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T BT YNGR FAAE [5] 75 2 5 Bk By B4 AR (4] ntb s (1) B IR L AL : 3

5. QAR SR 285 3 AT ik () (51 55 18— UK (47 H g 37 348 20 1 10 1) 46 0 ¥ FLRRE A
Fo1- G- R I —3- 2 b 0 il L R 5 A4 U SE I e Fr FH 49 il R XU
AR [5] 75 12 ) E R B0 L Af5 A0 . 745

6. QAU SR 285 3 BT ad () (5] 55 18— UK (47 H g 7 348 201 10 i) 46 0 ¥ FLRRE A
T BTIR#AT [ BL, BLFENLRFF T, 40°C [RIALR M 12h

7. QIBUREE SR 285 3 AT I () A (5] 55 18— UK (47 H g 37 348 40 1 10 11l 46 0 ¥, FLRRE A
T BT A BT, BT R T IR R o, o jhlE . SR St : CBR A E=10:10:1, L RBAH N
0.47,

8. QAU SR 285 3 AT ik () A [51 55 18— UK (47 H g 7 348 20 7 1) i) 46 0 v, FLRRE A
5 BTk B AR (4] e, Ho A BT VB RE , BX22 . SmLET ZE RIS (324mmol) , ¥ F300mL
To/K FEE A 3B AN RS, VKK 2644 5 i 05 . 3SmL iR (81mmol) , S N 10min f5 , i b0
17.9mL N i (81mmol) 55 . 6mLIZ 3 P R (243mmo1) 4H 1% 41V & VA W » 30min N Wi hn e B , e
WG, =R R N 2h, TR, PIE S AR RN BRI AN  IE O/ LR LR =3/1 (R
tb)

9 MURNEE R ~TAE— BT (A [5] 75 8 —XURF [4] mhtngs =14t 231 B2 A, FLARFAEAE T
FIr i A [5] 75 18— XUbF [4] b g =14 23 B 8 SEBXTS () — i BRI FAR (+) — Bk R 79 A v ik
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—MHE (5] 5 0 -XAR (41 F 18y 7 B HI& A R E
Rz F

ARG
[0001] Ak B J& T A0 27 A B AR A, B AW b — ikt [5] 97 - 0URE [4 1 it -4k 7
R LR VRS SN AL B

BREA

[0002]  #EI5 R AL A R SRR BB REAL . ERARR) . B A AL /a1
A B P 2l BB, RSO R PR RIRG L IR b 57 e 55 2 R R B XA IR IR & 4 o K55
KeAE E R AR 0 IR 1 B RS U T Rk R R L P Rt SR PR S FH 2
B e, A 07 ke o AR 32 BE , V5 7 2P 18, WIS B P e 1, T 1
Wl P B R RYEZ — A R h Iy s mE MO WAk 2 — K H %
RIB= 24 T TE) AR A2 AES () — I BRBR AR (+) — i MR IR P oot A4 A Y, 1 EL 5 e AR PR 24
RO 73§ 5 7 A R 22 5

[0003] [Nk, JFJee i 4 AT 0 Je bt 1 F0 ) 5 3 1 PR IR P 32 2 AR TR 2 PRI 7 L
AT EENE

LIRS

[0004]  AHE 73 () H FAE T MEIR A< i B FR) S i 9] ) — 2 77 1T DA % i B2 A0 4 — LB B4R S it
191 o EASER 73 LA S A FH 135 1 156 B3 45 4 222 R A B 42 R v R B 2 6 1 A B A s DAL 4 A A 3
3 U B 5 A N B A PR L ARASOR , T 3 v T A B0 4 s A e FH 1 PR A1 A B K L
[0005] & BaRHIHEORGREE, St T A K.

[0006] PRIl , M A K B e — AN D7 T AR B S IR ILAT BER P ARAERT AN 2, S it — Rkt
[5] 75 1= XAk [4 1ML g T8 5 1o

[0007]  Jyfigt vk Bk HOR A, A K IR T AN HOR DT 5 — A [5] 57 - XA [4] ik
g F Y > 7 AR AEAE T« ol AL [5] 05 J - X0UAF [4 ]tk ng FE 8 70 1, 70 TN
Cr11H134NsO 14, Ho 3T Z5 49 «

[0008]

(00091 {ESAA I T3 — AT T, A B 50 IR BOR A AE A A2, SRR A [5]
75 06— XUb [4 1 I =P 01 (V0 il 45 D5 9k
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[0010]  JMyfifik FoRHE A ) @, AN B AL T a0 N R 7 & Brid (1 AE [5] 75 & X0 [4] 1t
W VR 2 T ) 2% v, LA ROREAE [5] 75 18 L BRI B AR (4] MERg R ) B A
PA1- 3~ H R IE N AE) —3- 2 B — W i 3 R 6 f4— — PR SR e AL, AT N, &8
B EEEC A EAT

[0011]  VEAAK B FTIR B A [5] 75 - 0Ubk (41 ntk g T 14 8 23 11 1) 2% 7 VR 1) — PP AR ik 7
% RN .

[0012]  VE AR B FTIR B AT [5] 55 K- SUbk [41 itk g T 14 8 23 11 1) 2% 7 VR i) — PP AR ik
Z TR R RUR FEAATE (6] 75 12 5 Bk B 32 AU AR L4 mbns iy R /R L A1 - 3,

[0013]  VE AR BHFTIR B AT [5] 75 KUk (41 ntk s T 14 8 2311 1) 2% 7 R i) — PP AR ik 7
1= Q- HE I IE) -3~ 2 FEHR W% EL R £ AN4— — F S SE AT I 1) FH B 43 Tl R Uk 3k
HE [5] 75 KR 1) EE /R S0 . Af5 A0 . 75

[0014]  VE AR BHFTIR B AT [5] 75 KUk [41 ntk g T 14 8 23 11 ) 2% 7 R i) — PP AR i
Z TR IEAT IS, BLFEN AR R 540 °C B3 ) M. 12h

[0015]  VE A& B FTIR B AT [5] 75 Uk [41 itk g T 14 8 23 1 1 ) 2% 7 R i) — PP AR e
% FTIRAE AT, B I FICURFREL o, A s . S 5t : CFR A TFE=10:10:1, L RBAE N
0.47,

[0016]  VE A K BHFTIR B AT [5] 75 KUk [41 ntk g T 14 8 23 11 1) 2% 7 R i) — PP AR ik
TR R IR (4T e ns , Fo A BT VAL EE , B 22 . SmLET A& L g (324mmol) L ¥ T
300mLIG7K FEEH , 38 AN LRI, VKoK 2640 5 3 N5 . 3mL. H PR (81mmol) , R M 10minf5,
W17 . 9mLIA B (81mmol) 55 . 6mLFERE P (243mmol) ZH 1% H VR AV, 30min PN i I sE B,
WG RS I, SR OV 2h, IR YUIE AR ENT, RIF RN IEC b/ LR 4 Bg=3/1 (&
L) -

[0017]  VEAAK B A —A 5 AR SE RN A AR PRI R , JE BT iR 1 4% (5]
J5 = KU (A ik s =8 3T 1 R

[0018]  JMyfifik b aRHE A ) 8, AN BHRAE T a0 N R 7 & AR (1A [5] 75 & -0 [4] 1t
M R 2 T N, oA s Bl A (5] 55 8 - XURF (41 ks -1 48 20 T RE S S B XS S () -
BRBR AR (+) — J Bk IR 19 b ok g A2 ) 1 3 bk T2 1 R 531 o

[0019] AR BHIA 26 AR « R K BHPC-T LTS (+) — BRI 45 A 1F F /3058 s T PC—£2X4R
(+) — R B 1 45 6 AE FH 1858 o A R B S B 1 R FHPCRT AR T U Jm AR 19 E 14T TR 1)
R .

B [E135¢ BR

[0020] Dy 17 B i A $th U5t B AR i B St 510 ) 5 R T 5 5 I T o I it 491 4 3 v ol 7 A6 P
PR Bhs Pl 41 T Bt o 201 , S 1T 5 L, T i £ PR P AN SR AR e B ) — 8 St 51, oA
A I BN GORVE, AEAT H BIE PR 57 SIPERT AT S T, 3 n] DUR P X 22t B3R L e
TP P o e

[0021] [ 1 APCHY IR RE LR G 1 , ¥ 779 CDC s 0

[0022] &2 4PCHY PCRLRESL IR G , ¥ 77 CDC L3 0

[0023]  [&|30PCRf M A 4 1 ith 25 (a) 5 [H — 1% (b) .

4



CN 109232614 A W OB P 3/6

[0024] P4 9PC-F1XES (=) AR (+) i Bk BR 1Y) B ARG R T 28 (a) AR S T 28 (b) o
[0025] &5 9PC-F25%FS (=) AR (+) i Bk BR 1Y) B ARG R T 28 (a) AR LS T 28 (b) o

BASHEA

[0026]  JRfdi A BH Y iR B i CRRAEFIR SRR BE DN EH B 5, T T 45 S B AR S it 451 )
A% B T L AR St AR A 1R

[0027]  7E R TR R A T 1R 2 BRGNS DUE T 78 70 AR AR A B, (R A R B ik m] DA
K FHAR AN R 78 Sh A 1 e 77 2ROk St , A A AR N 53 AT DAAE AN 8 AR & BH P IR
B S ASRAHE ™, (R AR R B AN 52 1 THT 2 T 149 2L A Sz it 451 PR R 1

[0028] LK, A BT RRI “—ANS2it 49”3 S5 SE 4R nT L& T AR R B Z A — AN S
2 U RE 28 AL 25 R B o 76 AR U BH R e AN (R Bl 5 B A AE — AN St 9] R IR A R
[ — AN S it 451) 5 AR A A B B s 43 P 1 5 JF At S it 9] AR HE e 1 S it 9]

[0029] AR BHAE[5] 75 & XUAF (410 F1EE 47, 0 3 XN C11iH13aNs014, 43 F RN
1803.0020, kric HPC, Hgs /i -

[0030]

[0031] 4% [5] 75 f—WUAF (4] MHk g T 14k b 43 B0 1) % 7 32 < LA G0 e s 1), BUR Ak A
[5] 75 8 B R FEAUAR (4] MEmS Sh J BL IS » BAT- (-  BE TR 2) —3- 2 e — I e Eh g 2
Fild—— B G JERE i A AL, No AR 97 R, 40°C [R5 N 12h, [ S A5 IE S B ik AR B HE 2
33N A R ARED =) .

[0032]  Hirp, IRMUUR EAUAE (5] 5 e 5 B F2 A AR [4 ] Atk n () BE SR LG 1 - 35 fRe Ak 571 -
(3- T FH R FETAHL) —3- 2 3 b — WP g 35 R £k Ad— — H S I I 1 FH 00 S A UL 34k A
[5] 75 FE 1 BE /R B [0 . AR5 A0 . 745

[0033] % ZATFT FRRITF AN A e/ — & b/ LR 4T =10/10/1 (RFLEL) , L RSB N
0.47.

[0034]  PCH) 45 ¥4 FRAE « 5K FAZ W LR 6 1 A i 43 3 o 0 X6 8 20 B AT R AE . B 1 JAPCHY
HAZ RS LR G 5 K2 APCHY PCRZ ML AR 61

[0035]  PCJTF-VEF 23 « Il FH =11 20 B A A0 i) 48 A 0 A € 15 3R AS PO 799 fxof B A2 o 20 3% 9
AN : IE L/ DU SR = 15/85 (IRFALL) o SR 5 RAEPCHT WA 1) [ — €61 St SR PCAE 4 i
HE ) 56— 38 A AR e PC—£ 15 28 - EB AR ic N PC—2 . B 4 PO B 4 Fr) €233 il 28 5[] —
i,

[0036]  F=-1EPCXT i WE TR 19 -1 1R 50 < APCST B A R 244, S (-) —FIR (+) — Bk {E &
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A, R FH B B 78 B 9T PO i kR 00 T2 M R B S R 3 700 A 1 4l 0TS « 1 5 72 PCXT B A4 56
Jr IR ) B A o 1 B PN R 40 il 2

[0037] AR EHAE (5] 74 8- XUAF (4] mE i T M8 2 TAL B 4% S () —FIR (+) - Bk R A 1R
BT A R AR

[0038]  SLjitifd1 -

[0039] AU BRI S BIPCT- 1 73 11 il £ < A [4 1 Ak g v 1] 4k B B A0 R [4 ] ML ngs 1) 5 Bl -
BY22 . 5mL 7 28 PN % (324mmol) , ¥ T-300mLJE /K FF S b, 38 AN AR 377, VKoK s 26481, i b
5.3mLH iR (81mmol) , M 10min /5, M N17.9ml A EH (81mmol) 55 . 6mL ¥4 2 P Bl
(243mmo1) ZH AR FKVE AR (BE/REL 232 1), 30min P Wi N5 BE o e BEAS BR S b, =5 iR e N
2h, LI, VIR A ENT, R IF AN : IEC b/ LR 45 =3/1 (IR FREL) , 15 A (443 . 60g, 5
FRIALAN (4] ML =310 9% o Horp )\ FERAE [4] men @Il =41 . 5g, 7= %64.0% o

[0040]  HX0.28g (0.3mmol) #F:ALAE[5]754%,0.4g (0.9mmo1) ¥R FHEAVAR [4] ML & 5 T
30mL & H fi 8 ANLRY, VKRG A4 R, M0, 23mg (1. 2mmol) 1- (3— ZH &N
) -3- 2 5 — W LR L (EDCT) A110. 26mg (2. 1mmo1) 4—— F 28 JE A iE (DMAP) , J2 % 30min
Ja » FHRZ40°C , e FE R S M 12h s 2 SR 1mol/LHCTIE R« 7K S ML AINaC 1 e 34% I
W 7 B AN, Jo7KNazSOs T4, BERR A s KL =&t 2T, R I8 - A ihlE / — & e/
LR E=10/10/1 (URFRLL) , LL B84 90. 47, 15 3 (3 ([ 440 . 43g, P2 280 % . 4l FiF 1 ik
98% .

[0041] W 1TFNE 25 7 , 79 B AE K45 20T < 'HNMR (400MHz ,CDC13) :67.123 (s,2H,2NH) ,
7.086 (s,2H,2NH) ,7.027 (s,4H,4NH) ,6.860 (s, 2H,2CHar) ,6.703-6.739 (m, 8H, 8CHar) ,
5.894-5.919 (m, 16H, 16CHpyrro1) » 4.394-4.479 (q,J=10.8Hz,8H,4CHz) ,3.662-3.853 (m,
30H,15CHz) , 1.486-1.536 (s,42H,14CHs) ,1.246-1.317 (s,24H,8CHs) ."*CNMR (100MHz,
CDCl3) :6168.67,149.98,149.91,149.81,149.70,149.64,139.10,139.05, 138.58,
138.25,133.27,133.21,129.32,128.60,128.53,128.47,127.84, 115.53,115.37,
115.09,115.04,104.49,104,32,103.27,103.03,102.99, 102.86,102.81,70.32,66.16,
63.91,63.82,63.77,63.65,60.42,39.54, 35.24,35.21,29.31,29.26,29.23,28.98,
21.06,15.18,15.13,15.11, 15.07,14.21.ESI-HRMS:m/zcalcdforCii1Hi34Ns014M,
1803.0020,found 1803.0985.

[0042] A BHPCIN & S S BE 26 N
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HO

EDCI, DMAP

[0043] DCM, reflux 12h

[0044]  FCHIPCHIA 0. 2mol /LI IE C - DU SR IR ¥R (852 15, AR AR L) , I FH 1R
RS AT YR 5, B SR IR EE30°C VI B A A IE ke - DY SRR IR ¥ R (85 : 15, 7R
EE) I ImL /min A Y38 TE 295nm . 3 AW B 58— R4 AN EE iy MR FE 2.0 X 10
mol /L& , MR [ — € 1% , 15 3055 [ Xk Fr) 198 2% i o7 1 28 , 2% BH PO B AR 4 B S 3R 4 5 40 )
PC—f1FIPC-£2, WL 3.,

[0045] 43 BIRC I PC— £ LRIPC—£21¥) Z BV, MR BE 31,0 X 10 "mo1 /L. S () =1 R (+) — i
PRER I 2 REVEWR FE N1 .0 X 10 °mol /Lo Z BBV IR Nt i 46 o SR F B 3R K e kB VA Tk
45 5 ANPC—£ LFIPC—E 211 VAR L i3 40, 2mL/ 120mino S8 FH 43 30 45 4 5 X b R B U
E R AME SR PC-E XS (-) — Bk R AR (+) — Bk R 1) 45 & 5 BUK 73 i - 1. 22 X
10°M 15, 15X 10, XF i 45 A 8 A8 A HAy 5l : —5740cak/mol fil-4134cal /mol (FARK A
A i B R H A 15 21 MR R B imol /L) s PC-F2%FS () —mBEER I FIR (+) — Bk R
GEAHBKAY 1,00 X 10°M V12,47 X 10°M L, 5%6f B R 45 & 4638 A 1Ay 529 - ~7180cak/mol
A1-6882cal/mol . Eb A% &5 A H K /N, AT FIPC—FIXS () — Wk ER I &5 & 18 FH S0 %85t ; T PC—
F2XIR (+) ~ i R ER I 45 A 15 F 01505 o 3 2325 21 R FHPCS LR - 1R 501 i R BR 1) B ) o
[0046]  SEjitifFl2 Ok R -

[0047]  ¥422.5mLE Z8 LM% (324mmol) 5.6mLIEZFE N ER (81mmol) < 17.9mL T4
(243mmol) , fK X T300mLJC 7K FFEEHh , 3l AN SR 37, DKOKIB 25 2F T 5 % 05 . 3mL iR
(81mmol) - ¥ ARG PR ST, SR R N 2h, 198 , YUiE & 4F E 4, AR : IECU e/ 2 BR 2. T
=3/1 UEFAEL) , 15 B4R .09g, P2 33,0 % o o, B2 4 )\ JEAR (410083 . 5g, P73
10% .

[0048]  [F] REHEEAE 264 , 5 AN TBE G, [ DLV 5 A8 B, JE RS AN B H bR =9 , 15 B I v 78
T, B L REZT AR .

[0049] gtk 2RI IR L TN ERVE A J5 00 IR , 7= AN N3 % , SR I N I 3 3 5
Wi |5 AR 49 77 2 R0 I 7 0 A2 s o 428 )58 25 A T 5 P T ) I N T =X, A R T ) % B e A U

7
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SR (4T nEng (1) R BRI AR

[0050]  HXO0.28g (0.3mmol) FRIEAAE [5] 75 48,0.4¢ (0. 9mmol) IR FEAL AR [4] &5 T
30mL =S H B, I ANRYT, VKoK 264 R, IIAN124 . 0mg (0. 6mmol)  —FA L o — I Jf%
(DCC) F17.50mg (0.06mmo1) 4—— F & FEMLBE (DMAP) , [ % 30min & , FHiR 2240°C , i+ R i %
81205 73 55K F 1mo 1 /LHCTVE R « 7K 8 FINaC 1V VR 6% SNV 73 85 A6 WLAH , TE 7K Na2S04 T
f5, BERR VA s KL P AL JENT , BIF N A i/ & b/ LR LBE=10/10/1 (RF
tb) S EEFEAE 0. 47, 15 2 3 (440 . 13g, 7 %24 % .

[0051] W] %0, DCCHE R I Bl P2 W M LA 22 Bk, 38 ™= W 4 B 251G, 60 %6 e A o XLk ml i, X6
THE 5] 05 B R IR SR A B AL S SRt , 458 FHDCC—DMAPAE 4y s 87 e A4 771 ) e A 280 SR A
UNEDCI-DMAPZH & 4k 5] .

[0052]  EiSEHA ) A, LA b S g AN FH LA 356 HH AR B R 52 R 7 e AR BR il , R 2 IR A A
S AT A R BHREAT T VEAH UG , A ST B B RN TR S R AR, AT DA A R B [ R
77 AT B el SR B i, 1A i B AR B R T SR AR AR L, FL ) R A R AR AR
AH BRI B R a2
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—
[= I
o
=2 |} S —168.67
§ i
149,98
e 199.91
g - p—r {I*ﬁ 1]
14970
199,64
-h 139. 10
= 139,05
S | = ém.u
138.25
L 133.27
N <i:.21
o 129.32
g /IZIJU
= 128.53
128.47
127.84
8 1l 115.53
115.37
l-‘" {ns,m
g 15.04
i 104,49
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— 10303
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o o 102 . 86
= 102.81
g‘ ;
-.-8 -
- 7.3
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0 | | - —70.32
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a) B 1)
PC-f1 ! Pe-f
100 -
PC-f2
50 -
g
=]
E 0S4
[m]
(8]
.50-
J U k -100 —
Ll I L T " Ll I —150 T T T T T
0 2 4 6 8 10 12 260 280 300 320 340
t/ min
Wavelengeth / nm
K3
lime (min) Time (min)
a) 0 20 40 60 80 100 120 b) 0 20 40 60 80 100 120
, L . ! | | T T T T T
0.00- w" i'?'”" | 1{' ’ \ !rirl (T Ty 0.00
! | b
-1.004 [ -1.00 4
o i o )
§ 200 $ 2004
3 d w )
3 -3.00 - 8]
_ = 23.00-
-4.00 1
: -4.00 -
0.00 0.00
E -0‘50— ‘E’ -0'50_
8 8
< 1.00- =
S 5 -1.00 -
E Model: One Set of Sites E Model: One Set of Sites
= -1.50 K 1.22E54+2.87E3 M’ = K 5.15E4 +1.57E2 M
i s -5740£139.9 calimol g -1.504 MH  -41342236 cal/mol
-2.00
T L T . T . T 5 T ' T ' T T L] T L T t T L T L T L T
00 10 20 30 40 50 6.0 00 10 20 30 40 50 6.0
Molar Ratio Molar Ratio
&4
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Time (min) Time (min)
Q) o0 20 40 60 80 100 120 D) o 20 40 60 8 100 120
" 1 - 1 . 1 o 1 . 1 ¥ I ) L T L) ) L T " 1 . 1 . )
ittt b _ 0.00 -+ttt e —
°‘°°_|j'lf"'|'|||flr|s|mrarn|irl 1T ‘Hmmlllmmrl
050 | } s H L ’ \
S -1.00- ‘ i <1 |
K] @ y
= i R -1.50 -
8 1504 g™
1 -2.00 -
-2.00 - |
] -2.50 -
0.00 0.00
_ -0.50 _ -0.50-
= c
3 ' 3 '
@ -1.00- @ -1.00-
£ =
5 150_ B 150_ i
- Model: One Set of Sites - :“""‘7 %":?i‘?:;ﬁgg »
= K 1.00E5+1.94E3 M’ = 8 e
§ -2.00 - AH 71804539 calimol g -2.00 - AH -6882+306 cal/mol
'2-50 T T T T T '2-50 T T T T T T
00 10 20 30 40 50 00 10 20 30 40 50
Molar Ratio Molar Ratio
&5
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