

[0043]
<K I0FfTRZEREEWZER>

[{& 13]
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1,2-DCE, 70 °C, 17h

HN—< >__<, H H

C1gH37—NCO 2 > C18H37/N\([)]/N\©\K

82%

S5BEBT > B 4-(tert-T E)E B (382mg ~ 2.56mmol)
BER 1.2-Z&8 ZKEA00mL)F - R MARZER+ B
(0.87mL ~ 2.56mmol) » 2L 70C## 17 /NIEF - DL TLC #& &
REWH®Z  RAEB RS  KNEFREBWHZERY -

FHE A = & F b -C % (CHCla-Hexane) Z 7 1 & 74
REMTHEL D aEBRIX 13 iz BRESED (K
= ' 934mg - YIE ! 82%) -

'H NMR (400 MHz, DMSO-ds) 80.85 (t, J = 6.8 Hz,
3H), 1.23 (m, 39H), 1.40 (m, 2H), 3.04 (dt, J = 5.9, 6.8 Hz,
2H), 6.02 (t, ] = 5.9.Hz, 1H), 7.21 (d, J = 8.8 Hz, 2H), 7.27
(d, J = 8.8 Hz, 2H), 8.25 (s, 1H).

[0044]
<R IRz EREAY T &>
[ b 14]
HoN
H H
C18H37/N\[]/N
C1gH37—NCO > o)

1,2-DCE, 70 °C, 23h
84%

g m BT o & 3,5-Z -(tert- T £ ) F B (287mg -

1.40mmol)BZfE N 1,2-Z&H L E(100mL)d » FA L i A & &
TA2175 -29- '
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B -+ /\B5 (0.48mL ~ 1.40mmol) » L 70°C ##E 23 /NEE - )
TLC B3R K JEL % - 6 A IR 4 - O B {F s B M AT L1
Ll -

F& HE H = & B B2 -C BE (CH,Cl,-Hexane) Z 1 JL & 7%
RKETHE Do BEBEEEEX 14 IR ERMLEEY K
2 590mg - frFR : 84%) -

'"H NMR (400 MHz, DMSO-d¢) 60.86 (t, J = 6.9 Hz,
3H), 1.25 (m, 48H), 1.42 (m, 2H), 3.07 (dt, ] = 5.7, 6.9 Hz,
2H), 5.93 (t, J = 5.6 Hz, 1H), 6.94 (s, 1H), 7.23 (s, 2H),

8.18 (s, 1H).

[0045]
<K 12FimZ2EBERIEEDZE >

[k 15]

Cl

GNHZ H H
cl N _N

C1sHz7—NCO - [ CreHar

Toluene, 100 °C, 12.5h O
50 %

SERAET & 3-2FH(1.23mL ~ 12.0mmol)i ## i H
& (100mL) > B A E &R B+ B 4.12nL -
12.0mmol) > Bk 100°C ¥R 12.5 /NBF - Bl TLC K E WK
Wk BAEABRE  ENRFRERBENEZERY -

HEHEFEAICBR LGB BERERETEL > OB E
eI 16 IncEBERIEEMRE *+ 2.50g 5 YR
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50%) o

'H NMR (600 MHz, DMSO-d¢) 80.85 (t, J = 6.9 Hz,
3H), 1.23 (m, 30H), 1.40 (m, 2H), 3.05 (dt, J = 5.5, 6.9 Hz,
2H), 6.26 (t, ] = 5.2 Hz, 1H), 6.91 (d, J = 8.3 Hz, 1H), 7.15
(d, J = 8.3 Hz, 1H), 7.21 (dd, J = 8.3, 8.3 Hz, 1H), 7.66 (s,
1H), 8.68 (s, 1H).
| [0046]
<N I3~z ERIELEWZEK >

[1E 16]

CI—@—NHZ H H
N N«
C4gH37—NCO - T CigHs7
. 1,2-DCE Cl o)

rt. to 100 °C, 2.5 days

54 %

BT % 4-% W (666.5mg ~ 5.22mmol) % B
1,2- = & Z & (100mL) i > Rl A R & B+ A
(2.00mL ~ 5.70mmol) » BLE= B (4 25C)E 100C B 2.5
H- bl TLC MK EWRHE  HamBE  BNAERE
BEAT U A R -

BHEAZBZE-CRY BE S AR ETEE
SEEBEER 17 FRZERESYME  1.21g 0 i
R 54%) .

'"H NMR (600 MHz, acetone-dg) 80.87 (t, J = 6.8 Hz,

3H), 1.28 (m, 30H), 1.50 (m, 2H), 3.19 (t, J = 6.8 Hz, 2H),
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5.81 (brs, 1H), 7.21 (d, J = 8.9 Hz, 2H), 7.51 (d, J = 8.9 Hz,
2H), 8.00 (s, 1H).

[0047]
<X UFRZERLEAMZ AR >
[1E 17]
Br
— N N<

C4gH37—NCO > \[r C1gHa7
1,2-DCE 0]
reflux, 1d 38 %

SAET & 2-REK(1.10g ~ 6.40mmol)iF # Y 1,2-
“HZEA0mL)d R AERE /UK Q. 150l -
6.40mmol)> B T 1 H - Ml TLC AL EWK K% -
KMAB RS  BHNFRERBREZEKY -

HEHEA=ZS8K(CHCLhYZ B & & A RETH L -
DepaeEBes N I8 rRcERECEWUE * 1.14g > X
1 38%) o "

'"H NMR (600 MHz, CD012CDC12) §0.88 (t, ] = 6.8 Hz,
3H), 1.28 (m, 30H), 1.54 (m, 2H), 3.24 (t, J = 7.6 Hz, 2H),
4.73 (brs, 1H), 6.66 (brs, 1H), 6.94 (dd, J = 8.2, 8.2 Hz,
1H), 7.30 (dd, J = 8.2, 8.2 Hz, 1H), 7.54 (d, J = 8.2 Hz,
1H), 8.05 (d, J = 8.2 Hz, 1H).

[0048]
<K ISRz EBERLCEDZE K>
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[{E 18]

Br,

Q-NHz B NN
r N
C4sH37—NCO T C1gHa7
CH,Cl, o

reflux, 8h 80 %

EAE T 0 & 3-RERK(0.48mL ~ 4.42mmol)5 it —
g B (00mL)H » R A RSB+ ABEA.53mL
4.47mmol) - [E R T 8 /NEF o PL TLC #E & K FE W
% BABBRE BERFEREBIEZERKY -
EHEHZIEZ2HEREAKETH4LE DEAEHBEE
BX I TRZEREEWME  1.67g ULE : 80%) -
'"H NMR (600 MHz, DMSO-de) §0.85 (t, J] = 6.8 Hz,
3H), 1.23 (m, 30H), 1.40 (m, 2H), 3.05 (dt, J = 5.5, 6.8 Hz,
2H), 6.25 (brs, 1H), 7.04 (d, ] = 6.9 Hz, 1H), 7.15 (dd, J =
7.0, 8.8 Hz, 1H), 7.19 (d, J = 8.9 Hz, 1H), 7.81 (s, 1H),
8.66 (s, 1H).
~ [0049] |
<K 16FIRZEBERLELEMWZER>
[ 1 19]

C18H37_NCO \n/ \C18H37
0

CH,Cly, 1.t 1d
59%
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SE5ET ¥ 2-BEREXKE(1.45g 10.8mmol) & &
P& B REAmL)F > REMAEZREKE T /(B (1.53mL -
4.47mmol) > DLER (L 25C)H)EH 1 H - Bl TLC R K E
Wahte > BABRG  BRINMFRERBWTHRZERKY -

FHERME A =& F it-C 5 (CHCl;-Hexane) i £ il ¥
D% HRAHEEB-FEESHERYRETHL - 2L H
eEEEIX 21 RcERLEEWURE @ 2.74g TR ¢
599%) o | |

'H NMR (600 MHz, CDCI,CDCl,) §0.85 (t, J = 6.8 Hz,
3H), 1.21 (m, 36H), 1.41 (m, 2H), 3.14 (m, 3H), 4.48 (brs,
1H), 6.19 (brs, 1H), 7.21 (dd, J = 7.6, 7.6 Hz, 1H), 7.26 (m,
2H), 7.33 (d, J = 7.6 Hz, 1H).

[0050]
<K 1TFRZERIEEVMZIEK >

[ 1k 20]

- N N.
C18H37 NCO - T C18H37
1,2-DCE, reflux, 1 d o)
36 %

SERET ¥ 3-RREEKO4Img ~ 7.0mmol)& ## %
1,2- = & Z % (100mL) & » R M A E2 & &+ N
(2.35mL ~ 6.34mmol) > E & T##H 1 H - 2L TLC R K
FEWsi% > BMEERE  BHNELABERBTHZEXRY -
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FEFHER=Z=RFRECHCLYHH&E& R EARKETH L
DEaEERIlX 22 F inzcEBREEWOULE © 1.08g > ¥
1 36%) o

'H NMR (600 MHz, CDCI,CDCIl,) 50.88 (t, J = 6.9 Hz,
3H), 1.25 (m, 36H), 1.50 (m, 2H), 2.88 (sep, J = 6.9 Hz,
1H), 3.21 (t, J = 7.6 Hz, 2H), 4.58 (brs, 1H), 6.34 (brs, 1H),
7.00 (d, J = 8.2 Hz, 1H), 7.11-7.12 (m, 2H), 7.26 (dd, T =

8.3, 8.3 Hz, 1H).

[0051]
<N ISRz ERIEEWZERK >

[ 1t 211

NH,
NN
C1gH37—NCO - Y “CisHy
Ch,Cl, o)
rt,1d

SAET o 3S5S-THEFER(1.16g~ 9.61mmol)F fig
BRZEH B Q00mL)F - BRI AR &R 1 /B (3.80mL -
10.9mmol) » BLEJR (& 25C)HEH 1 H - Ml TLC R K FE
Wgitd » BEBRSE  BRNFREBNHZERY -

HHEHBERAZBIE-CREEHERYBILRE > £H
HlE-Z&LKECHCL)EFHER YR ETHE > DLEE
BT 24 IRZERALEWURE @ 2.85g 0 ULER :

71%) -
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'H NMR (400 MHz, CDCl;) 80.88 (t, J = 6.8 Hz, 3H),
1.25 (m, 30H), 1.50 (m, 2H), 2.28 (s, 6H), 3.23 (t, J = 7.3
Hz, 2H), 4.51 (brs, 1H), 6.19 (brs, 1H), 6.75 (s, 1H), 6.88

(s, 2H).
| [0052]
<R VFRZERLEEDZE R >
(1t 22]
CgHi7—NCO  + e ——»CH’H :
o MeCN, 90 °C o \IO]/ \©

HEEBERERER ==8RZE BE7F  RFR - BK
Aai) FHARBHEEBEAZREZ  ETEE#HR - U
Z BB~ (0. 7mL ~ 8.03mmol) + £ & & ¥ B (1.4mL -
8.03mmo ) IEF M AR EERF » ML 90CHEHE 17 /K -
L TLC MR KEWRH % KEHRTENER  FEHUIE
HFEEIEEM 2 EREBULE 87% >~ 1.73g) - |

'H-NMR (CDCls) §: 7.33 (2H, t, J = 7.9 Hz), 7.29 (2H,
d, J = 7.6 Hz), 7.12 (1H, t, J = 7.6 Hz), 6.25 (1H, s), 4.71
(1H, s), 3.25 (2H, t, J = 6.9 Hz), 1.54-1.49 (2H, m), 1.30
(10H, m), 0.89 (3H, t, J = 7.2 Hz).

[0053]
<K 20 R 2 EBERIEEMZE K>

[ 1k 23]
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HoN H
2 _N._N
CizH2s—NCO  + ————— CpHos™ Y
MeCN, 90 °C 5
25h

HEEB(RERR - Z=8KRE HF  ER- #HK
RESR) FRAREBHEEENZEREEZ  ETEER - L
Z fg ~ F B (0.6mL - 6.57mmol) -~ R & B + = I% B
(1.6mL ~ 6.57Tmmo)BY IR P IR A K FEMEHE & - DL 90°C #& £
2.5 /N o BL TLC SRR B #( 2 - BT E W ER o #
HUZBEEAEFRIEEYZOCEBME 95% -~ 1.90g) -

'"H-NMR (600MHz, CDCl3) & = 7.32 (2H, t, J = 7.9 Hz),
7.28 (2H, d, T = 7.6 Hz), 7.11 (1H, t, J = 7.6 Hz), 6.15 (1H,
s), 4.64 (1H, s), 3.24 (2H, t, J = 6.9 Hz), 1.50-1.27 (20H,
m), 0.88 (3H, t, ] = 6.9 Hz).

[0054]
<K 21T Rz EBERLEEWZE B >
[1& 24]
HoN H A
Ci4Hpg—NCO  + —————— CyHg” Y[ \©
MeCN, 90 °C 5
- 25h

HEEBERERBK =8KE 7 -FEkR) FH
PREREEEEALZEBER  ETESEE®R - UZHE - X
(0.6mL,6.01mmol) ~ £ &,/ + U (1.7mL ~ 6.0 1 mmol)#
AR EREME » DL 90C#ERE 2.5 /NFE - DI TLC HE
N EWRHE ENGIENER  #HBHEHETHRESE
mRIHEHEYzOEEB M *E 79% - 1.57g)
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'H-NMR (600MHz, CDCl3) 6 = 7.33 (2H, t, J = 7.9 Hz),
7.27 (2H, d, J = 7.6 Hz), 7.11 (1H, t, J = 7.6 Hz), 6.11 (1H,
s), 4.61 (1H, s), 3.24 (2H, d, J = 6.9 Hz), 1.50-1.27 (24H,
m), 0.88 (3H, t, J = 7.2 Hz).

[0055]
<K 2P RZERILEMZE K>
[ 1k 25]
CutoNCO + CisH /HTN
MeCN, 90 °C g \©

HEEBEWHREE  ET - B FARRBFELE
ENEEREEZ  BETEEBR - -UNIBE - X O.1InL
1.02mmol) ~ B & + A& B (0.3mL ~ 1.02mmol) A IIE FF

| AFmBEESR > L 9OCHEEE 2 /INEF - DL TLC B K FE W
Mk BHNEINER > #FHHBE=ESETFK(CBCL)E T
BEEEGIEEW 2B EE LR 39% -~ 139.3mg) -

'H-NMR (600MHz, DMSO-dg) & = 8.42 (1H, s), 7.36
(2H, d, J = 7.6 Hz), 7.19 (2H, dd, J = 7.6, 7.6 Hz), 6.86
(1H, t, ] = 7.2 Hz), 6.15 (1H, s), 3.05 (2H, t, J = 6.4 Hz),
1.40-1.25 (26H, m), 0.85 (3H, t, ] = 6.9 Hz).

[0056]
< IR EREELZE K>

[ 1k 26] |
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H.N H H
2 N.__N
C16H33_NCO + O R C16H33/ \n/ \@
MeCN, 90 °C 5
45h
HEEB(RERE - Z@8kEE &7 - FBiR - &K

REtE) BHAAEBEEBEANLEER  BFTEEHK -

Z A K+ AN KEE
(1.7mL ~ 5.55mmo )W R M AR EEMH = > DL 90C & #f
4.5 /NEF o DL TLC HEF R FE UL 85 7% - LA Y B A 0 FE
HBEELTETHAEHGEESIEEYW 28 & E B (k=X
73% ~ 1.46g)

Z BB ~ X B (0.5mL - 5.55mmol) -

'"H-NMR (600MHz, CDCl;) § = 7.33 (2H, t, J = 7.9 Hz),
7.27 (2H, d, T = 7.6 Hz), 7.11 (1H, t, ] = 7.2 Hz), 6.13 (1H,
s), 4.63 (1H, s), 3.24 (2H, t, ] = 6.9 Hz), 1.50-1.29 (28H,
m), 0.88 (3H, t, J = 7.2 Hz).

[0057]
<N 2 FimZzEBERIEEWZER >
[ & 27]
H,N N_R
CioHos—NCO  + \q< . CnMhs \([)1/ \Q\K
MeCN, 90 °C
| 16 h
MEEERERE  Z@kRE HE7F ‘Bﬁ*ﬁ"i‘?ﬁ%

IJ

SHB) FRANRREEBENGRE  BETEE% -
ZBE - 4-t-TEFEB(0.9mL - 5.55mmol) + B &+ =5 s
(1.4mL ~ 5.55mmol)f7 IIE FF i A K JESEHE &+ Bl 90°C #8 &
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16 /NEF « DL TLC SRR R EW &% > BN EHER > #
MU ZBERFRIEEM D EBEBULE 96% ~ 1.92¢g) -
'H-NMR (600MHz, CDCl;) & = 7.35 (2H, d, J = 8.9
Hz), 7.17 (2H, d, J = 8.9 Hz), 6.04 (1H, s), 4.64 (1H, s),
3.23 (2H, t, T = 6.2 Hz), 1.49-1.27 (29H, m), 0.88 (3H, t, J

= 6.9 Hz).

[0058]
<25 mZEREEHZ G /K>

[ 1t 28]

CisHe—NCO  + HzN\©\K — = C14H29/H\fgn\©\’<

MeCzl\jIé?’O°C
HEEBRERER =8k ®BF RBHR) E£H
HREREEERNRER  ETSE®R - LIE -~ 4-t-T &

& B (0.9mL ~ 5.91mmol) - E & B + W % f (1.4mL -~

5.91mmo )V IR it AR EB M » 2L 90C#|HE 2.5 /N
iF o Bl TLC B REWRH#EZ r ERNESIVER #FHU
ZERARIEHEYM O EE B UE 99% -~ 1.97g) -

'"H-NMR (600MHz, CDCl;) § = 7.35 (2H, d, J = 8.9
Hz), 7.17 (2H, d, J = 8.9 Hz), 6.04 (1H, s), 4.64 (1H, s),
3.23 (2H, t, J = 6.9 Hz), 1.50-1.27 (33H, m), 0.88 (3H, t, J
= 6.9 Hz).

[0059]
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<HN26 TR ZERILELEHZE K>
[1E 29]

H,N H
Ve
CqsH31—NCO  + LG
MeCN, 90 °C O
2'h

TG REE BT - B A SRR S
BEAG MG EGTEER U2 - 4T EER
(0.1mL ~ 0.68mmol) - & & 8 + F LB (0.2mL + 0.68mmol)
HINEFF A SF R TR o Bl 90C M 2 /NES - L TLC fE
ARERH%E ANEAIGERE BOdadEFAEE
EREEEEYT 56 EBE 49%  133mg) -

'"H-NMR (600MHz, DMSO-d¢) & = 8.30 (1H, s), 7.27
(2H, d, J = 8.6 Hz), 7.21 (2H, d, J = 8.6 Hz), 6.07 (1H, s),
3.04 (2H, t, J = 6.6 Hz), 1.40-1.24 (35H, m), 0.85 (3H, t, J
= 7.2 Hz).

[0060]
<K 2R BRI EEYZ AR >

[ 15 30)

q J

H H

H2N - N._N
CoHs—NCO  + —» GHT Y
MeCN, 90 °C o)
13 h

RSB (EEER SBR%E BT - BHE - BE
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AEEs) FHEERBEEERNZRE  ETEER - MU
2-F B K B¢ (1.08g ~ 5.90mmol) ~ Z fF - E R K 2 K
(0.47mL ~ 5.90mmol )N IEF M AR EEMR T > DL 90C#E R
13 /NEF - DL TLC R R EWRH%Z > BN EHNERE - #5
HEAANF/CRETHALARRGAgL  SRIEBEYYZEE
G fE (K2 60% - L& 0.89g) -

'HNMR (400 MHz, DMSO-dq) & = 7.75 (1H, d, J = 8.3
Hz), 7.69 (1H, s), 7.28 (2H, t, J = 7.3 Hz), 7.17 (3H, m),
7.13-7.09 (1H, m), 6.99 (1H, dd, J = 7.3, 1.5 Hz), 6.91 (1H,
td, J = 7.3, 1.5 Hz), 6.42 (1H, s), 3.91 (2H, s), 3.08 (2H, t,
] =7.0 Hz), 1.04 (3H, t, J = 7.1 Hz).

[0061]
<K 28T ERIEEMZERK >

[t 31]

g g

H H

HoN _N__N
C3H7_NCO + —_— C3H7 \n/
MeCN, 90 °C 0o
3h

HEEB(RERK =Z8KEZ ®B7F  EBKR BK
RESR) BHARBESENGZRE  ETEE®R - K
ST Bl 2-F EERKE(2.05g 11.2mmol) ~ ZE - BEEBE
Bg (1.05mL ~ 11.2mmo)EV IR 7 IR A REB + - Bl 90C &
B3 B e BLTLC RKEWSE  RIUMENERE -
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BEHERANR/EEETELRAAE  BEEEY Y G
5 [ B (W3R 80% ~ UK B 2.41g) -

'"HNMR (400 MHz, DMSO-dq) 6 = 7.74 (2H, t, J = 9.5
Hz), 7.28 (2H, t, J = 7.8 Hz), 7.18 (3H, m), 7.11 (1H, t, T =
7.8 Hz), 6.99 (1H, d, J = 7.8 Hz), 6.90 (1H, t, J = 7.6 Hz),
6.47 (1H, s), 3.91 (2H, s), 3.02 (2H, t, J = 6.3 Hz), 1.42
(2H, tq, J = 6.5, 7.6 Hz), 0.87 (3H, t, J = 7.6 Hz).

[0062]

<R 2FARTERLEM T AR >
[k 32] | |

H H
N._N

H,N
C4Hg—NCO  + — > CHS Y
_ MeCN, 90 °C o
13 h

HEXKB(RERER Z=ZBKRE @717 KK - #K
&) EHAAREBREEEANLRE  BITEER - M
2-% HE FE B (0.97g ~ 5.31mmol) ~ Z B - EEH M n-T
(0.6mL ~ S31mmol)MYIHEFF I AR IEEMHEF - DL 90T # #
13 /NEF - DL TLC HER S FE Uk 8 1% » JEEUHT B 09 [ B8 - #5
HEMAANBE/CRETHLRRGL BSIEEWZAG
& A8 (MR 86% ~ U & 1.29¢g) -

'"HNMR (400 MHz, DMSO-d¢) & = 7.75 (1H, d, T = 8.3
Hz), 7.70 (1H, s), 7.27 (2H, t, J = 7.3 Hz), 7.18 (3H, dd, J
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- 7.8, 6.3 Hz), 7.11 (1H, t, T = 8.5 Hz), 6.99 (1H, d, J =
5.9 Hz), 6.90 (1H, m), 6.43 (1H, s), 3.91 (2H, s), 3.06 (2H,
t,J = 6.3 Hz), 1.34 (4H, m), 0.89 (3H, t, ] = 7.3 Hz).
[0063]
<R30 ZERLEMZE K>
[ 1t 33]

H H

HzN N__N
CsHi—NCO + > GHyY
MeCN, 90 °C O
2d

E"'i“*%(}ifﬁl%ﬁﬁ e E - BT > RIK - BRK
SRB) FRARBEEEANLZRE  ETEEHR - K
AT 2-FEE R (1.85g 10.1mmol) ~ Z f§ ~ B & B X

BE(1.30mL ~ 10.1mmo)IEFH A K EEH S » LL 90C &
BT H - M TLC AR EWRSZ > ERNFLHAERE - #F
HERABE/CREETHARKRMAgL  SFEEHLZEE
E (W F 54% ~ ULE 1.61g) -

'"HNMR (400 MHz, DMSO-d¢) § = 7.74 (1H, d, J = 8.3
Hz), 7.70 (1H, s), 7.27 (2H, dd, J = 8.3, 2.1 Hz), 7.18 (3H,
m), 7.11 (1H, t, J = 6.8 Hz), 7.00 (1H, d, ] = 7.3 Hz), 6.90
(1H, t, J = 7.3 Hz), 6.44 (1H, t, J = 5.6 Hz), 3.91 (2H, s),
3.05 (2H, t, J = 6.3 Hz), 1.41-1.25 (6H, m), 0.87 (3H, t, J =
7.1 Hz).
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[0064]
<312 EBEREEDWZER >
[ & 34]
. J . g
CeHi3—NCO  + O W CoHig \(I)l/ O
HEXB(REER ="8BREZ BF BKR -8B

) FHERBMEXEANLZRZ  EBETEEH - K
2 THL 2-FNEFERE(1.77g ~ 9.66mmol) ~ Z FE - BE&E B
BE (1.40mL ~ 9.66mmo)WIHF W A K EBEHK T » 2L 90T &
2 N - DL TLC R REWSHEZ > BRI HNESE -
MHEANE/CRETHELARBRKML  SFEEYZH
BEEMUE 91% - ILE 2.74g) -

'HNMR (400 MHz, DMSO-d¢) 6 = 7.73 (2H, t, J = 8.5
Hz), 7.27 (2H, t, J = 7.6 Hz), 7.18 (3H, m), 7.11 (1H, m),
7.00 (1H, d, J = 7.8 Hz), 6.90 (1H, t, J = 7.6 Hz), 6.45 (11,
t,J = 5.6 Hz), 3.91 (2H, s), 3.05 (2H, t, J = 6.5 Hz), 1.40-
1.28 (8H, m), 0.87 (3H, t, ] = 6.6 Hz).

[0065] |
< 32F"ZERIEEMZE/K >

[t 35]
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H H

H,N. N_ _N
C;His—NCO + s GH YT
MeCN, 90 °C o)
3h

HEEE(NEER ="8kE - -8F - - FEiRK BK

RR) FRARERBEZEENLZEREE  ETESE#H - K
A TFDL 2-FEEBH(1.70g~ 9.25mmol) ~ ZF - BEEBE
Bs(1.48mL ~ 9.25mmo )N HF M AR EREM T - Bl 90C#H|
PE 3 /NEF o DL TLC ERRIEW K E - BEAT HAVERE -
O RARBE/CRETHLABRREGL 8 EHEZH
o E R (R 89% - W& 2.66g) -

'HNMR (400MHz, DMSO-d¢) 6 = 7.75 (2H, t, J = 6.8
Hz), 7.29 (2H, t, I = 7.6 Hz), 7.20 (3H, m), 7.13 (1H, t, J =
7.8 Hz), 7.01 (1H, d, J = 6.3 Hz), 6.92 (1H, t, J = 6.8 Hz),
6.47 (1H, t, T = 5.6 Hz), 3.93 (2H, s), 3.07 (2H, t, J = 6.3
Hz), 1.42-1.29 (10H, s), 0.88 (3H, t, J = 6.8 Hz).

[0066]
<R BHFRZEREEHWZ A K>
[t 36]
. g - g
CgHi7—NCO  + O ST CgH17 \[g O

25h

7TA2175 -46 -



201733620

HEEB(KESE S BRE BT - FE - &K

SHB) FRAARBREEBENGEREG  EFEBH -

2- % B ZE BE (1.8g -~ 9.80mmol) -~ Z B - R S B

(1.7mL ~ 9.80mmol) &y I 5 I A K HESE MR & > Ll 90°C #8 &

2.5 /NE§ o DU TLC e 38 I JE V815 - 98 BUAF M 0O [EL BB - £B

MMZERFEEEY A aEB KR 67%  2.23g) -
'H-NMR (600MHz, CDCl;) & = 7.41 (2H, d, J = 7.6

IJ

Hz), 7.28 (2H, m), 7.21 (2H, m), 7.14 (2H, d, ] = 7.6 Hz),
5.74 (1H, s), 4.32 (1H, t, J = 5.2 Hz), 3.99 (2H, s), 3.08
(2H, t, J = 6.6 Hz), 1.41-1.36 (2H, m), 1.30-1.24 (10H, m),
0.88 (3H, t, J = 7.2 Hz). |

[0067]
<K M RZEREEYZ &K >

[k 37]

H

H,N ‘ N
CyoHos—NCO  + — > CrHs™ Y
MeCN, 90 °C o)

25h

ZT

AT (KESE - SHEEE BT BE- RE
BEE) EANABREEENEIEG  EFAESR - I
2% H % % (0.93g ~ 5.07mmol) ~ Z B - B & B+ — kB
(1.2mL~ 5.07Tmmol )WV IHF AR EEHE S > DL 90T #& #
2.5 /NEF o Bl TLC B3R I ME W % » I8 UM WK 60 B 0 B
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HUEH/CHRETEHIBRSGIEEY Zo B E B (K=
72% ~ 1.43g) ©

'"H-NMR (600MHz, CDCl;) 6§ = 7.42 (1H, d, T = 7.6
Hz), 7.28 (4H, m), 7.21 (2H, t, J = 6.9 Hz), 7.14 (2H, d, ]
= 6.9 Hz), 5.75 (1H, s), 4.32 (1H, t, ] = 5.8 Hz), 3.99 (2H,
s), 3.08 (2H, t, J = 6.6 Hz), 1.41-1.28 (20H, t, J = 19.9 Hz),
0.88 (3H, t, J = 6.9 Hz).

[0068]
<K 3SR EBRIEEYMZE K>
[k 38]
HoN NN
Ci4Hg—NCO + ? O > Cuahag” \n/ O
MeCN, 80 °C 0

2h

AT (EMBIE - SEEE - BT - W) A
HREREEBALRE BTEEHR - b 2-FEER
(0.87g ~ 4.73mmol) ~ Z §§ - R & B + VI & B (1.3mL -
4’.73mmol>e@ma):ﬂmmg,ﬁw%;mEP » Bl 90T B HE 2 NEF -
BUTLC MK EW L > BEREH W ER - 5H o8
TR S BB EEY Y 6 E SR 73% - 1.47g) -
'TH-NMR (600MHz, DMSO-dg) 6 = 7.73 (2H, d, J = 9.6
Hz), 7.27 (2H, t, J = 7.6 Hz), 7.17 (3H, t, T = 6.9 Hz), 7.10
(1H, t, J = 7.6 Hz), 6.99 (1H, d, J = 6.2 Hz), 6.90 (1H, t, J
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= 7.9 Hz), 6.46 (1H, t, J = 5.5 Hz), 3.91 (2H, s), 3.05 (2H,
t,J = 6.4 Hz), 1.39-1.25 (24H, m), 0.85 (3H, t, ] = 6.9 Hz).

[0069]
<K 36 T RZERIELEEYZ &K >
[ 1E 39]
) g . g
CisH3;—NCO  + O WCme jor O

25h

HEEBEFREZE  ®HTF - BH) FHHEEEE
BERNEEE  ETEEH - LB~ 2-FEEXERK(25mg
0.68mmol) ~ & & + A 5 H (0.2mL ~ 0.68mmol) i IE 5 ik
AsFmmEF > DL 9OCHERE 2.5 /N - Ml TLC BHEKFE
Witk BEHNEINER EHUZEXRZFEINEEYY
A E 8 (U ZE 87% ~ 258mg) -

'H-NMR (600MHz, DMSO-dq) 8: 7.74 (1H, d, J = 8.2
Hz), 7.71 (1H, s), 7.27 (2H, t, ] = 7.9 Hz), 7.18 (3H, t, ] =
7.2 Hz), 7.11 (1H, t, J = 6.9 Hz), 6.99 (1H, d, J = 6.2 Hz),
6.90 (1H, t, J = 7.9 Hz), 6.45 (1H, t, J = 5.5 Hz), 3.91 (2H,
$), 3.05 (2H, t, J = 6.6 Hz), L39-4.25(26}L-m),o.85(3H?
t, ] = 6.9 Hz).

[0070]

<RITHARZEBMEEWZ AR >
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[1t 40]

HoN _N
CgH33—NCO  + — > CiHss™ Y
MeCN, 90 °C o)
4h

HERBREERERE =8RRE -®HB1  FElR - BK
REte) EHEEBRBEEEANLZERERZ  ETEEKR -
2-F A E g (0.81g ~ 4.44mmol) ~ ZF - EE B+ N
(1.4mL ~ 4. 44mmo )M F M A K EE M - L 90TC#
4 /NEF o DL TLC MERE R FEU 1 12 > IR AT AV B 88 » & i
BEaEpBH/CrETHIESIEEY 28 &8 88 (KX
51% -~ 1.02g) °

'"H-NMR (600MHz, DMSO-d¢) & = 7.73 (2H, d, J =
10.3 Hz), 7.27 (2H, t, ] = 7.9 Hz), 7.17 (3H, t, ] = 7.6 Hz),
7.10 (1H, t, ] = 7.6 Hz), 6.99 (1H, d, J = 6.2 Hz), 6.90 (1H,
t, J = 6.9 Hz), 6.45 (1H, t, J = 5.5 Hz), 3.91 (2H, s), 3.05
(2H, t, J = 6.4 Hz), 1.39-1.25 (28H, m), 0.85 (3H, t, J = 7.2 |
Hz).

[0071]
<KN3SFHIRZERIELEEWZEK>

[k 41]
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H H
NCO H,N N\n/N
O/ THF rt o) O

HERBNRERR =8kE #HF BEH) EH
BEEEEENEZRE ETEE®R - M 2-FTEXK
(1.2g - 6.48mmol) ~ VU & OF I (THF) - & & & 2 &
(0.8mL ~ 6.48mmol)WY IHF I A R EEMH  » DL=E M8 #
1.5 H -l TLC ERNEBEWHE » AR KEES  #H
R CERE THF REFEFEHEYW 2 B EHB (W =E
65% - 1.30g) o

'H-NMR (600MHz, CDCl3) & = 7.43 (1H, d, J = 7.6
‘Hz), 7.30 (3H, m), 7.26 (1H, s), 7.23-7.19 (2H, m), 7.15
(2H, d, ] = 7.6 Hz), 5.73 (1H, s), 4.25 (1H, s), 4.00 (2H, s),
3.52 (1H, s), 1.86 (2H, dd, J = 12.7, 3.1 Hz), 1.66-1.63 (2H,
m), 1.60 (1H, dd, J = 7.9, 3.8 Hz), 1.36-1.28 (2H, m), 1.10
(1H, m), 1.01 (2H, m).

[0072]
<K "2 ERLEEDZ A K>

[k 42]

H2N | » \/\j\/H N
/\/j/\NCO N O N\H/N
0]
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HEEBE(RESER ="8BRZE - -#H7F - Fik B
AR FRAARBREEBENEEREZ ETEEH - K
A TLEL 2-FEFRMK(1.08g > 5.90mmol) ~ Z 5 ~ E&EEK 2-
ZETCE(.1mL > 5.90mmo )RR AR EREHR T > B
O0°CH#EH 2 /NBF - Dl TLC MR EWH % - BEAEH
E o  EHMUZBELRFESTH4E  SEEEYW o CEE
(W% 56% - B 1.12¢) - |

'HNMR (400MHz, DMSO-d¢) & = 7.75 (2H, d, J] = 7.8
Hz), 7.27 (2H, t, J = 7.3 Hz), 7.23-7.15 (3H, m), 7.11 (1H,
t,J =7.6 Hz), 7.00 (1H, d, J = 7.8 Hz), 6.90 (1H, t, J = 7.3
Hz), 6.42 (1H, t, ] = 5.6 Hz), 3.91 (2H, s), 3.03 (2H, m),
1.40-1.16 (9H, m), 0.89-0.83 (6H, m).

[0073]

(EWH 2: BB ZERBEKEITN))

BERE 1 raky 39 BERLCLEYHMEEE
mo EAHNSESBOERGE B WEEBRER
s ~ SH245 -~ T0%ZBEKBR)Z B E DM - I
ShE 11 B 12 FERERS 1 el 39 BERES
) &

BBLERBETOUT N2l 2EBEREEELRET =S
HY %€ BB AL & (5.0mg) » F L0 A & BB (S00uL) - £ 120
CZzmER EmE - FHERE - 218 RERFSFE —W >
BESZBHE K - 1 28 9 #mnk= 1~3 18 Ffrom 21k
e RBLEBFEHZZB LA BNBRERZERERE
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b BT -

HRENALSB REBRBRZAGHE  REAEELER
BARARTITHREHE L, " BBE, RPOFTHRRLF
WMZBEBHNREBOIT » XRHAESFHEMFIMEE) EH
ZEBHEMEE "G, c Mo BRBLEEFMGR "PG, 0 KW

ST ER TSG, > BBLETGEE TS,  BERZR
REEFMER "SUS, - X RFMEER "nd, - FFHEER
B (R 1-1) k(& 1-2])

X ARBR BRAGSIEHZEES  SERE(L
FOARNMEERMEENEBLAANRE  HIASEBERERBL
BRmELEREZEBLENEmEPVEBLERE) . (£
1-1) k& (% 1-2) 1 BIRNA(WV%)E T~ & D & B E
fgo
[0074]
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[#1]
[%1—1]
No.| HARFI o A RS R P B SH245  [70% ZBs
1 o 025) ©5) SUS 40
2| (029 035) PG Sus Sus
3 G G PG nd ‘ nd
4| o9 S SUs Sus 10
5 (1(.50) s sUS SUS SUS
] G T G G G
(0.5) | (0.5) (0.75) (0.25)
8| (035 s SUS sUS sus
9| (025) S | 10 Sus Sus
0| (10) 10 Sus SUs
11 s s (0_(.5,5) Sus suS
12 (025) PG s suSs SUS
ET s sus sus sus
14| (025) ©5) (10 05 SUs
15 op S SUS SuS o)
18| (o) S PG 079 Sus
17| o o) PG SUS SUs
18] (005 05) S SUS SUS

7A2175 . -84 -
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[%2]
[&1—2]
No.| KEELE Rk AERERE RN SH245  |70% Z.B&
19 (095) SUS PG Sus s
G .
20| oo S sus s s
G G
21| (0.15) S Sus SUS (1.0)
G G
22| (0.25) (0.25) S Sus S
» G G G
23] (0.05) S PG (1.0) (1.0)
24| sus SUS SUS (035) s
25 (1‘_5‘0) S PG S S
26 (0(_31) S PG S S
G G G
27| (0.25) (0.05) G (0.05) SUS
G G G G
28| (0.05) 0.1) 0.5) (0.25) SUs
G G G G
29| (0.25) (0.05) (0.75) (0.05) SUS
G G G G
301 (0.05) (0.05) (0.75) (1.5) SUS
G G G G
311 (0.03) 0.1) (0.75) (0.25) SUS
2 G G G G G
(0.05) (0.05) (0.75) (0.25) 0.5)
G G G G
31 (0.05) (0.05) PG (0.05) (0.25)
" G G G G G
(0.02) (0.1) (1.0) (0.05) (0.1)
=5 G G G G G
(0.05) 0.5) (0.75) 0.4) (0.25)
" G G G G G
(0.02) 0.1) (1.0) (0.25) (0.25)
o7 G S G "G G
©0.1) (1.0) (0.5) (0.25)
38 (035) sus SUS sus sus
G G G
3] (0.05 ©0.1) ©.1) S PG
[0075]

(EHH 3 :

7TA2175

BB AL Z 5B R A J1(2))

-55-




201733620

HERE 1 ek 6 2 29 A 31~ H 32~ =
32 34~ 35 A 36 AR BZERLEESY M R EEB
LE > BETHREERAEAERERN(CEFKE(CE&R
) &5 - BE O - ZBZE)ZRBF K E TN
fi o IhER > FRB R AKEAERAER » BEKUEBELAFE
BE -

REAREGE (B 2) 2IEFMEE > B 2.0mL
Z@%‘iﬁ%%%m T h & B AE B AL B (5.0mg) - RN A & HE
BoK M A HBEE (500pL) » £ 120C 2 MmEAKR Eng > FE
BE -2 REARRE M BHEEBOEK - FEN
Ak REBBEZRGNE  HNEREEREBZRITIART
MR HE R "TERBL, EHZEBSNMEE TG, - &
BRZMREEFTMES "SUS, - RENERRRIN (X
2]

psi

IEME 2HE BEREGIERIHEBRE » BEFEHE
INAMNMEERREBALAE  BAZIELSHEELE
xBREZHZBLBENEEIBBLEE) - (R
2) B BIMA(wWvR)RTSRIVEBLERE -

[0076]

vl
N
T
Ii*><1

=
N
m1:1
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[#%3]

[%2]
No.| ZEsZE | —&mm 20 R 1-B5%
6 — Sus sus (0_(-3,5) (o.c7;5)
29 sSus sus sSus sus (0(.;5)
31 sSuUs Sus Sus sus (1.(2;5)
32|  sUS sus Sus SUS (ogs)
33| suUS sus sus Sus (1?0)
34| sus sus SUS (fo) (1(.30)
35| sus SUs ~Sus SUs (1c.;o)
3| SUS sus Sus sus (1c.;o)

[0077] #0 (% 2) ik > 2B 28 - —RE5E - &
A SEERLCAWTRRBRESE  BEEXTR
6 Rz 34 2 E REA L&Y  n-CBFER 8 BE
Blewems  BRTERZRBOVK -

[0078]

(EWH 4 BEAHZRERRENG))

GEWA 1 RRRARZE 1~ K 4R 6 R 15 R
21~ 2= 23~ = 27~ = 32~ = 33~ 5 34 K 35~ & 36 5
X 3 TS ERECYMBEREELE  EFHREE
WK EE AR (Z F A (DMS0) - ZBB)R - BA®E
AR OKHEB KT REE ZREEN  70%2Z B AR
W 20%1,3-T EABRRZREBEBRIGTME - i
s K EERER  WHE BEKUEELFES
%o
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mEBAEABHE (RS 2) 2 EFMHEE » B 2.0mL 2
EREELEFENHEBEAB(5.0mg) » REEMARZER
KEEBRBSB R KEFBB K (SOOUL) - 72 120°C Z 0 24
W EmEh  FHEBER 2% RELRSE B BEZEEE
MR -FBERAER  REBSBERZREM - BIFEEERE .
EBBRAARTHREH TR " 5 Ha"”:_l’ % 7 2 5 BB Y
Gk TG, - BBAEEFEMGERE TS, - BEARIREZT
ik "TSUS, - BEIWERETRN (& 3]

NEERG 2 HE ARSI EHIHEEBEE » 2 F 5
BLEBWANEEREBERE WM IEBE /B KR
BEEEREEEZEZBLENEEIVEBLERE) -
(R3] BIRAWYR)RREDVEBLERE

[0079]
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(4]
[%&3]

No. DMSO Z58 Zgg%ﬁ)? 20% 1,3-T =B
1 - - (10 SuS
4 - - 4o Sus
6 o) _(05) (025 SUS
15 ~ ~ o) SUS

21 ~ - 40 S

2 _ — (1?0) Sus

27 s sus SUS (035)
32 SUS SUS (0(_35) | SUS

33 SUS sUS (025 sUS
34 Sus 075) 1) Sus
35 SUS SUS 025 SUS
% o) (025 025) SUS
37 (125) «0) (025 SUS

[0080]

CEH S HBAEEZHEBEKETM@))
RERE 1 fFRakzX 1~ X 3.2 6K 32 A
330 34350 3530 36 KA 3T I ARZEERLEYH

REBLER BTHRZIERTFRBZEBERE NN
fii - BESMERBET/REE - EALLT 67 -
(MesPrNJ (TLN] - =HEREHR BC=E&FE

his B A ) BE oF B |
(EtMelm ] ([ AcO) : 1-Z E-3-HEBRME ZF

s
i
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( EtMelm) (TfO) : 1-Z E-3-FFEDKMEE =& H
% |

( EtMeIlm ) [ Tf,N) : 1-Z A -3-FF E ok mk g &
SHFEBEERE ) BELE

(BuMelm) (BF,) : 1-TZ-3-F E0kukss /0% 50
o]

S

=
=P

[ (MeOMe)MePyr] ([ Tf,N) : N-H & & H & -N-FH &
UG BESS (= F P AR E ) T K
mBAABHE (A 2) IEFMERE > B 2.0mL X
BREZMRET ENGEB(LEG.0mg) » 7RI NA S HE B
‘}TQE@(SOOuL)’ £ 120C 2R Em# > EEER - 2
% REBSE % BEZRBEANER BSINERERT
Nk 4) X BERBZZEEREPZIEBALAIT AN —
My CEEBAR =X 1~ 3-= 6 AIRZERMLEY)IE
NI E 10 -
NERFEEEBAREHRX 32 KX 33K 34~ K
5o R36 KA TR ZERMLEHNG - BEEHH 2 H
B o HERABIZEHZERBE SZEEBLENARANEER
HBLEAR HIAZIERTFREBERBLEFREEEREZ
RBLENEEIVEBLEE). (% 4) 7 BIA
(wivm)yE~"Ex DV EBERE -

[0081]
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[#5]
(k4] .
No| MesPrNI | [EtMelm] | [EtMelm] | [EtMelm] | [BuMelm] [[(MeOMe)MePyr]
) [Tf2N] [AcO] [TfO] [Tf2N] [BF4] [Tf2N]
1 — - - G — G
3 —~ —~ - - — G
6 G G G G G G
G G
32/ (10 - - (1.0) B -
G G G
31 (10 - - (1.0) (1.0) -
34 G - - G G _
(0.25) (0.25) 0.1)
| G ~ — G G —
(0. 5) (0.25) (0.05)
" G — — G G —
(0.25) 0.1) (0.05)
57 G B ~ G G —
(0.25) (0.25) (0.05)

[0082] W EHHB 2 ZEMG 5 Fron > BESR T 4 £ BH
ZERBIEBEH NGB KEEHRBER - BHAKEEHBER - HAK
MEBRER HEBETFREEBEEPHRER -
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FH nﬁﬁ*%” B
1. —EEB/ER  HGHTHENX (1) FiIR"ZLEEY
B
[k 1]

o
R1—N-C”)-N—Ar 1]

(&
R'SREE R T8 2 5 20 2 2 8 5 % 2 5 69 b5 5%
BIRFH 3 E 20 THERMOKE  ABETH 128 20 2

B 4R S R B 0 2
AT RAMBRY RTEBEHBFTH 12 10 49
5 BEFHIE ONKAE BETH6S 184%
CHEET CMEEE - BREFHR 2E 10 kL
CBETH TE I8 NERERRBEETZED 1@
MAEMAZBEATFH6E 180K -
2. WEKRE | ZEELE
Hob R'REETH 12 F 20 2B MR % R
% CBETFH 2% 20 YRROEL  RBETH 12 B
20 7 B G IR B % 9 AR 9 9 A -
3. OMBRIE 1R RE 2 2B
Kb R'BBETH 4% 20 2 @KL
Ar BERAY  HTEREHEBETH 1S 10 f5

ﬂTﬁﬁ
Hﬂtfﬂﬁt

SE

i

Ty
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£ RZET BETHR 7T E 18 IEEEFRRBEET >
=20 1 EHRRERA S EE -

4, MERE | BHKE 3 FE-EZEEAR > H
hoAr B AECERWMA T FE

S, —EEE HAMMBERE | BHERE 4 PE—
Hy B  HEBAKEEBOEE - KA AN - B
KV A e 3 SR T O B P RS R -

6. WMFERIE 5 2 > H b AT A E B EE B
BEEEYE - EE - BWAHRREFREATZED
__.$§ o

7. MERE 5 ZEE > Hh R AKEEREE B
BEHEEE 28 2-FWE-TE RE OB 1-%
BEYE W B LB Sk B T
BN ® 2 BE_FETSHEFRBEATZEL—
E'o

. MIBKE S ZEE HOPAMBEAKEEBERE
HBAKMERABEBEK ZESBE -

MBEAKMEEREMBBEEETE - 28 2-FE -
TR KR OB 1-¥EREEAE BOE -
ZB5 - T HW - TOEA OB 2 -ER-EE
E AR BAT Y ED T -

0. WMIERTE 5 TR > H b AT TR B
BT S - HEUE SR - URUESS - LU DRSS - 85 - M RHFR
HEPYBRTEE ERALNE SBY - ARE

liid

BT
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PR EE  MIAERE R SRR W BiRE
Mg B BUIBREERFESBLAYARBEETZE
METREBEESRER -

10. —®@ETa=l (1) rmzit&EY -

[1E 2]

HoH
RL4+9N—Ar [1]
o)

(= >
RIEBRRETH 22 20 > HBERR T WROEE
BWRE T8 3% 20 2BROKE - RBEEFH 12 F 20 >

H 8 R IR ST 8 R BN 0 5
Ar BERBEHAY RATEBEEEHBETH 1 E 101
CHETHIE I0MKERE BREFH6E 18K

CHEERTFCWE - EE CRETFH 2 E 10 mEE
RECHETE 7 E 18 R %&ﬁ@¢2§91ﬂ
MAEBMARZHEEFH6E ISHFE) -

11. FERE 10 2(beW HPE R BRBEFH 12
E20 ZEEBRR T EBROES  BEFH 12 F 20 23
R BEE: - RBERTH 12 B 20 > %R 88 IR 1 K8
;__% o

'u.ml-kﬁloja-kﬁllzwbam’;@PAr%
ERAY  NEBOHBEFH 1ZE SOEE - 85 8

#r 35
Bk

NTTS
I

i

«T
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E oBE CBREFHE 22 10 REERERNEKETHR 7 £
10 WEREMBRBEEFTZES | EENARERACZE
£ o
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Ef
ht8

IR 4. 83 AR &bt IR 1.2

SH245 70% EtOH SH245 70% EtOH

& 2

H H n H
N N N NO
CigHar” I \© CygHa7” I O 2
3

A

it =l ] o AT RN iy crat | E AT RAE

SH245 70% EtOH
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SH245 70% EtOH SH245 70% EtOH
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CigHar” I U
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SH245 70% F1OH SH245 70% FtOH
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CigHar” \g/ U
15
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18

AT RN iy ral | 3T AR RNE

SH245 70% EtOH SH245 70% EtOH
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