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[0328] & ill#%:X Celerator

[0329] A 494

[0330] A AkHEFE (20) :2.122

[0331] 4% . 26

[0332]  Gonioffif& (HAthgonioff)
[0333]  Omaga: 0°

[0334] it &4k

[0335]  HR4fAAFE:3°

[0336]  #& L ). 25°

[0337] R DA A HLAL: 10 sec

[0338] EEAE . #EBHHE,

[0339]  #Ezh%H: Omega

[0340] B¥.3

[0341]  2PK:3°,

[0342]  sEjiifsl1

[0343]  2- ({[7-$&%E-5- 2-KIEZIE) - [1,2,4] =M [1,5-alnkng-8- 31 #HE ) & 90) &
g (b &4 (1) 7=

[0344] JBIE1

0O O O Oy~
| it HN. oL
[0345] {? ? CH,
CH, CH, NH, O
(11) (10)

[0346] 51
[0347] fEfx MR ZSHFFENL, 2- “HEIE LK (680 kg) 3-FAL-1,5- K R _H s tb&

26



CN 110214139 B W OB P 21/29 T

¥p(11)) /7 fE95% (193 kg, 1.05 kmol) FIE % (133 kg, 3.16 kmol) , FFim it 45 £ V4 figd [l
o T Z VAR PR I BE BB (1) (27.0 kg, 105 mol) 4IRS HE0. 5/ NN B )5
BHRAEI I 20 57N T 2255 °C , FRR TR A WTE N SRR FE55 C 4265 °C R fif £ 412
NI ARG TR A I N IR TR ZE70°C , HR TR A R L8 /NI, [ K P S8 4
FEETOCET5C AR M TE R G » ¥ R TR GV 225 C I IR, IR IR A P di 4
7. 5/INE [ B P S0 B 4 R 72 25 °C o YT 1 e M d ik i JEUSCER L HF L, 2- R A
(340 kg) ¥k

[0348]  FEJx i AsH AR N (464 kg) , [ H b 2 ASRAG IR dn AR 1) B &, IR IR &4
TEN IR E20°C F P3Nt o 5, A A i EUCAE  HF R E (150 kg) Pk K 3R131
TR RLEIRE N T, LA RI2- R 3 -4- 75 -6-5FA0-1,6- & NtnE-3- F IR F s L&
(10)) (148 kg, 804 mol, 7= 76.6%) .

[0349] AR _Lid 5B B4 A P INMRAIMS o

[0350] 'H-NMR (DMSO-d,) &: 11.48 (brs, 1H), 10.25 (brs, 1H), 7.19 (brs, 2H),
4.92 (s, 1H), 3.81 (s, 3H).

[0351] MS: m/z = 185 [M+H].

[0352] 52

[0353] [ AR HII3-AA-1,5- IR R s tb&4 (1)) (AifE R4k, 99.05
kg, 568 mol) .S fL4E (3.70 kg, 28.5 mol) MZ 4N (4.64 kg, 56.6 mol) FRIVESYT R
I (38.9 kg) /K (4.98 kg) MZFR (1.74 kg, 28.9 mol) . & 1/NEFHZIB-E W 7R N
FHE (25.20 kg, 599 mol) , FHAH4 AT A FH M (38.9 kg) Peik, FH I Ve iAW In 2 1%
REVH IREAE20°C 2235 C 1) N H R FE N HE 727N o 8 I s OB (S e LAk A
Yo (11) 13 25 A0 s B HR TR AR () 72 A o S8 e, R R B Mz R BTR A ) i i B (15,8
kg) » I IN28% = K (13.9 kg, 229 mol) FEZIE FIIZIR AU NS mol /LAAMENIK
W (137.8 kg, 565 mol) G ZIREWIEER FHEE150 8 AE RN SERZ G, B LI
(74.0 kg) MK (4.71 kg) TS INZE X SIR-EVIH, ¥R -G YIAE N AR L LS C R HHE3 /NS o
I I L e RIS BRI SR A, P 205 (69.7 ke) JFHEE (35.5 kg) AIZK (14.9 ke) 1Y
TR, RO (17.7 kg) #3E— 20 Yelk SR IR AR R 2E N S LA 2, 1) HE
R NIK (495.4 kg) MHEE (157.1 kg) o /£ N #BR 223 °C T [n) B V7 H A8 IN28% 2 7K
(13.92 kg, 229 mol) , F-AEN #FIRF30°CE32°C M EMIRME L (30.40 kg, 568 mol)
T7K (99.1 kg) AR K 3RAF 10 B2 AR N IR FE 32 C R B bk L/, FRAE =0 T hi b
4 .5/ ARSI TR R A 2. 52511 pH o il I ik 8 MR 1 B v VR IR & A, IF A B (29.4
kg) AI7K (111.4 kg) FITR A EIGESE, FH I EE (78.6 ko) #E— Uik W A5 IR i A4 7E
IR T TR, LA R2- 2 -4- 52 k-6 - A0-1,6- Z&MtiE -3- IR s (&4 (10))
(75.92 kg, 412 mol, ;=Z72.5%) .

[0354] AR L id 5k A I A Y0 INMRAIMS o

[0355] 'H-NMR (DMSO-d,) &: 11.48 (brs, 1H), 10.25 (brs, 1H), 7.19 (brs, 2H),
4.92 (s, 1H), 3.81 (s, 3H).

[0356] MS: m/z = 185 [M+H].

[0357] L IE2
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O~ -OH cl | O
HN. = 2 P ——— N._ = &
[0358] CH, CH,
NH, NH, O
(10) (9)

[0359] 7 S o 2% &% Hh 25 NBEIE S (864 kg) FN2-ZJE-4-F2 5k -6-FAR-1,6- ~&Lne-3-
HERH I (tb &9 (10)) (105 kg, 570 mol) , ¥R A WITE N HBIRE20°C T it £ 1 /N o 7F
WEREEL1°C 226 °C R RSB I — RN A O (133 kg, 1.03 kmol) , FF44 1R
S AE IR 25 °C N 4 RE 187N o

[0360]  #F e N 58k Ja » FE N BRI FE42°C 256 °C N MR S YIB IR INE 5 — & 28
FENRIK (2.21 t) FAEBHIR TR G, RV O (41 ke) Ve, IR BE I W
BINE LR 7 —5ET, RGN R EASC R0, 5/ B 5 , 72 SR fE8C
Z219°C FREEYIHIZT I IN28% = /KW (849 kg) » H IR & W07E N EBHE £ 20°C T #i
PEO. 5/NI TR A IAE N ERIREETOC R FE 1IN, ¥ 2028 P 3503 30 °C 376 20 AH [R) 8
NP2/ PTVE I A E I e RN AR I K (840 kg) BRI o K 3RAT IR AR AR AE YRR R
T, 1S 5I2- 2 Jk-4,6- &ML -3- I ls ((b&4 (9)) (96.3 kg, 436 mol, ;=%
76.5%) .

[0361]  JUEARE Lk 772 A B4k & P IRINMRAIMS

[0362] 'H-NMR (DMSO-d,) 8: 7.16 (brs, 2H), 6.83 (s, 1H), 3.84 (s, 3.

[0363] MS: m/z = 221 [M+H]",

[0364]  LIE3

Cl A~ cl cl B cl
N = O. e N. = 0.
[0365] m CH, H %%
N O

NHE' U HDJN\\.’H}

(9) (8)
[0366] TR/ M ZFAsHHREN2-TAEE (1.18 t) F2-ZHE-4,6- —&Mne-3- FRRH B b &9
(9)) (189 kg, 855 mol) fE N HEIRE63°C ET70°C T [a] V& &4 o iZ i v i — WP 26k P ik Jie 4
T/ ARF98. 7% (122 kg, 1.01 kmol) , HEHEAWIFETOC FHiHES/ NI .
[0367] 235, #E25°C NI iZ X MR SR IR IR L3R EE (71.1 kg, 1.02 kmol) , F4F
R EYITE25 C RN o 7E RN SE R I, FE A SRR 221 °C 22.30°C F ) R MR &) H 8
WK (113 1), HARHIR -GV AR IR RS T HiFE /NS o e () df i o i 4, 3 H
2-TABE (169 kg) 7K (162 kg) MITR A IEIBE R IR o K 3RS IR fm AR 7E U )8, LS
F4,6- & -2- [ (N-FRER 0 i A L) - (R b me -3- R iSE (L &4 (8)) (175 kg, 663
mol, FPETT.5%) o
[0368]  JEARHE ik 772 A B4k & P IRINMRAIMS
[0369]  'H-NMR (DMSO-d,) &: 10.80 (s, 1H), 10.10 (d, 1H, J = 9.2 Hz), 7.84 (,
H, J=9.2Hz), 7.35 (s, 1H), 3.93 (s, 3H),
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[0370] MS: m/z = 264 [M+H] .
[0371] B34

cl cl
| = Cl = | Cl
NN Py —= N o)
[0372] H o N “CH,
o N O YN O
(8) (7)

[0373] {ERPMIAZEFIENLME (824 kg) M= LBRET (154 kg) « fEN HBHELE6 CE16TC
T IAZE R BN, 6- & -2- [ (N-F2R I fZ F L) -t ke -3- IR F s (b &9
(8)) (175 kg, 663 mol) , 44 [ M IR A PILE N HRHR 20 C 2226 C N HES /NI &

[0374]  fEJRBiSERLZ Jo, fE N B IR FE2°C B8 C N # i It (53 kg) T-H K (382 kg) Hf)
BIFS INZ TR R SRSV, IR A AR N AR 1°C 23 °C R HHE0. /N o 75 P 8
TEELC RIC R ANRA Y IZ IS NN - B L0k (165 kg) » ¥ IRAMIIE N R EE2°C &7
CTHFEL/NE Bl 5, L IETR S, I 2K (76 kg) BRIkl B B 1 IR o K YR AN Bk
WA IE, K (702 ke) BE¥, 73 I, FER K JZE - A (608 kg) ZXHL KA HLZ MR ZE T,
7K (702 kg) ¥E¥k, 7T, FEM AN ZEAERE FAESMS IR EE5 C 2 60°C Nk 4 , K 2-
A (828 kg) I IRARMIH , HAGIR A VIEk P AESM IR BE55°C 260°C M e - 452
BT (828 kg) FHXININAEFERYIH , HF IR A WA E T 7E AN 55 C 260°C F k4.
) SRAF IR AR AR IN2 - TIBE (996 kg) » M RARAAFIIATT 21579 L, ALK IR G Y E 45
i o K 2 BRI MRAE2 C 2 10°C R e FE2 /e, Jd o i R AR IR AR A EI 20 C 2 10°C
[112-TABE (276 kg) Peik KRG IR AR LEIRE T8, AR (5,7- —&-[1,2,4] =M JF
[1,5-almtrE-8-4%) HEZH s (k&4 (7)) (135 kg, 549 mol, F=#882.8%) .

[0375]  JUEARIE Lk 77 A A S P IRINMRAIMS

[0376]  'H-NMR (DMSO-dy) 6: 8.71 (s, 1H), 7.91 (s, 1H), 3.99 (s, 3H).

[0377]  MS: m/z = 246 [M+H] .

[0378] @It 5 Bl T AR T iE A BTG (7) B AR B8 KX - & AT B 2o T
BT BB R AT 58 B (eps : TR AbTHED HLBE Rl B R AT 720 (°) &

[0379]  MRIEEL, NG ATH MH:20(°) = 9.7.11.3.12.5.14.2.15.9.16.9.17.2,
19.6.20.7.21.3.22.7.23.4.24 .4,

[0380] (b5 () B ER PR EL 1) dm 4)

[0381] FAE=ZR FHALEY (7) (5.00 g, 20.3 mmol) T4 ERZBE (25 mL) FIF & (25 mL)
H )RR AR N4 mol/LERR TR LRI (5.6 mL, 22.4 mmol) ¥ B fE = iR M
FE o n A RS I FH G IR L ER VR TR K 3R A5 IR A AR AR JRE T TR, AR (5,7- =
A-[1,2,4] =mIE[1,5-almbrg -8-55) R R bR L (&4 (1) B IR )  (5.32 g,
18.8 mmol, F=%92.6%) .

[0382] @It bl VAR A I E P (T) B SRR BRI S AR ok R X - S 2 A7 43
BB T 29 R B R AT R (cps: AP T30 HAR B RATH 20 (°) .

[0383] ARIEM2, HANEU R ATH MAH:20 (°) = 8.9.10.6.11.3.11.8.14.1.16.2.17.3,
18.0.19.6.20.7.21.3.22.4.23.2.23.7,
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[0384] L IE5

Cl Z | Cl
[0385] N 0
N | “CH,
NN O
(7) (6)

[0386]  fEif NI (5,7- & -[1,2,4] =MEJF[1,5-alMEnE-8-%) R g (k&4 (1)
(50.0 g, 203 mmol) T LN (250 mL) H HIVAW h 7R IR BT — 1% — 21 (L &4
(16)) (55.8 g, 223 mmol) FIBKERH: (72.7 g, 223 mmol) , H-KHEEWIFEI0C T HiHE4/I
I o B N SE R G AR 2 OB 2R (400 mb) MR INZE R BRSSPI , IEAE VKA HV R K
(400 mL) ¥ N IEW A o 73 BKZ IR SESRAF A HLZ LR EAE Y oL R 5 4% FH R
(100 mL) Pk, K& B HUZ 5% 7K (150 mL) Yk Pk fEIE N IR HHILZE
2RI o ) He A 0 41 (500 mL) , FFAE R T 28 K I 4 BRI 2 5 R ,
ARFAA T 22250 mL, AFR35-[1,1- = (LA BB EL) -2- KA L] -7-5(- [1,2,4] =M JF
[1,5-alntme-8-F R (L& (6)) G NF203 mmol) ) Z BEVE W -

[0387]  PEARYE L3k 77V2E Bt I BRI RTTUE (AL S P IRINMRANIMS

[0388] 'H-NMR (DMSO-d,) &: 8.73 (s, 1H), 7.42 (s, I1H), 7.17-7.08 (m, 3H),
6.68-6.65 (m, 2H), 4.26-4.13 (m, 4H), 3.99 (s, 3H), 3.87 (s, 2H), 1.09 (t,
6H, 6.8 Hz) .

[0389] MS: m/z = 460 [M+H] .

[0390] L IR6

3 B
HE-C-FF\D /—CH,
[0391]
4.’.}“{:,;!43
NN O
(6) (4)

[0392]  FEZIR T 41,5/ R)5- [1,1- = (LA BB ES) -2- KA LK) -7-(-[1,2,4] =M
FH[1,5-alMene-8- R fE (k&4 (6)) (203 mmol) F £ B v ¥ HH B 8 i mol/L
SEEAANAKIA R (250 mL, 1.00 mol) , JF-H4IR -G W AE ARG B R L L. 57N o £ S N 58 i
ZJ5 KK (75 mL) TNV h AR =R N KSR A IS B A N 226 mol/LERTR (200
mL, 1.20 mol) MIZEE (125 mL) VR GV K IR1G 1 & U IR T IR0 . 5/h I, £
60°C N it — B4/, FFAETOC R HE— Bt RE2 /N A R N e R 5 IR S A HIE
SIRIFFEL. 5/ o UTHE A dib Al o 1 g 8, R I 2% (150 ml) A17K (150 mlL) HIVE-& ¥
TRBER P IRAF I W d AR AE DR N T4, AR BT -3-5- (2- KL HE) - [1,2,4] =M IF (1,
5-alltne-8-HE ((h&¥) (4)) (57.6 g, 191 mmol, F=394.1%) .

[0393] AR b3k 77k & AL & P ENMRAFIMS o
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[0394]  'H-NMR (DMSO-d,) &: 14.16 (brs, 1H), 8.64 (s, 1), 7.33-7.19 (m, 6H),
3.47-3.43 (m, 2H), 3.13 (dd, 2H, J = 8.4 Hz, 6.0 Hz) .

[0395] MS: m/z = 302 [M+H]'.

[0396] it 5 IR A7 VEIRAARI 7 VA AL A (4) 1 R AR PR R X - S R AT i B o T
B3 N B R T 5 (cps : AT HAR A SR ATH /120 (°) o

[0397]  HRHEEIS, BEANEMT T ATH 20 (°) = 10.0.10.5.11.7.13.5.14.0.14.6.16.3.
17.4.18.0,19.6.20.1.20.8.,21.1.22.1.23.3.24.5.

[0398] (L& (4) BISHAARTT)

[0399]  FE=E F5-[1,1- - (LA -2- KK -7-/-[1,2,4] =M 3 [1,5-a]
ML -8- G FE S ((h-8 4 (6)) (W R T-40.6 mmol) T Z e AR B s N4 mol/LA
ANBKEET (B0 mL, 200 mmol) , HH4 VR A W EAH R B T B P2/ N o 7 OB 5E G S
¥ O (25 mb) IINZIRE Y H ARG ING mol/LERER (26 mL, 156 mmol) , FH-H4IE
EIAEN BRI EETTC TR HiHE6 . 5/ o 75 RN TE T » BHIR A P73 ) 2 = 0 AR N IR S
43°C R MIIR1S M BIF I H B N6 mol /LERER (6.77 mL, 40.6 mmol) , H-F iR & WTEAH
FJ LT P4 37N o P2 BV R AR B iR N PR 2/N e b s B U it AR o A SR AR U
IRTEVRE N T8, AR RI7-5-5- - ZKIE L) - [1,2,4] =R [1,5-almEne-8-F IR (b &
¥)(4)) (10.067 g, 33.4 mmol, F7%82.3%) .

[0400]  JUEARYE Lk 7B A S P INMRAIMS

[0401]  'H-NMR (DMSO-d,) &: 14.16 (brs, 1H), 8.64 (s, 1), 7.33-7.19 (m, 6H),
3.47-3.43 (m, 2H), 3.13 (dd, 2H, J = 8.4 Hz, 6.0 Hz) .

[0402] it 5 IR VRSN 7 VA AL A (4) 1 R AR PR R X - S R AT i B T
Bl N B oR AT R (cps : AT HAR S SR ATH /120 (°) o

[0403]  AR¥EME4, FENEMW R ATH 20 (°) = 7.1.11.3.13.1.13.5.14.5.15.4.16.4,
18.6.20.2.20.9.21.8.22.5.22.9.24.6.

[0404]  (fLEWD (4) BIENER F & 1)

[0405] fE=IE FAIT-8-5- Q- LH) -[1,2,4] =M [1,5-alntie-8- F iR (b &4
4) (3.7 g, 12.3 mmol) T4 BE (15 mL) /7K (12 mL) H &I A II4 mol /LA A AL
KW (3.0 mL, 12 mmol) o FF =2 IFHMAMZE NI E61C, H 1 HA s N4 Bz (1.5 mL)
K (1.5 mL) FIVRA I LEAN , I8 N4 mol /LA AEN KV T » FF1IE SIZ (] 44 (1) 35 A o P Vs v V4
HIAFR, FFl i eI SR AR I ) S B PU o F 3RAS IR R R FE VR R g, DAAS 37 -
A5 Q- FEELH) -[1,2,4] =M [1,5-almkme-8- RN (k&9 () FIahEh)) (1.67 g,
5.16 mmol, F=%42.0%) .

[0406] It IR A7 vEZRALR 7 VA B AL 4 (4) TR ER ) A R R R AR X - B R 7 45
EoRT B Nh EoRATE R (cps: B FED HA S R ATS /120 (°) .

[0407]  AR#EIS, FEAUEL R ATH MA:20 (°) = 3.8.7.7.11.5.12.9.16.0.17.7.18.6,
19.2.19.7.20.1.20.5.21.0.21.5.23.6.24.0.24.4.24.8.

[0408]  (fL&H) (4) B ERTR 2R 1 b 440

[0409]  #E=IE FIRIT-8-5- Q- H) -[1,2,4] =M [1,5-alntie-8- F iR (b &4
4)) (5.00 g, 16.6 mmol) T4 LT (50 mL) FHEVF R T IINA mol/LiEIE 418 L TETA
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W (20.71 mL, 104 mmol) ¥4 3R M) BVFIRAE =M FHHE . fb s i iy U SR H H 2 1R 2
Fig (20 mL) WE¥k IR R e AR AR IR T T4, AR R 7-&(-5- Q-ZRHE 4 H) - [1,2,4] =
et [1,5-alMbne-8- R ELREE (&4 (4) WEEREL) (5.54 g, 16.4 mmol, =X
98.8%) .

[0410]  JEL 5 IR IESRAAR Tk A B AL A (4) 1 R R 3R 1R & AR RO K SR X - S 2R AT 55
K s T 6 Nl R TS 9 (cps : BP0 HARE R ATH 120 (°)

[0411]  R¥EE6, BEAEWT R ATH MA:20(°) = 5.0.7.2.9.9.11.4.13.3.14.6.15.0,
15.7.16.1.16.5.17.1.18.7.19.7.20.3.21.8.22.6.23.0.24.8.

[0412] BIR7

2 | cl
N OH
[0413] W
“N ©
(4) (3)

[0414]  J5yEL
[0415] R FRI7T-8-5- Q- HKHELH) -[1,2,4] =M1 [1,5-alntie -8-F iR (b &4
(4)) (27.5 kg, 91.1 mol) F&ME (140 L) FRIEF RPN -FREIKIF = —KEY
(16.7 kg, 109 mol) \=FIZ (11.0 kg, 109 mol) . H MR EEShER EE (fh-&4 (13) 1Y Eh e
) (13.7 kg, 109 mol) fEEIRL 0. 5/ %R -E Y H LAVU 3 N1 - £,3%-3- (3- —H
RGN L) Bk e —ER R 2 (20.9 kg, 109 mol) BAEE = # IR & WA =i T Hidk2
AN o FE SN SR R S S AR IR R 3B VR N5 %R R S AN K VA TR (280 L) , 3R & #E M IF]
T B B LN o DT Y Al i e S, I H Gl (77.5 L) FUK (77.5 L) VR
Vel RIS IR S RN 1 (70 L) FI/K (70 L) BIR AR T, I 207 RAE 210 T 6
PE23/INE o P b A i i e B, IR 4B (77.5 L) MUK (77.5 L) BIVRA A RTE - 5
RAFHE SR AE DR E N T8, LA EI2- ({[7-8-5- Q- KFE L) -[1,2,4] =3I [1,5-a]
MEnE -8- 3L ] Bk} &) SR IR (k&4 (3)) (29.3 kg, 78.6 mol, 7#%86.3%) .

[0416] 2

[0417]  FE=W FRIT-S-5- Q- HKHELHE) -[1,2,4] =M1 [1,5-alitie-8-F iR (b &9
(4)) (200 g, 663 mmol) T-ZHE (600 mL) 17K (200 mL) H ) IS AN - oA =t
—7/KEW (30.5 g, 199 mmol) . =% (73.8 g, 729 mmol) . H &R figth etk (b &
(13) LR EE) (99.9 g, 796 mmol) o 7E = N4 1N [Z IR A4 AVU 438 Nl - £, 2% -
3- (3- HI RS AL L) Bk — W e b e £k (153 g, 798 mmol) LAIEHIF= 3 IR S WAE =R
SRV AE RN FER . AEETR N RK (1.0 L) IR R MRSV 3R 1 BT
TRAE AR [R)R B 0 1N o TE 1 i Al o o i 4, IR R EE (0.6 L) FI7K (0.6 L) HIVE
B IUGETS PR AF IR A R AE DR T, g B2 ({[7-50-5- 2- oI -[1,2,4]
=M1, 5-a]ibng -8- A Ptk 2 i) AW R (k&4 (3)) (234 g, 628 mmol, &
94.7%) .
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[0418] W EARYE iR T7 %G B A& P INMRFIMS .

[0419]  'H-NMR (DMSO-d,) 8: 9.26 (t, IH, J = 6.0 Hz), 8.64 (s, 1), 7.33-7.20
(m, 6H), 4.12 (d, 2H, J = 6.0 Hz), 3.69 (s, 3H), 3.46 (dd, 2H, 10.0 Hz, 6.0
Hz), 3.13 (dd, 2H, J = 10.0 Hz, 6.0 Hz) .

[0420]  MS: m/z = 373 [M+H]'.

[0421] LIS

[0422] N’N; quxunngHa N | H““’u‘owa
N
NN O Llil o

(3) (2)
[0423]  [2- ({[7-5-5- - R HF) -[1,2,4] =M I [1,5-alikmE-8- K] kAL &5 2
FRH IS (k&4 (3)) (29.3 kg, 78.6 mol) T2- 45 I 4 BE (150 L) HH 1) B H U8 nb
mol/LE ALK (88 L, 440 mol) , F ¥R A WIAEST C R Hi+E9. 5/NI o 7E R MV TE K2
J&,1E70°C MK 4BE (146.5 L) F/K (14.5 L) MRS RIZH N INE X NIR AV ARG
VIV HV A SR R AR R T BRSNS o e 1) A A i i B UACER L IR B 4 (783 L) AN
KA. 7 L) BRGVERBER RS IR Al AR AR D T T8, DU 202- ({[7-F2E-5- 2%
FOH) -[1,2,4] =M [1,5-alMbre -8-J& ] 2t} & L) 40 8 &4 (2) , A&
(D 2R (32.9 kg, 85.6 mol, FZZ109%) .
[0424]  EARYE iR T A B4 A YD FINMRAIMS o
[0425]  'H-NMR (DMSO-d,)) &: 11.28 (t, 1H, J = 4.4 Hz), 7.87 (s, 1H), 7.30-7.16
(m, 5H), 6.02 (s, 1H), 3.60 (d, 2H, J = 4.4 Hz), 3.11-3.00 (m, 4H).
[0426] MS: m/z = 339 [M+H-2Na] .
[0427]  j@IGCIEIRTF LGP BIFR R IE A & & .
[0428] WA ZEFE:0.0%
[0429] W Rp2-LAIELTE:9.5%.
[0430] g4k, L GCHEAT I L WS A 26 T
[0431] K& 595 - FID CKIAES T4 A T 25%)
[0432]  fF . 5k — AL AEBANE HEDB-WAX (J&W Scientific)
[0433] (30 mX0.53 mm I.D.,JE/E1 um)
[0434] KPR FE : £9250°C
[0435] AR £9200°C
[0436]  FHIE : fE50°C F4E3F84r4d , 15 FE LA 14°C /minfl e 2T & £120°C , HAEARENIRJE R
HeFr1070 80 H 5, I LL40°C/minf b Z 15 22200 CHAEAR R BE T 4ERF5 708l o
[0437] #5455
[0438]  #H A AT, S MAREE TR nL3RE R ZBER AR B E] 82945 min
[0439]  Zrimbb :£91/10
[0440]  JENMRFR:1 uL

33



CN 110214139 B W OB P 28/29 T

[0441] 3 ¥BsfE] : 15 min.
[0442] BIR9

[0443]

(2) (1)

[0444]  [aj2- ({[7-$83E-5- 2-FKIELHL) -[1,2,4] =MeFF[1,5-a Mng -8-FE ) Fi ) & L)
LR AN (& (), ea (D L) (32.9 kg, 85.6 mol) T-7K (120 L) Fr (AR T s
hn5 mol/LESEAGAN/KIAEW (1.6 L, 8.00 mol) , 3RS WILES3C R HiHE /NG o [A) V3
ININEFET K (16.3 L) HIE MR (3.30 ke) » IR AWITE34C R iR 5/ o i 85
TP, FRAEA8C K IR I IEMUB S I 2R R R (18.7 kg, 180 mol) /K (17 L) FAPA
(230 L) BRGHEW - mRAE s in2- ({[7-F5k-5- Q- REECHL) -[1,2,4] =M I (1,
5-alMthiE-8-FE1HRIL) EIL) ZMHE A (16.5 @) , KB S WIAEA8°C Rt HE2 /N . 7E48°C
AR B BT A K (66 L), IR -G PR A RN T BiRE 1/ R B i v
AR Z IR IERERE LN o e ) d A i i JEUSCAR , 9 TR (99 L) 7K (99 L) VR ¥R
Vel BRSO S AR FE R T8, A1S 212~ ({[7-F83E-5- Q- ZKHE L) -[1,2,4] =mk
FH[1,5-alnbie -8- K1 Hcdk} =3 41 (a4 (1)) (20.9 kg, 61.4 mol, F=ZT71.7%) .
[0445] M ARYE b b 5 kA B AL A P FINMRAIMS o

[0446]  'H-NMR (DMSO-d,) 8: 14.24 (s, 1H), 12.98 (s, 1), 9.84 (t, 1H, J = 5.2
Hz), 8.59 (s, 1H), 7.32-7.19 (m, 5H), 6.81 (s, 1H), 4.21 (d, 2H, J = 5.2 Hz),
3.41 (dd, 2H, J = 8.8 Hz, 6.4 Hz), 3.12 (dd, 2H, J = 8.8 Hz, 6.4 Hz).

[0447]  MS: m/z = 341 [M+H]".

[0448] B HAL IR

[0449] g Frik BB ERIBM2- ({[7-FHk-5- Q-FHR oK) -[1,2,4] =M 3F[1,5-alntt
WE-8- ] PR &) 2 (ke (1)) (20.8 kg, 61.1 mol) T-2-AEE (330 L) FI/K (83
L) HEVR G IRAETT C R BEFE , FUF SE b AR IV AR o K VR4 #2265 °C I AE AH R BE T s
n2- ({[7-$3-5- Q-2KF L) -[1,2,4] =M [1,5-almbme -8-F ] #e 3k} &) 48 (fk
E (1) KM (20.8 @) AFIEWAESOC N HEFE2/NN , ¥ H) 2 2 iR FEhiFE2 1 /N o JTUE )
i RO I I JEUSCEE , 2 - TARE (42 L) FI7K (42 L) BV G BE S B 3RAS 1) 18 A A TE I8¢
JE N, UARRI2- ({[7T-F85E-5- Q- RECHE) -[1,2,4] =M IF[1,5-alibme -8- 2] B2t}
B 2 (b& (1) (19.3 kg, 56.7 mol, 7f2292.8%) .

[0450] AR _bid 5 kA B4 A P FINMRAIMS o

[0451] 'H-NMR (DMSO-d,) &: 14.24 (s, 1), 12.98 (s, 1), 9.84 (t, 1H, J = 5.2
Hz), 8.59 (s, 1H), 7.32-7.19 (m, 5H), 6.81 (s, 1H), 4.21 (d, 2H, J = 5.2 Hz),
3.41 (dd, 2H, J = 8.8 Hz, 6.4 Hz), 3.12 (dd, 2H, J = 8.8 Hz, 6.4 Hz).

[0452] MS: m/z = 341 [M+H]".

[0453] [Tk Sk A% ]
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[0454]  AJgBHA] DLFRAE DL R U = R AR P2 &4 (1) B 2527 b n] 5252 ) 2h i) 712
[0455]  pbAb, AR BRI A V-1 VI] ] FE T2 &9 (1) s 2y 2z bl #%2

) 2 (18 B B T A
(04561 Wb Ab , A W I A2 777 5 3wl IR KO ok 45 vk » DR Dl L mT DA 3 g 5 A

2ol o TR B AL ST .
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