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R R 2 TRy THEE | B9RCIEDL 2 R A (R T USRI AR Z R
tRECTTHRE A B R < (R -

(& i )]

[0085])

F45 H o 74 HEYRRAS)
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112143333

LUNFIRERGH] - i — P i ei AR > AR ZIRNZSE - (AR
{EEIRIRERE - R SRV HEIE J7k - 40Nk -

[0086]

GBI

NMP : N- B £L-2- I i
BCS : 7 [ B T it
[0087]

(ORI

EL : 3§ 215

PGME : P 7 B H it
MeOH : Hifiz

EtOH : /[iZ

IPA : 2-P5fE

[0088]

(TU2BE —HF)

(ADA-1)~(ADA-3) * 575 LLU T Z(ADA-1~(ADA-6) L RHIEEY)

[{522]
0 0 o)
0
g O O ° O;K:EZEO
© o] o)
(ADA-1) (ADA-2)
Q 0 0 0
O O o} o}
(ADA-4) (ADA-5)

Q cH, 9
o o)
o HC o

(ADA-3)
0]

o)

O
O

(ADA-6)

F46 H > 74 HEYRRAE)

FEHESE A0202

1133059787-0
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[0089]

(Zh%)

(DA-1)~(DA-12) : 5351 B LU T ZUDA-D~(DA-12)FEmEEEY)
[{£23]

L
i, )

(DA-1) (DA-2)

B e e o
H2NOO HoN NH;

(DA-3) (DA-4)
o NH» H
N QO\/\OWOV\O HZN/O \©\NH2
i (DA-5) (DA-6)
H3C$§H
COOH
oo, Lo
(DA-7) (DA-8)
~_0_0 o
HZNQ \©\NH2 H2N/©/ \ONHz H2NNH2
(DA-9) (DA-10) (DA-11)
CHj
v
HsC
(DA-12)
[0090])
CAS IR

AD-1 @ LU F(AD-DFE RV EEY)
NIITEIA © N-o-(9-FhEE FH | AR -N-1- (G = T s\ A cEy)-L-AA iz
ANITEIB © 3-RAWNEEENE A LA BT

F47 H > 74 HEYRIAS)
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[{E24]
OH
\ .
HO/\/N N/\/OH
0 S
OH
(AD-1)
[0091)
[REE 2 HIE]

GBI FERRRERRE IR ZREE » (E BRSNS TVE-22HCRIRE SR A F
2 i E L ImL - $EPETTE-1(1°347 > R24) - JRmfE25 CHEETTHIE -

[0092]

(ZREZEH)

[0093]

TLEEAS & R P RYEYIF A H-NMR AT TR E © S AriRfEan Mk -
#5E | BRUKER ADVANCE I1I-500MHz

HAE B © (b R LERR(DMSO-dg)
EAEYIE © PUHEEYF5E(TMS)(50.0 ppm for 'H)

[0094]

<ERS SR : DA-SZ &>

[{E25]

F4A8 H - $ 74 HEYRRAE)

112143333 FEHESE A0202 1133059787-0
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Ou™o o 0
n.\.@/ " - Fo-,.n’@’ MRS e

7
THF, 0 "C—45*C

Hz o NH3
50 Pd-C o , g
—_— VA‘D)J\/\/\[F! iy

! o 1]
LI, 50 % HaN

[0095]

BIR2-(4-H RN SR LBF(30.0g, 0.164mol)f ATHF(TU GBI - 120g) ket
E(14.0g, 0.177mol) » BELUKIE(0°C) LAl B - WEFIRVERT @ BIDEER
THF(60g)HyC —fiz —£(17.0g, 0.0929mol) > BN RIZ » FREm(25°CHRFF2077
8 - HAZASCIREFEIS/NIF « [ZESEHRTR - /28l 2 ZR(25°C) » A AZK(540g)
(eSS FATHY - BRFREHIBIE M SAVAS M TRz - 155 &S S (39g) - MHEE R
LA THE(300g2)li FA70°CHIEMERE - 3BLLKA(0°C) /5 a1 I A H EZ(400g){HE HFH
Ghiem o B ERJE 0 WRHF RIRVAE FOETTEZER - 155 U DA-S-1(E & ¢ 34.0g,
0.0713mol, FE#88%) -

'H-NMR(500MHz) in DMSO-ds ; S(ppm) =
8.19(d,J=9.5Hz,4H),7.16(d,J=9.5Hz,4H),4.37(q,4H),4.34(q,4H),2.33(t,4H),1.54-1.51(
m,4H)

[0096]

A B EHIDA-5-1(29.0g, 0.0609mol) » 1 ADMF(N,N-— FH £ FHEz Rz -
290g)EfTEAURE - IIABREFTHE(S %PdbR I K (27K )KL » NE Chemcat/) 5]
B (2.320) FZCETEIUL - ZHEER T SR RES RS (Tedlar bag) » 1250°C
IEBFEIS/NIF [ ESEH % - FEHEE 2 S RARE R PR 2518 - IR ATK
(1000g) f FBEFE T {48 b Y« RF B8 - 153 7 &S & (24g) < &R A

F49H - 74 HETRRIAE)

112143333 FEHESE A0202 1133059787-0
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THF(92g) 2 S0°CHNEMBEFE LU SR - BN 7KE(0°C)#ErT /2418 » #HITiE
B IRV R TR - 198 78R (220) « NMFEIRYAE S II ADME(662)l;
FASO°CHIEMEHE - AR KB0°CETT 2412 » IIA LR8I AEE & ©
HoEE - A RHEEIHVAE SR TR R - 185 T DA-5 (& ¢ 17.0g, 0.0408mol, FE3R
67%) °

'H-NMR(500MHz) in DMSO-ds : 5(ppm) —
6.65(d,J=9.0Hz,4H),6.49(d,J=9.0Hz,4H),4.60(s,4H),4.26(t,4H),4.01 (t,4H),2.33(t,4H),

1.56-1.53(m,4H)

[0097]

C ALl Pa=y)

<G>

BB R R E R R R E A E By 500mL PU Ok L > HUDA-1
2.16g(20.0mmol) ~ DA-2 7.33g(30.0mmol) ~ DA-3 9.61g(30.0mmol) + DA-7
7.97¢(20.0mmol) > AANANMP 311.3g - iEHIARRE R R EIER - Kz —

B A RE I REE R IIADA-3 20.85¢(93.0mmol) » FRLUEEIRERL 7Rk A 128 &
% 2 FTFIIANMP 40.1g > [R40°C T RA24/ N S ZI BRI BT R (PAA-) -
i R MERE BRHRAE > {%405mPa-s

[0098]
<G>
R RAEEER KM AR E AE Y 200mL PO O8> B DA-6

6.38g(32.0mmol) * DA-8 1.22g(8.0mmol) * IFHIANMP 110.1g » EilaiE T G IEE
FPEAREEDA IR o 5% s R HIE R INADA-1 11.18g(38.0mmol) » FFLA{H[E]
BB R S 12E &% 2 JTEIIANMP 27.5g » JA25°C N EFR24/ NS £ 5

G R(PAA-2) © B2 MH FB% HURAE > {%398mPa-s -
SO E » $ 74 H(EHHHE)

112143333 FEHESE A0202 1133059787-0
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[0099]

<EHBI3>

RN el A A Y 100mL PU [ K& il - = H DA-4
3.44g(12.0mmol) ~ DA-5 1.25g(3.0mmol) > A ANMP 45.8g » &l AR IEIEE

AREEHIERR o ez _RERI /K2 TEBFE > BIRIIADA-3 3.13g(14.0mmol)
FAIANMP 11.5g » FURIRE T 40°CHRH 24/ N 15 2 1 B e B8 T

(PAA-3)  s% R FRIEEEHIRNE - {4320mPa-s

[0100]

<EHEI4>

B BT 4 B R E A& Y 100mL i1 B 2 > & B DA-6
3.19¢(16.0mmol) ~ DA-8 0.61g(4.00mmol) - i I ANMP 33.3g - &l S A8

FEAREEHIE AR - a2 _HERN /KA TEREE  BIRIIADA-2 1.25g(5.0mmol) »

FHIIANMP 3.7g - FURIRIR [ HS0°CIEFE2/NEF - FEIIANMP 32.0g » 241% > I

fIIADA-1 5.41g(18.4mmol) * FIANANMP 7.7g » FREIBE [ 70°CHRE12/NIF 5
B 1B B TR (PAA-4) » 2R BRREERATREE » {£320mPa-s -

[0101]

<EHIS>

7S B 18 B A B K MY R B A B B9 2000ml Y 8 | hn A DA-9(13.7g,
59.3mmol) - AEJIANMP 153.3g - A S RER R EH AR - BIRPEZ R
BRERNINADA-1(16.6g, 56.5mmol) » FAIANMP 17.0g - ESRIRE F40°CiR
PR NIHS F] T B AR AR (PAA-S) - 52 B BRhe I 75 I 25 CHYRS 5 {%:.504mPa
g
[0102]
<& 6>

F51H - £ 74 HEYRRAS)

112143333 FEHESE A0202 1133059787-0



2024347706

MR E KR A B B9 100mL PU [ 2 #f > = HY DA-10
1.85g(9.23mmol) &z DA-8 2.10g(13.82mmol) > AN ANMP 39.7g » &% E EIE1E
PRAR(E EIE AR - IR OB RIBRINADA-4 4.82¢(22.08mmol) » /I ANMP
10.0g - PR R4/ NS 2] | RO B TR (PAA-6) - 2 BRI S R R e
25°CHYZEE f#257mPa-s -

[0103)

<EHPHIT>

PRI E K R R E A E A 100ml U O BE #R 0 A DA-4
7.45g(26.0mmol) - G HIANMP 67.0g - A EURB R AR ISR - #5% M
BIRTYKA TEEHEIAADA-4 4.86g(24.8mmol) » F LUEREIIS R RE RS

BE % FNANMP 23.3g » AERIREE T » RS50°CENIBEERFE20/ N5

5 7 BB B IR(PAA-T) » 4 BRI R SRR E25 ]CHYREE » (%530mPa-s

[0104])

<EHI8>

MR PR B KM E R E A E Y 100ml U O 8 A 0 A DA-11
0.99g(5.00mmol) ~ DA-6 3.99g(20.0mmol) > A IIANMP 57.2g » iEHIEF RIEE

FEAREEHIERR - ez _ROEREKe TIBBFFEIIAADA-6 1.50g(5.00mmol) K
NMP 1.07g - RESRIRE T > KL TRHI/NE - K& - ISI1ADA-S
3.53g(18.0mmol) > FLUEFERRE TRENHI0EE% L TFANMP31.8g »
REGRIRIE T FOKe TRFE/NGEE] T RERM BUE R (PAA-8) » 2 BRI L
AR5 CHIRARE » {/165mPa-s °

[0105]

<R HI9>

F52H 74 HEYRRAS)

112143333 FEHESE A0202 1133059787-0
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R | EE R R R E AE Y 100ml U B AR 40 A DA-12
7.45g(30.0mmol) > AN ANMP 92.3g - 32k FURIERIF AL HIARE - % fg
ARKR TERAEIIAADA-3 6.22¢(27.8mmol) » F5 AEREIRSR TR R

EE% L JTFIMANMP 7.94g - FFXEURIRER | > FR40°CIEBIIFEIRF 24/ Nk;
T2 7 ERRAE S R (PAAS9) - BRI AR RE 25 CHIRARE » {4#347mPa-
g o

[0106]

it RIS R RR R B AR BRI R L » R > DUFRRE R T 2 fE5IIA
HYEUE - Lo (E RS VORIV E R HAON AT B AT A POR BR R oy
ZHEEI005H 7y o gl ZIETINEIEIE - FonERIYS IV EGEED)
MBI G T Y Ry < SEE 10052 H 7 -

[0107]

[#1]

553 H - $£ 74 HEYRRAE)

112143333 FEHESE A0202 1133059787-0
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[0110]

<f3>

PEEARHETAYSOmML =L - M1 SR P 20y R B A R (PAA-1)
8.67g ~ RS FIHVE BRI ELS IR (PAA-2) 8.67g ~ /NITEIBHYNMP 1.0HE %
AR 2.08g ~ AD-1HYNMP 108 £ %7K 1.04g ~ NMP 9.34¢ ~ EL 2.00g ~ BCS 8.00g
FIADARIOEIA 0.21g » DIRA R FRFE3077 6 - 1S5 TRSBCHEI(AL-2)

[0111]

<f54>

LA FA B3 E Y AR R S EC R BI(AL-2)(% - RHSRI0R S EC = BT
25°CHREE 24/ NI - 15 1 IR ELBC I FI(AL-2-24h)

[0112]

<fs5>

PEEARHETAYSOmML =L - M1 SR P 20y R B A R (PAA-1)
8.67g ~ RS FIHVE BRI ELS IR (PAA-2) 8.67g ~ /NITEIBHYNMP 1.0HE %
SR 2.08g ~ AD-1HJNMP 105 & %5 1.04g ~ NMP 9.34g ~ PGME 2.00g ~ BCS
8.00g » FIAIARMIIEIA 0.21g » DAWEA PR FRFE307 88 - B8] RSAEC = E
(AL-3) o

[0113]

<fj6>

LB A G SAHE Y AR R S EC R BI(AL-3){% - RHSRI0R S EC = BT
25°CHREE 24/ NI - 1S5 7R BC (A1 EI(AL-3-24h)

[0114]

<f7>

5555 H > $£ 74 HEYRRAE)
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PREEARHTHISOmML = EE - IIA SR BNEEIN R B AR(PAA-1)
8.67g ~ KPS EIHVEREIZ R B /R(PAA-2) 8.67g ~ /RIIEBHINMP 1.0EE %
AR 2.08g ~ AD-1HJNMP 108 £ %518 1.04g ~ NMP 11.34g ~ BCS 8.00g » 1
NIRIIEIA 0.21g > LIBGATRA T30 88 » 195 IRSACIEEI(AL-4) -

[0115]

<>

LLER bt B 7AR S8y 7 AR R B [ R (AL-4)1% - RS BRI SREC R
25°CRFE24/NE - 193] 1R FC R EI(AL-4-24h) -

[0116])

<fH9>

PREEARHTHISOmML = EE - 1A SR BB EEIN R BAR(PAA-3)
5.20g ~ R4S EINYEBRIEIOE R (PAA-4) 12.13g ~ JRIIEIBHYNMP 1LOEE%
AR 2.08g ~ AD-1HYNMP 108 &£ %518 1.04g ~ NMP 7.55g ~ MeOH 4.00g ~ BCS
8.00g » DAMLATRFTRF307 3 - 58] RSB EEI(AL-S) -

[0117]

<fF10>

LLER bt BIOAH [E]8Y 7 AR IR R EC [ R (AL-5)1% - S BRI SLEC R
25°CRFE24/NE - 193] 1R G FC R EI(AL-5-24h) -

[0118]

<>

PREEARHTHISOmML = EE - 1A SR BB EEIN R BAR(PAA-3)
5.20g ~ R4S EINYEBRIEIOE R (PAA-4) 12.13g ~ JRIIEIBHYNMP 1LOEE%
AR 2.08g ~ AD-1HYNMP 10E & %A% 1.04g ~ NMP 7.55g ~ EtOH 4.00g ~ BCS
8.00g » DAMLATRFTRF3073E - 58] RSB EI(AL-6) ©

556 H > 474 HEEYRRAE)
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[0119])
<f12>
PABAL i1 UREIETHY A B AR SR R B (AL-6) 1% » fRHE- S8R SREC R BT
25°CHFER24/ NI - 175 1 RAACI=EI(AL-6-24h) -
[0120])
<fF3>
PESHBHETRISOML = - 1A SR PI3E SRR B S R(PAA-3)
5.20g ~ SRPIAR RN RS K (PAA-4) 12.13g ~ IRNITEIBHYNMP 1.OEE%
IR 2.08g ~ AD-1HYNMP 10E & %)57% 1.04g~NMP 7.55g ~ IPA 4.00g~ BCS 8.00g -
DIRE B REF1ERE30 78 - B2 IR SACHE(AL-7) -
[0121])
<fF4>
PABAL i1 3RE[EIHY A SRR S EC R B (AL-7){% » RHE- S8R S R T
25°CHFE24/ NI - 195 1 RSAACI=EI(AL-7-24h) -
[0122]
<fFs>
PESHBHETRISOML = - 1A SR PI3E SRR B S R(PAA-3)
5.20g ~ SRPIAR RN RS K (PAA-4) 12.13g ~ IRNITEIBHYNMP 1.OEE%
IR 2.08g ~ AD-1HINMP 10E & %751 1.04g~ NMP 7.55g ~ EL 4.00g ~ BCS 8.00g
ARG TRHE PR30 76 - BE] IR SACAE(AL-8) -
[0123)
<fFe>
PABA b i1 SHEIEIHY A SRR S EC R B (AL-8)(% » A S8R SmEC R AT
25°CHFE24/ NI - 155 1 RAACI=EI(AL-8-24h) -

557 H > $£ 74 HEYRRAE)
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[0124]
<f7>
NEERBPETRISOML =N - IA SRS IR B BRR B AR (PAA-3)
5.20g ~ GRBIMSEIHY BRI B A /R(PAA-4) 12.13g ~ INIIEIBEYNMP 1.OEE %
AR 2.08g ~ AD-1HYNMP 108 & %A% 1.04g ~ NMP 11.55g ~ BCS 8.00g » DAfiz
AEPETRRE307 8 - JE] TIRFECEFI(AL-9) o
[0125]
<f318>
PABL BB TAE [EIRY 5 0A S IR SO 1) B (AL-9)1% » RS EIHYIR AL 1= B
25°CHFE24/NIF » 153 TR S BEC A (AL-9-24h) -
[0126]
P~ 1EFFHYRSECHEIE —FEY) - 5 _FEY - (ORI HEE K (C)
FRTEIEER - TR -
N B0 R FI9~BI16 - (F AT 2 B i) - 17~8 R BT~ 18{KEE
e f] -
xH o ORI IFEIINNEE - ForSbeaEBEEMHEHEN SR
B I AEE 100E £ 17 -
[0127]
[7<2]

558 H 474 HEEYRRAE)
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BB I EARA VAR o B - (A{E A 30mmxS0mm.Z A/ - JEEE £50.7mm
BRI o AR EFORRRERAE &5 g 2 B[R Bt 2 B i R B 2R AV ITOE
fi - 455 1 g 2 ¥ R Bt 2 EPRRIE 55208 Z FFH CVDIARAERTSINGR(ERY)
R o 552/ 2 SiNRR - {5 A {F Ry Ja el @ 4 BT S8 U AE < BRI Ry S00nmAYRH - {£55
2fg 2 SiNWE . |0 LB E Ry 3 a2 HITORE B ZELi PRI ik . E R &
fii > ALFORRER 1 S R M B2E R 2ME R - SERAVAT (R 10mm H gy Smm -
BEHF - S5 18 2 R A K B3 2 S R B > (NER2f 2 SINFERYIE M B4 -

[0129]

FIG 2 HZREM > FRETLINAE160°E H < R3nmAY B fRoum
EFRRC T THY B A S EHRYRIRE AR - EEER - DUERZ (FEE T
S Hl ER AR By ST B 56 1 I R SR 218 35, -

GRS ER B VB R2EE - AlEREL SR E R B BRI
R E R AR« R > & DU RE EA2S (WA O < S il BT Y 7 R Ry AR 2B
ER BN ARLIEREMR L BT FRAIERET80° Z AR PR ER
ZB2EIAR LI E R B L BT CI TR Ry R $180° L ARy T2 - Bl > &
ZHYSE T R R 2P - R h SN S 2R AR R Bl 2 ] 2 B R B AT 5 |
2R TAEEAR A e Eh (E (E N BHRRDAY T 18] > (R A G AR B R R R0 R
J7EERK ©

[0130]

MR - RE IR A B 12 Y B0 B 1~ 815 BRI R BC R BT (AL- D~(AL-4) K2
(AL-1-24h)~(AL-4-24h) LA1.Opm BRI 8 1R - 7o Bl DUje iR ZE i EAlif 2
T EAR K By T R 1 ITORR 2 BAA =4 nm VA ARTEI PG (FRVEER AN - 1R80°CHY
JnER_EEHEZERS sy 8T > FR230°CZEVEIEIR=UME I T30 s IR Bl > PR
THAE100nmAYZERR o ZATE > EHOCECREHE - BRSNS - R RN SR

60 H - £ 74 HEETRRIE)
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