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AW 1-a 69 %) & F x A # Lk J. Am. Chem. Soc. 2011, 133(4), 774-776, A 4-3K
AAEXFTHRSML (A LEEREHHAEBRGARNE) ARK, 22 FRFRE
#&FixbA M.

A A4 11 89 %) & 7 ik B L#K Org. Lett. 2023, 25(25), 4688-4693, A 1-4 T & #
K-a-vmeikskeg (VID (A LERFEHSARBOARNSE) HRH, 2154
FREHEFELESD.

FHp 2. FERESWHIVEHERE

BT E P ALY I (8.00g, 16.9mmol) F= & Fix (40mL, S5v/v) ,
FFREMARBEH, FRBFER, BNHRRF . RREEPRANLRG CEZR (40
mL, 30wt%, Sv/v) X KTE (40mL, 5vv) , BERZE 0°C, FHkMAPHE
A1 DHARAREEP, HE CCTHREALY 12 I, FREERELK
BEARREH;BKE, RAWNTE (60mL, 75v/v) FCLERTGE (60mL, 7.5
vIv) , F 10°CHdb. 10°CTF 4R 2.0 h Bt ik, B RBETIREFRASW IV 698K
# (6.92g, HFE 94%, K 99.1%) .

'H NMR (400 MHz, DMSO-ds) & ppm 1.98 - 2.15 (m, 4 H), 2.93 - 3.07 (m, 2 H), 3.12 (tt,
J=10.21, 5.07 Hz, 1 H), 3.35 (br d, J=12.47 Hz, 2 H), 7.00 - 7.13 (m, 4 H), 7.14 - 7.26 (m, 1 H),
7.33 (d, J=8.07 Hz, 1 H), 7.38 - 7.49 (m, 2 H), 7.54 (br s, 1 H), 7.66 - 7.78 (m, 2 H), 7.84 (d,
J=7.83 Hz, 1 H), 7.92 (br s, 1 H), 8.99 (br d, J=10.03 Hz, 1 H), 9.35 (br d, J=10.51 Hz, 1 H).

FHP 2. FNERESWIV LR

AR ELE ALY I (8.00g, 16.9 mmol) A=%E3 (80 mL, 10v/v) , F
B, BREEPRNKER (9.20g, 36-38wt%, 1.15w/w) , BHAEERE
20-30°CTF R4 8 ik, AwNHEER (80mL, 10v/v) , F 25°C FARERHBEH 2 )i,
ik, EBARERMKIE (32mL, 4viv) , 2FREFHABIVHERE (6.92¢g,
& 94%, #E 99.8%) .

'H NMR (400 MHz, DMSO-ds) 6 ppm 1.98 - 2.15 (m, 4 H), 2.93 - 3.07 (m, 2 H), 3.12 (tt,
J=10.21, 5.07 Hz, 1 H), 3.35 (br d, J/=12.47 Hz, 2 H), 7.00 - 7.13 (m, 4 H), 7.14 - 7.26 (m, 1 H),
7.33 (d, J=8.07 Hz, 1 H), 7.38 - 7.49 (m, 2 H), 7.54 (br s, 1 H), 7.66 - 7.78 (m, 2 H), 7.84 (d,
J=7.83 Hz, 1 H), 7.92 (br s, 1 H), 8.99 (br d, J=10.03 Hz, 1 H), 9.35 (br d, J=10.51 Hz, 1 H).

Fap 3. wEESHYV

ERBERMNALESY IV 653 (4.00g, 9.76 mmol) . Y9 i %% (64 mL,
16 v/v) Feth R (64mL, 16v/v) o FRIMMIEIE, S AHKEK D44 (4.76g, 56.7
mmol) . B8 £ 0°C, ZR B EFPAANRBEW 3-LABK (2.88g, 22.7mmol) ,
BE, 0CCTHRERES 2 I8, B E 15°C, AwA&K (50 mL, 12.5 vv) , F

13
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20°CH dho 20°CT 4R 2.0 h BLIE, WERMBAREET, AT (64 mL,
16 v/v) #= DBU (3.71g, 24.4mmol) , R EERAL 6h, FRE 20°C, A1
NH#BRAYpH E 7, 548, AWBMEKRBET, wAWA%EH (64 mL, 16 v/v) &
fR. TR E 20°C, FAAsK (100 mL, 25v/v) #dh. 20°6CTF4E 2.0 h BT,
HEBRETREFILEASM YV (3.55g, KFE 85%, & 99.8%) .

KHB 3. FNERESBV

BEREBEFHAMAH IV GERE (FEHFH/REEH 8.00g, 21.45mmol) .
WAk (128 mL, 16 v/v) #FsK (117mL, 14.6 v/v) . FFREMMRIEEE, ohe
N A (9.52¢g, 113.30mmol) . M8 E 2°C, R R EFARE E 6 H M
& (4.08g, 4245mmol) , FHHE, 2°CFTHREBR L 2 i, FHERE 20°C, FHhA
%K (93mL, 11.6v/v) , F 20°C#7dh. 20°CTF4%i& 2.0h BitiE, BEBHARS
%, mAWRkH (112mL, 14v/v) =T X HE L7 RKBHT, CAS No. 128-37-0)
(72 mg, 0.01%w/w) , =B E 20°C, #H 1h. FHrAsK (231 mL, 28.9v/v) ,
F 20°CA#7dh. 20°CTF4RiE 2.0 h GEiLJE, 25°CTFEFFR. LR FRARLEE
¥, A ANTCEE(S56mL,7v/v) #= BHT (72mg, 0.005%w/w) , 1 ZE 73°C, WA %
BE SCCHdho SPCCTFARIE 2.0h BitiE, BHRETFIREFNAWH YV (7348, &
80%, #& 99.9%) .

LA 4-5 ke FE 2 T

e} o 0 o O
EE
L n—— o — (.
(o) O O

LA ¥psuL &b HE-c
o)
= N/ o
N |
Boc” WAL | 77 "NH,
_N
Boc O
AT
FE?2

LB 4. FELESW I-c

BEREEFHNA&-FEEEXTE SM1 (4.0¢g, 18.7 mmol) . FX (40 mL, 10
viv) « RAEA (2.7g, 22.7mmol) F= NN-ZF K FHE (S5wt%, 20mg) , F
60°CHt# 4h. BEER, BMAEREREZFTER, WAFTER (30mL, 75v/v) HFER—
K, BRANZRKFR (30mL, 7.5v/v) BRBBIKEH. 53 —REEFRAAHZ
BA L HEEE (2.7¢g, 18.7mmol) . 4-=F A HEwE (2.8g, 22.9mmol) Fe = H T
w (30 mL, 7.5v/v) , % 0°C, B ELEHSEHBRARTR, ARZEHFETE,

14
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HEHE 16h. A 2N HBRE%R (60mL, 15v/v) BRXRE, HH 10 54, 2%k, K
A=K TR (50mL, 125v/v) X, &AM, KA 2N LB E® (40mL,
10 v/v) FashK (S50 mL, 12.5v/v) #%, AKBABRMA TR, RERKKBETHFE S553g
W ] 4R AL A 4 1-bo

MS (ESI) m/z: 271.1 (M+H")

EREEHNS510g LR P EKLASMH I-b. FEE (15mL, 7.5v/v) A= TN & &)
FEEER (25mL, 10v/v) , T 40°CT#H ¥ 23h,. RERBETHAR, BHAF
ot I-c (2.7g, KE 56%) .

MS (ESI) m/z: 256.2 (M+H™")

"H NMR (400 MHz, DMSO-ds) & ppm 3.32 (s, 2 H), 3.81 (s, 1 H), 7.01 - 7.17 (m, 4
H), 7.18 - 7.31 (m, 1 H), 7.40 - 7.51 (m, 2 H), 7.57 (br s, 0.6 H), 7.68 - 7.75 (m, 0.4 H),
7.95 - 8.03 (m, 1 H),

KHP 5. FERESW I

B E P AAS Y I-c (0.50g, 2.0 mmol) . 4% 11 (0.61g, 2.2 mmol) .
LB g (0.60g, 7.9 mmol) . A CE (15mL, 30v/v) A= 8 (0.11¢g, 1.8 mmol) ,
FHEE 80°CHLH¥ 22 ho BERK ETIFHs%, B Fed I (06 g, HRH
65%) .

F 3P 6-8 I H T 3 P,
@]

= N/
e} o o N |
fith ik _ Boc HAEYIT
OH —— (o) -
. L.
[) O
£91-b

[a=g7/ NI 14

0O

i e ‘ = NH,
g L)
O Boc/N (@)
e EYIVITT thBEYIIT
F%&3

FEH#B 6. HELEWI-D

EREE A PN _BREFE4IFE (175¢g, 112 mmol) . &AL (10.7 g,
112 mmol) A=W K %% (120mL, 16v/v) , FiRE 65°CRE. R EE B PN
4-F A XX PE SM1 (8.0 g, 37 mmol) Fowd fk"h (80 mL, 10 v/v) , HFteA
NN-#& X —Ket (73g, 45mmol) , T 40°CTFH#*. RE3hE, HRESFE AT
YH R E 200C, HRBERBAISHAERBRELER AT, TEHHF 16 I,
ZeN2N#HBRZER (80mL, 10v/v) BRRE, WATLBKRTE (100 mL, 12.5v/v)

15
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HFE, AHARL Swt%EBR A ME% (80mL, 10v/v) %%, BRIERSEETEF3KL
S I-baS (99g, WE971%) , AT TFTIARE.
MS (ESI) m/z: 271.1 (M+H")

FHkB 7. WERESS VI

BB E P NS I-b (5.7g, 21 mmol) | 444 11 (6.57 g, 23.3 mmol) .
L#4g (6.5g, 84mmol) . ZACLE (30mL, Sv/v) #A=T# (1.2g, 20 mmol) ,
iR E 80°CHAF 22h R EF IR, BRIERBIREN, RGP NTBKTE (100
mL, 18v/v) FashK (40mL, 7viv), ¥ 15 547, 9 Kk. AMimBELKEE (40
mL, 7v/v) , BERHEETHFHESL., mATFTE (50mL, 9v/v), iR E 60°CH ¥ 20
o245, BRMERZE 15°C, ##F 1h. Lk, BHAFTE (15mL, 3viv) ¥k, B
7 AR FIRIFNA VIIT (8.6g, 1CE 84%, A 98.6%) .

MS (ESI) m/z: 489.3 (M+H")

"H NMR (400 MHz, DMSO-ds)  ppm 1.41 (s, 9 H), 1.53 - 1.71 (m, 2 H), 1.88 (br d, J=11.00
Hz, 2 H), 2.85 (br's, 1 H), 2.97 (tt, J=11.74, 3.55 Hz, 1 H), 3.31 (s, 1 H), 3.68 (s, 3 H), 4.07 (br d,
J=12.47 Hz, 2 H), 7.02 - 7.12 (m, 4 H), 7.15 - 7.23 (m, 1 H), 7.38 (d, J=8.07 Hz, 1 H), 7.40 - 7.47
(m, 2 H), 7.49 - 7.57 (m, 2 H), 8.05 (d, J=8.07 Hz, 1 H),

KA 8. HENESW I

BEBHERREEFMANAASY VIIL (2.6g, 5.3 mmol) F A 69 TEZEEZ (TM, 20
mL, 8v/v) , FHBRZE 70°CH#H 8h. B EFTER, BREKRBEREN, EXRGH TP
ANTBRTE (40mL, 15v/v) FthK (20mL, 7.5v/v) , H#H 1554, 2k. A
MARBREREET, HEBHALFLEWIT (2.0g, HE 80%, %K 97.2%) .

A 9-10 2o 5 E 4 BT
(¢]

' o
N.__OMe o]
0 - Y o Boc” N
CN OMe N a=x /Al ‘ = NH,
L Twe L (e v
o o N N
| Boc” e}

EmI-a AV feBTIL
FE4

EL#F 9. FELEH VI-a

BB FEF NS YT-a (2.0g, 8.4mmol) . 1,4- =& <3 (20mL, 10v/v)
A NN-Z— PR FPHAE —F A48 (1.6¢g, 13.4 mmol) , B E 100°CREZ 2 h, &
ETE, RERBERYSG, RGWFRANTE (6mL, 3vv) , TRIEH 1594,
Sy, RBAETKR (SmL, 2.5v/V) #ik, BAZ FHEAINLESH VI-a (14 ¢,
AE 56.1%) .

16



WO 2025/026261 PCT/CN2024/108085

FHPF 10.  FE&LASW 1T

2RI P A ANAL A% VI-a (3.0g, 10 mmol) | 444 VII (2.6g, 11 mmol) .
WRTE47 (23¢g, 20mmol) A=W A =%% (30mL, 10v/v) , TERTHH 1h, &
WCBRIAF pH £ 7 A4, B ATE (30mL, 10 v/v) F= LB 4 (3.2 g, 41 mmol) ,
& E 100°CH4F 12h. BFREFTER, BREKRBET, RGHWFTATHRTE (50
mL, 17v/v) AesbK (30mL, 10v/v) , #H 15 548, 5%k AiaEshRKik (30
mL, 10v/v) , BEXREETFIFER, FLELFLASH I (1.2, KE 26%, %
B 87.5%) .

FEHP) 11 e H TS T

O

oot E SWsaste g% o

HEWI-b HAEYIVI-c HEWVITT
HES

BR R EF NS IT-b (1.0g, 3.7mmol) . 1,4-=F<3K (20mL, 20v/v)
A NN-Z—F R FPHAe —FL%82 (0.5g, 4.2mmol) , ##HE 100°CCRFE 2h,. B ZE
TR, RERBAERGEETHRLESY Ve (0.64g) .

B E P ALY VI-c (2.5g, 7.7mmol) | 4% VII (1.9¢g, 8.4 mmol) .
WTE4 (1.7g, 15mmol) AW H %+ (25mL, 10v/v) , EFEBTHIF 1h, &
HCBRIATT pH 27 £4, AT (20mL, 8v/v) =L 8% (2.4¢g, 31 mmol) ,
IR E 100°CH #* 13h. BRET R, BREKRBET, KYWFPwATRTE (50
mL, 20 v/v) FesbK (30 mL, 12 v/v) , $# 15 547, 9k, AMAAALK (30
mL, 12v/v) &, SRR ETFESE, 22405 840464% VI (2.6 g, 1E 68%,
%% 98.1%) .

17
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HEHVI WAPIVIT
&9 |
[1o=x 7008 AT
0
X NH,
By B 14 |
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/\H/N o)
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A+ R, R R:L PGARERAELLIAAZEL, B
AP E—F  F I REZIHWREFMABRAN LR 15— ENRERE
PR X .

7. HBBERFZKI-6E—REM T, XFRHI-CN. -C(O)NH2%-C(O)OR?,

8. MBAMZRKI-THE—RAMEN T &, AFPGREARTAHKRE., FEARFAHK
.

9. MPBAMEK 1-8E—AMEMNF &, XF REARIBAHBRKIARRE Cis

10. AREFEARFEEK 19 £—AMEK ST &%, ZF T ER@IRO)PHEEEOES LN
BR R ALBRAS Ak 094 3h, Blde T BRAE, TR, FB4, Rk, ALBREE. ANBREE.
PEBR . ZALBES.

11. RIEFERF)E K1 1ME—FFE G F ik, L F P @) R(b)F AL o8k 6368 MR
Ao HBR, Pl PBE. CBE. ZALBK. R, ABR. PTHRAIK. Fik. s 7R
o

12, ARFERAZRKI-NE—RTERG T &, L F T E@RD)FPIIEEE/BROGER
k647 39 0.80/1.00 £1.20/0.80, 4£i£0.95/1.00. 1.00/1.05. 1.00/1.15, £ 4£i%1.00/1.05
£1.00/1.15,
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13. ARFARANZRKI-1248— AT T ik, HF FrE-OR? A H &9 BL A AL BT A 9 Bl
HREAFLFERREE, Pleffos. TRE. CBE. TR, RBRE. MRE.
FRRBRER A TBRE.

14. BBERA LK 113 E—AFENT &, LTI R@QIXNOFAERRGER LA T
B, UBE, —A LB, ERBE, FABE, NAFAE., ETE., LH. WaA%kW%. ¥
R, RACMNUEEAFREZSHOREAERN, KRATE, TAXATLEFRTHY
BABH

15. BRFPRFZK 1-4E—AENFT %, L P T ER@QRO)FEREYR L REHN
40 % 120°C, ik 60°C E 90°C, #l4= 60°C E 75°C. & 75°C £ 90°C, £k 75°C.
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