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m=1. 2. 3. 4 & 5;
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Ak,
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BT EE0%, 3H AP+ E5%.
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BB Fads: FHEC). TEC). EREC). FRAC). ETHC). BTEC). FTHEC).
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A (Co)e RIFCLe AL EIERITA, P —REANHl4e, 1. 2. 3 R4 MBR TR T (B 4=,
A . R . B, AR AT AR RS AARRAELARR, 4, 1 £ 5 ARRK
A1 E3ARRER 1 ABRRERK, FHIRAYL% B @.3%: Me (-CH;). Et (-CH.CH;). iPr (-CH(CH;)z).
nPr (-CH.CHCHs). nBu (-CH2CH2CH2CH3)#, iBu (-CH.CH(CHs)y).
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2-THiA(Ca) T ZHiAR(Ca)y AIAR(Cs). AT (Cs). THA(Co), FF. ABFCos AR L O35
MR, P —REAWIE, 1. 20 3 RAMEBRTHRERT W4, & . R AL # BHBEK,
Mo 2k KA ST AR — RS AR RIR, Hlde, &1 25 ARKE. 1 £ 3 AARARZER 1 ARKRE
AR,

“Cos RATRIEAR 2 £ 6 NIRRT, 2V —AB-REAMABAE LI — /A3 5 A BB 04 AL
bR TR, AT FEP, Coa R Rk, Coslk A0 F LR RIRT: LRA(C).
1- 7 bk 2(Cs) s 2-F bR (Ca)s 1-T R E(Ca) 2-THRA(Cr), MIRA(Cs). THE(Co), FH. RiF“Cos
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Bk Tk ik Q4548 RIRF: B %A (-CHy). T 23 (-CHCH-). T & (-CH.CH.CHo-) . T T 4
(-CH:CH>CH>CH»-). I X3k (-CH2CHCH2CH2CH2-) . T &3 (-CH.CH,CH.CHCH:CHy-), 5%, 7451
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-CH,C(CHs)2) . B AR %) & % # (-CH(CH;)CH,CH»- . -CH>CH(CH3)CHz- «  -CH,CH,CH(CH3)- .
-C(CH3)2CH2CHa-+ -CHoC(CH3),CHa-+ -CH,CH,C(CH3)>-), 5.
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FIRAR L, BAAZAFGEILY, e REATIRAR R PO E . T o Pt SRt R
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(thianyl). FHIM4G AL R T 6 LA OISEIRILT: skhik. Dok, LR TIA.
ZIERK . THIME A AR T 6 LRIA OIEERIRT: N A % A (riazinanyl). )49
BA —ALRTH T URARA I TIRT: REHRBIRA . BAEFBIRAFRETBIA, o7
895 Co 35 ARG 5 AL AR (AT A 5,6- NIRRT BIEaRRF: ZA%5%E. F=
AmlRA . A/ AF IR Fregmy L FOTIEe R, F5. FTHIME C FAXHS

) 6 LEIRACRILIGI R 6,6- WKL HAL) QI RIRT: waSik. waSrbdhik, %, &
A A TAM— RS ABRIERIAR, e, 1 ES5ARKRE. 123 MABRARAR I ARKRE
BAXR,

“Co10 7 R RAEEA 6-10 MNIRBR T AR ZRT 04 IR RS IRy (Blde, MIR) 4nt2 AR
A (Blhe, BAATKRHET L F0) 6 R 1041 &F)ehhH, A— Ty LT, FHEHIANRERE
F(“Co 727 Bldo, RE), E—LERFEF, FEEATARBRT(Co T Hlde, BK,
Blde, 1-BKFe 222K, FRLOHEL Y LEFTERE —ARZAIRERLIREASE IR AL,
w B de b EPTRZ R, AT, MR TOHARERTFH AT ERALTY 9BRTHE .
F R AT A —REABRRIAELIAR, Flde, 1 ES5SARKRE. 1 £ 3ABRER 1 ARRKRE
AR,

“5-10 UL F R RAIGEA TR T4 1-4 NRE R T 5-10 L RXUIREY dnt+2 5% RAR 5 (1]
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AEFANRF TALIE—ANAREANRRT, FALOIEL P EREFERE ARSI ARS
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ik by 227 AR o) BT €35 wbedak . wRed R mbed R 2-mbu R 3-mbeR R dembork oF
A, bR, R A Ze (AH-124-Z2 K 0 1H-123-Z08 4 0 2H123-Z4 5wk, 2-vk
sk, 3ok, 2k 3wk IEed k. B 0Eed k| Eed R (1,24-080e A 13,408 2k 1,2,5-

GEed 2. wEok . Eod (1 240E vk 13 4B etk 125K k),
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-OP(R*®)3. -B(R*®)2. -B(OR®),. -BR*™(OR®). k. mMRMA. Mk, sk, IR, Z3Rik. ik
Federik, H, BAGA WAL R BORA. RIFA. FAREFEMINA0. 1. 2. 3. 4
K 5 A~ RYUK A RA;

KA EHRTF Lty BAEEHAEE=0. =S. =NNR™),. =NNR™C(=0)R*. =NNR"C(=0)OR*.
=NNR™S(=0);R*. =NR"™ H=NOR® BX;

R® 494 Ak Sobik B . BRI, Ak, AR BRIRER. ZIRE. FA LA, XAH
A ROERLEE AT MR IAR BT AR, 8, SAA B sk Bk, %

ZesF A AR S A 0. 1. 20 3. 4 3 5 A RYE AR,

R® &g A ik B A, -OH. -OR®. -N(R®);. -CN. -C(=0)R*. -C(=O)N(R*®),. -CO,R*.
-SOR®. -C(=NR®)OR®. -C(=NR®N(R®)>. -SO:N(R*),. -SO:R*. -SO,0R®. -SOR*. -C(=S)N(R*),.
-C(=0)SR®. -C(=S)SR*. -P(=0):R*. -P(=0)(R®). -P(=0):N(R®)2. -P(=0)(NR®),. #k. BRI,
Mok, Bk BRIRR. FIK. FAERLETK, IA A RYEALEESUANREFRARLFTER, £
¥, AR WA MK BRORR. RIRAR. AL AMI AR 0. 1. 2. 30 4 RS ARYKE
HBAX;

R 894 0k ) AL MR, BARMEA. WA, M. BRIRE. BRI FR R
HEA RCOAALEEATREIRERERT AR, ¥, S0 WA B 3R 74, F
A H R F HA 0. 1. 2. 3. 4 K5 A REEARAK,;

R 49 &AMk 54k B 8% . -CN. -NO,. -N;. -SOH. -SO;H. -OH. -OR*. -ON(R™),. -N(R"),, .
NR™; X+ -N(OR®)RT. -SH. -SR*. -SSR*. -C(=0)R*. -CO-H. -CO:R*. -OC(=0)R**. -OCOR*.
-C(=0)N(R™),. -OC(=O)N(R™),. -NRTC(=0)R*. -NRTCOR*. -NRTC(=0)N(R™),. -C(=NRT)OR*.

-OC(=NRHR** . -OC(=NRHOR* . -C(=NRHN(RT), . -OCENRIHN(RT), . -NRIC(=NRIHN(RD), .
6



10

15

20

25

30

35

WO 2022/042482 PCT/CN2021/114070

-NRTSO:R*. -SO:N(R™)2. -SO:R*. -SO;0R*. -0S02R*. -S(=0)R*. -Si(R*)s. -OSi(R%)s. -C(=S)N(R™)..
-C(=0)SR*. -C(=S)SR**. -SC(=S)SR*. -P(=0);R*. -P(=0)(R%),. -OP(=0)(R*)>. -OP(=0)(OR*),.
Kok, BRI, MR, Mok, BRIRR. ZeERR. k. Bk, b, A4 MR L B
TR, AHA. FRAEFABIHAM 0. 1. 2. 3. 4 K5 A REAARRK, REHAM RYRKL
T UAHR=0 R=S;

Rty A R 2 it Bl k. AR, AR R SR, FR. AR EFRFE, LP,
A R AR BIRK. AR SR AR AR 0. 1. 2. 3. 4 K5 A REARAR
R

RT 4944 3 sbik B AL A, BB Mk, bR BRIR 3 *
AHFA RTARZ ST RATARLETRIR, L, HA0EA Wk sk #0L. #3048 FX
Fale S AR HAR 00 1. 2. 3. 4 K 5 A ReE R A RAR,;

R 892 BE. -CN. NO,. -N3. -SO;H. -SO;H. -OH. -OCis %k, -ON(Ci6 4%
o N(Crs Bk -N(Crs 5 )s"X . -NH(Cis #035) "X . -NHy(Cis 523)'X . -NH5'X. -N(OCi6
K H)(Crstidk). -NOH)(Cis%3k). -NH(OH). -SH. -SCis#tik. -SS(Cisttik). -C(=0)(Ciskiik).
-COH. -COx(Cisttk). -OC(=0)(Crs#dk). -OCOACisttsk). -C(=0)NHz. -C(=0)N(Ci6 %3 ).

g
Pl
5
g

-OC(=0)NH(Ci %.38). -NHC(=0)(Cis #3k). -N(Cis % 3)C(=0)Crs Kiik). -NHCOCis 1230).
NHC(=0)N(C1.6 %35 ). -NHC(=0)NH(C 16 #55) . -NHC(=0)NH, . -C(=NH)O(C1.¢}%.38) -OC(=NH)(C1.
¥ #). -OC(=ENH)OC1s 454 . -C(ENH)N(Crs 45 25 )2+ -C(ENH)NH(C s %54 )« -C(=NH)NH; .
-OC(=NH)N(Cis % % )» . -OC(NH)NH(C1s % %) . -OC(NH)NH> . -NHC(NH)N(Cis %% % ) «
-NHC(=NH)NH>. -NHSO(Ci.6 %t.2)+ -SO:N(C1.6 %045 )2. -SONH(Ci.6525). -SONH,. -SO2Cr.6 B2k
-S0,0C1 6k . -0S0:Crs k. -SOC skt -Si(Crettih)s. -OSi(Crstk)s -C(=S)N(Ci.6 153 )
C(=S)NH(C16#%5) . C(=S)NH.. -C(=0)S(Cr6#%538). -C(=S)SCis 453k . -SC(=8)SC1s 453k . -P(=0)x(Ci
Kik). -P(=0)(Crstt ). -OP(=0)(Crstt Ak )s. -OP(=0)(OC16 454 )s Crotidh. Cis MR Co-Cs
Mgk, Co-Colksk. Ci-CrakZRik. Co-CioFrh. Ci-Cr 43Rk, Cs-Cro ik RAAAME RERMRA
T ER=0 X=S; £F, XAHRLBT.

TR RRF ERREACIEEREHRF: A, -OH. -OR®™. -N(R®). -CN. -C(=0)R*.
-C(=0)N(R*)2. -CO:R™. -SO2R*. -C(=NR™)R*. -C(=NR*)OR* . -C(=NR®)N(R*)2 -SO:N(R%),. -SO:R.
-S0;0R®. -SOR™. -C(=S)N(R®),. -C(=0)SR®. -C(=S)SR®. -P(=0);R*. -P(=0)(R*)2. -P(=0):N(R*),.
P(EO)NR®),. k. mARKEA. M. Bk, SRR, RIRE. FARLFA, AAEBEIRRT
aAS ROAM LGB MR KRR TR, L, FA0k Wk BRIE. BORE. 30K, FX&
Fade AR T AR 0. 1. 20 3. 4 R SARYAHRA, HILP R™ R ReFe R4 EAT,

F—AEFEF, AR R E&B XOAHE 7 ik, SR XADLA4 5@ X )
Aoty BB A5 2T R
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R
x2 P ®Rn R
R0 . + @ /OWORa
2
&)t[ R, O
O OR3
n 1] |
;icP 2
KA K CoroF 2R 5-10 L35,
XA S AP

Riit @ Ho Cietiih. CroBARME. Cor IR 3-8 AR,

Roit ) Ho CrebA R Cre BRI,

R3it @) H. Crolidh. Cro BRMEE. Costidh. Coslhik. -Cos BIRHA-Cor FIEI . -Cos I
3-8 LHIHA . -Cos LARHA-Coro FHER-Cos THIH-5-10 LA FHE, HoP Frf R AL RISk 2
WAk m A ROA IR

Raik B Ciaoktdh. Cre BAREE. -ORsw -NRRy. Csr 2R3k, 3-8 TAERA. Coro F AN 5-10
A, HoF PR B AT 64 Sk 5 A m* A RO E B

Rt h H. 0%, -0-Cretth. Cretti Cre RIEE;

n=0. 1. 2. 3. 4 & 5;

b R R iE ) K%, -NO,. -CN. -NR.Rp. -NR,C(O)Rp. Crootiik. Cre A
-0-Cre AR SR

m=1. 2. 3. 4 3 5;

m’=1. 2. 3. 4 & 5;

Ros RoZEdbit ) H. Clo k. Crs HARBE. Cor 5. 3-8 TRERAE. Coro FHK 5-10
e, R Raw Ro ABABATE R N R F % 3-8 LA IR 5-10 454,

A

FE—ANERERFTEF, RAH CoroFi, EHANBRERFET, FRAHS-10 THEFE;
BFH—NERTHRFTEF, KA AFRE;, BEF—ANERERFET, A HEL, EF—ANEKRE
FEF, IRAKDS-6TNLEFR, EH—ABRERFTET, A HENRL,

X
E—ABREATETY, XHS; BH—ANEIREHRTET, XHP,

Ry

BE—AERERFEY, RiAH, EF—ALRERFEY, RiAH Celiih; AF ALK
HFEF, RiATE ABH—ALREEFTETY, RiAH Crs ARIEE; £F—ALREZAEFTET,
R Coa Rtk BH—ABARFEHTEY, RiA 3-8 LRIK,
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R>
F—ANEREHRFEF, R Hy BEF-ANAEIRERFET, Roh Colnd; EH—ANEKRE
#FEP, Roh Cre BRIEL.

R;

EANERERFTEY, ReAH H; EF—ABKREHRFEY, R A Cualih; AR —AMEKE
HFEY, ReATLHK; EH—NEKRERFTEF, ReARTE; EH—ANEARE-RFTET, ReH Cus
BARSA; EF—ABARERFTET, Roh Coslilh; EF—ANRERERFTETY, R A Cos B
BF—ABARERFET, Ry H-Cos BIEE-Cor BRI, AF—ANAEIRFEHRFET, Ry H-Cos BIE
A3 ARIA; EH—ANBHRFERFETF, RsH-Cos BIA-Coro T AH—MNEARZRTET,
Rs #-Cos BIRH-5-10 TR FH; AH—ABRERFTEF, ReAFA, AR EERE®RFTETF, BT
A R AT AR T AR m A RO R,

Rq

F—ABRERTER, RiA Crotid; BH—ANARERERFTEY, RiA Connlk; £5—A
BERERFTEY, Reby Crehihh; EF—ANEKRE®RTEY, Rih Co ORI, £ —AEIRE
#HFEF, ReAH-ORy AFH—ARRERFTEF, ReAFTE, A5 —AELAREHRTETF, RiH-NRRy;
BH—ABRERTEY, RiA Car ik, BF—ARRERFTEF, RiA 38 ARKIE, £5—
NEREHRGTET, Ry CooFdh; EH—ABEKRERTEY, ReAREL, EH—AMEKRERFE
P, Rah 5-10 Aderk, B ERRGEHFT RS, HF AT RHE R R SAZIRZ AR m A R
A H A,

R'#= R>

FEABRERFTEFY, RADE; EF—ANBERERFTEF, AR, EF—NERERFTE
¥, RANOy £H—AEKRERFTEY, RAH-CN; S —MEKRERFTEF, R°AH-NRRy; £5
AR ERFTET, RANRCORy; A£H—MEREHRFTEY, R°A Clao i A% ARk
FHRFTETY, RA Cnkilk; EF—ABRERTEY, RA Coliih; EF—MERERTETF,
RAFTE, EF—NERERTEY, RA Cs IRE;, EF—ARKRERFTETF, RA-0-Cis
Wk BB ARRERTET, RARKE,

FEANERERFTEY, ROARE; EF—ANERERFTETY, ROAR; EH—MNERERT
£Y¥, R"ANOy; AEH—MEARERFTEF, R7AH-CN; AH—AEAKRERFTETF, R”H-NRRy;
BH—ABERERFTETF, RVAH-NRCORy; £H—AEARERFTEF, R7A Caoktd; £5—A
BRE#FTEY, RA Cntidl; EF—AMRARERFTEY, RVA Celnik; AEF—ANEKRERS
£, ROATHE, EF—ABRERFTETY, R7H Cs ORKE; EF—AMARARERFTEY, R”
H-0-Creith; EH—ANEREHRFTET, ROHFRL,

9
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A LA FATET, P Ra Rodbzibit ) He Croltdidn Cre @RIA,

m
BT AEREAT Y, m=0; £F—ALRERFTEF, m=1; £F—AREEFTEF, m=2;
EF—AEREATET, m=3; £F—AEARERFTET, m=4 EF—AEREEFTET, m=5.

>

m
B—ABRERTEF m=0; £5 —NEERZHRFTEF, m=1; £F —ANBREZHRFTEF, m=2;
B —ABRERFTREY, m'=3; £H—ABRERT R, m=4; A5 —ALKREZAEFTETY, m’=5,

R

F—ANERGZHATEY, RAH, &5 —ANBRERTEY, RAXNFE; £ —EREHETE
¥, RAR; EH—ANAERERTEF, RA-O-Cretiik; £H—NERERFTEF, RA Cobiik;
BB —ABRERTET, RA Cre RITEK,

n
E—ANERERTEY, n=0; £F—ANBREZARFTEYF, n=1; £F—NEERZETEF, n=2;
EH—AERERFTEY, 0=3; EF—ANAEREAETEY, n=4; EH—ANLREAETETY, =3,

A EE—BERERGTETOE—BARAFTERLETLSE, TALLEC AR ERFTE T E—HAR

RERALETHESHATHSL . i, X E—BAFERLEETHE, TUEK A, R-Ri. R R,
R”.m. m’fe n F 895 —H R F ERAEEESHATAE . AR 8§ A QI L L RF Eehmsb,
T &R, ~H—7H.

BB TAFTEF, KREPRBT Lk Fik, EPXAS.
EFEARGTHRFTET, ARPRGET iR Fdk, P Ryh Coro F AR 5-10 TEFL, LER
PR A AR Mk mP A R H B,
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KA Z 0 HFA,

BEREROTRFTET, AEAPRMET EikFi%k, £F Ri#h Clotti. -OR.. -NR.RRy. Ci7%R
SRR 3-8 LARIA, H AT KA T AL m* A~ R H B,

BRI FEAFTETY, AKPRBT Lk ik, P REH NN-ZFEA. T4, 2. T
A FoRA TRA. CRARIARA,

EEZRARGERFET, REPRLET LR Fi%k, LFRA ABRKRIARRGEL, BLENES
AR AR A BB ATAR 6 R,

BEEZEKRAERFEP, REWRET Lk, £PRAH. dF. Caihd Cre BRI,
#hiki, RAHHAKE,

(Rdn

BETEARGEHRFTET, AKPRMET Lk, £F 2 S-S B S-S5 N
-JRAA 3-FRA AL 24850 3B 42N 23-2 AR
(Ron

i

o
W
il

A 3A-TFRIR 235-ZR8FA. 4 RAREA 4R T AR Rk, @)\753 2-

i
bl

EZERGTEHRTEFT, REWRBT LikFk, EFR#A Ceolnd, Hlm TR,

BEFARAERFEY, AEPRMT Bk F %, £ RoAH,

EFERTHARTEF, KREAWHRMT Lk, £+ RsAZ H. -CHs. -CH,CH;. -CH(CHz)s.
-C(CH3);. -CHoCH.CH,CH3. FR&AK-CH-R 3k, ik, R; Z-CHs. -CH.CHs. -C(CHs)s #-CHx-K
A,

R AR TAFTEY, REARAET LRk, b rkmik § RAIBAR Lk, ik, B
ML G A B AR e B ER S . BRER A, BhER . BRERAH. AR M. AR
£4t4, #Hl4e, LiOH. NaOH. KOH. Li>COs;. Na)COs. KoCOs. Cs:COs. NasPOs. K5POs. KoHPO,.
KH,PO4 3 NaH; ik s, PF & A Wbt § e BAe it £ B ¢4 85 34 BA AU, 4142 NaOMe. KOMe.

NaOEt. KOEt. NaOtBu. KOtBu. = Z/. DBU (1,8-=& % =3[5.4.0]"F—#-7-%%), DIPEA (NN-
R LHE). DABCO (1.4-= R4 =3 [2.2.2]F k)R DMAP (4-= % R tr2).

BEEZERAERFEP, RAHRMT Eikpik, PP RN ARAGETRE, FriiEh
wAK. AR, B Br. B, BARUR. BR. BuIE. AR. RAR. B, RERAY, Fleek. EEK. F
. THF (W &rk). MTBE (FART AER). FAWEArkd. LR, LRAAB. TRTH.
VEE, LB, FRE. RTE. A6, 4%, 12-—40%. &K, AW, 2-TH. DMF (NN-
WA WELE)., DMA (N N-=% 3 LBLE). NMP (N- ¥ R mte4 oz B7). DMSO (= F RAR) X THF.

B ARG EHRFTEY, RERMET Bk ik, P AT ROEIR A IR I EA 6 R,
HikH 40-90°C; ARiEA 50-80°C,
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B FEIRNTRFETY, REARRET LRk, b il X(Iea 45 8 XA e 4%
HEERWH 10 (07-3), kA 1 (0.7-15) , Bk 12 (1-12) , E4k 11, 1:1.05. L11.
1:1.15 & 1:1.2.

EZERGERTEY, REAMBERT Lk, 2P ardad XMee 95 s E R h
1:(1-5) , 4k 10 (2-4) , #4Eik 1:15. 1:1.6. 1:1.7. 1:1.8. 1:1.9. 1220 1:22.1. 1222, 123, 1:2.4.
1225, 1:22.6. 1227, 1:2.8. 129 X 1:3.

BB ARG EAFEY, AL F A T HALHRAT T,

AE AT RAEX DAY, HLilid Bk ikl E:

(Rdn Rz
Oﬁ/kWO&
OFg
)

£,

KA A Coro AR 5-10 TEF A,

Riit f H. Cisttdh. Cis ARMA. Cor B0 AN 3-8 LKA,

Ryt § H. Cretih 2k Cre ARITA;

Ryt B Ho Croliik. Cs RIRA. Coglidh. Coghedh. -Cos BARHA-Cor B, -Cos BATA
3-8 LRI -Cos LARHA-Coro FHER-Cos THIH-5-10 LA FH, HP Frif R B LRI 69 Rk 5
A m A REH R

Rt Ho XF. -0-Cislidh. Creih Crs HARIMA;

n=0. 1. 2. 3. 4 & 5;

£ R#%EAHHBE. -NO2. -CN. -NR.Ry. -NR,C(O)Ry. Ciaottth. Cis ARSI, -0-Crett IR
A&

m=1. 2. 3. 4 & 5;

Ri RoZEadbit ) H. Cis . Cis BRMA. Cop HORA. 3-8 TRIE. Coro FAHN 5-10
A RA Rav RoABAMATELG N BT H R 3-8 LR K 5-10 LA 4.

P

Ly 2
ASCHT R 6941 RE XA A 7T 1 3% 26 ol AATIRIE T Aoty Ry B, AT RSB F T
AR RE M T ik Tk,

AR
)18 (DB 4 0 BRL 3445 SR 38N 4o F B
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(@]
. (g ” @(R)n W
)\j//\o&

&ﬁzécmumafganm@w B iaza(nm/a\w E i R A A, a‘ﬂ%%%iﬁ'x B i B R
HERRE, WHEAN A, HEEEREEE, BE ARG, WEFEERE| TR, o5 M
A8, BRI,

5 B X(ADA Y TVAM E KT, RE R Cdo 5 4181358, Blde, TOMER LTI
o o o RO .
2
Ao, + o Fe — wy
R2 O OR3
\Y v Il

B X(IVYLA . BR(VILESY . BARARARE Y, —ZRELGTHERE Z4, B
B AR E R, RETRE, 5 BARAIAE, AAAT LA T T —F B8 KA TH 8 Ak
., RALBEAT AL,
10 sboh, T RIEE X (VIS5 A BRET, REFHBXAVLS AT LR,

FHP) 1
3-C-REER)2-THBR LB 0+ &

@]
S 5
oo™ o070 ™

15 (1) ¥ ZBEL82 TEE(50.0 g, 384 mmol, 1.0 eq). = Z/(38.8 g, 384 mmol, 1eq). DABCO (17.2
g, 154 mmol, 0.4 eq). 250 mL ZEAF RBEMAZ|REEF, REE 0-10°C TL 1-2 h iFinxt F Rk
BLE(87.8 g, 460.8 mmol, 1.2 eq)4) LEAF MBS (250mL) Ik, @mFEE, B4)E 10-200C THREE
FL3h. BORL T AEHm 250 mL AKEERBEL, 48 $9H HAR S 3B 250 mL 5% % F R Ak BLa R A= 250
mL 8% A BR S AN Rk, 133 3-( T ARAEBLAR BUR)-2- TR LBR 6 LER S+ R BRI (FR Y

20 98.7% (SMRiE) ), ABAT T —FREIERTERA (HEH 99.2%) .

(2 ) B8 47(150 g, 1.09 mol, 2.8 eq). 350 mL ZERF ABs A5 (1) 489 3-(xF F XA BL A B L)-2-
T M B LB 04 LBA R R B R AN BB B, e E] 70-80°C, ARJE fE 70-80°C F £ 2-3 h i#ihn 2-8F
B (50 g, 0.389 mol, 1.0 eq)#y ZEAF A B (400 mL) k. @i T/, 44 A 70-80°C FHAER AL 19h.
Mim 3| £, MREREE, 59BN A 3-Q-8FREL)-2-THER LB CEAF RBERR, E

13
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94.9%. ¥ ik 3-Q-AFEH)-2-THRKR LA CERF- MBS AR, 1F99.7 g M=% (Fdehd
4 85.4%) , MHETEA 92.1%.

PCT/CN2021/114070

=2

=

'H-NMR (CDCls, 400 MHz): 8 7.46-7.48(m, 1H), 7.29-7.33(m, 1H), 7.21-7.23(m, 1H), 7.10-7.11(m,
1H), 4.78(s, 1H), 4.11(q, 2H, J=4.2), 2.54(s, 3H), 1.23(t, 3H, J=4.2).

EH#H 2-15

R AH] 1 87 ik, A TRY 6 EA SR, $EA0La1eeH.

g0
Ry O

)oj/\O'R3

cl
OH
c
: @ TS
_—
R
(o} o 3

% go Ry | 4% A BEAE | R
Z@ “
R7Y
) 2]
2 Et |K,COs, 19¢q |IPrOAc 70-80 °C, 16h | 94.3%
fo DMF =2:1
S/
/7
i
3 Cl Et |K,COs, 19¢q |[IPrOAc 70-80 °C, 16h | 73.7%
o DMF =2:1 A
/s L%—i
Z
g7
4 Et | K,CO;, 19eq |IPrOAc 70-80 °C, 16h | 96.3%
Jo DMF =2:1
Sl
/7
0
3 HaCo 2 Et | K.COs, 2.0eq | IPrOAc 60-70 °C, 16h | 73.6%
//S\;« DMF =2:1
0
6 Bn | K,CO;, 2.0eq |[IPrOAc 70-80 °C, 16h | 89.3%
SP
/
S
7 Et | KsPO, - 3H,0, | IPrOAc 50-60 °C, 20h | 82.3%
0O 2.0eq
>
/7
0
8 \@\ Et |NaOH, 2.0eq |[IPrOAc 50-60°C, 16h | 88.9%
o)
9 Et | KsPOs, 2.0eq |IPrOAc 50-60 °C, 16h [ 91.6%
SP
S
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10 Et DABCO, 2.0eq | IPrOAc 50-60 °C, 42 h | 90.2%
2
S
11 Et K2COs, 2.0eq | n-hep 60-70 °C, 16h | 70.7%
0
7
&Y
12 Et K.COs, 2.0eq | Me-THF 60-70 °C, 16 h | 97.3%
2
&Y
13 Et K.COs, 19eq | DMF 70-80 °C, 15h | 90.5%
0
2
&Y
14 Et K.COs, 3.0eq | 4¥/%8% 80°C, 16h 85.5%
2
&Y
15 Et KoCOs, 19eq |2-THR 60-70 °C, 16h | 97.6%
S/P
S
PER =5

IPrOAc: ZBAF#B5; DMF: NN-—¥ X FBE; Bn: F&; DABCO: 14-=R& % —3K[222]
F¥%; n-hep: EBEM; Me-THF: 2-F A vg ek,

T 6 3-2-FAFAA)-2-TH B TE, 'H-NMR (CDCI3, 400 MHz): d7.36-7.38(m, 1H),
7.19-7.21(m, 1H), 7.10-7.11(m, 1H), 7.01-7.03(m, 1H), 4.61(s, 1H), 2.46(s, 3H), 1.35(s, 9H).

Fs 7 3-Q-AKEAKL)-2-THERLF B, 'HNMR (CDCl;, 400 MHz): d 7.33-7.35(m, 1H),
7.20-7.32(m, 6H), 7.17-7.21(m, 1H), 7.00-7.10(m, 1H), 4.99(s, 2H), 4.72(s, 1H), 2.46(s, 3H).

VAL P SR BRI T3 7 RS AL I PTAR At — 3 am it 0], TRARIAE AL ey Bk 52
7 R B IR X BG83 F AL BT B ARAR G EBHAA T R, ERBLE A LA SR T,
LT AR 5 8 IR A, AR BAUA BT AL RTTE,
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R H& 2 K B

1. —Fr 41 &8 X (Dedeg 7k, 38 XA 5 8 XA M Lkt G A2 T B

o)
R 4/9(18 . L oH ®n
R Rz @/ @ W
0~ ORs
n 1]
£,
IR A A Coro AR 5-10 LK,
XA S & P;

RiiZ B H. Credtdh. Cre RARMA. Cor FITAR 3-8 LHIRA;

R2it B Ho Credti sk Cre IARITA;

R;it A H. Cioliih. Cre MAMRA. Costlih. Cosdh. -Cos BIRA-Cor Bt A, -Cos M
3-8 A& -Cos LITHA-Coro 5 A R-Cos LITHA-5-10 TR FA, HP Frik KT L KRB Ak 5
oA m AN RO BAX;

Riit B Ciooktdh. Cis BRI, -OR.w -NR.Ry. Csr Rkt 3-8 LA, CoroFAK 5-10
Ak, Hop PR A AR R IR AY SR A m A R A A IR

Ritf H. &, -0O-Crettih. CredtAR Cre HRITHA;

n=0. 1. 2. 3. 4 & 5;

£ Rfe RV ZHE A HE. NOs. -CN. -NR.Ry. -NR,C(O)Rp. Crao#idh. Crs BRI E.
-0-Cr A BRI,

m=1. 2. 3. 4 & 5;

m’=1. 2. 3. 4 & 3;

Riw Ry bk B H. Cisttsh. Crs BAMA. Gy A 3-8 LA, Coro FAK 5-10
AFFA; RAH Rav Ro ABRMATIEIEG N BT R 3-8 TARIFKR 5-10 THFA,

2. BAER 1897k, £P XA S.

3. BAER 1 R 28977k, £ Rk Coro K 5-10 L7, 2RI KAk 3l m°
A RVARBRA,

x
FAL AR 2R R 4-RERORE . 2-FRA . 4-

¥
-(Z# ‘1’7%)4\% 3,5- (;a? ?%ﬁﬁg 4-FEAFE . NN-ZFRAEFL. 4
8 A

16
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ZRRAFRE 2T IRERE 3T AR AE AT SR ERE A FTARERE 4-TBAEFRAE.
4-FRFE A ZFRE, iRk, Ry HFRE. 485745, 4T REAF = FRA,

5. BAER 1 X2 89F5 %, £F Rih Ctik. -OR.w -NRRy. Coq BB 3-8 AR,
R RIS H A LA m A R AR IR,

6. RAIER S Wik, ¥ Rk NN-ZFWRA, ¥4, 2k, T, +oxmE FRE T
FARIKAAL,

7. BAIER 1-6 TAE—T 6Tk, PR A ARKIATKG A BEREDK, Rk AR
RBAIAREG KA

8. MAIER 17 PE—RMF %k, £FRAH HNE. CettihR Cs mARMA; Rikd, RA
H3®%.

Rn

9, WANER 1-8 PE—T M F ik, HF W RA. A1 A2- 2-580R. 3-R
£ Sk 2.2 R 3GRRA 4RRE. 23- 28 24— EF . 25— AR 34-
R)n

P

ZERAE 235-ZR KA. 4-ARERE A 4R T ERE; Rk, @)\7@ 2-R A,

10. ARA)ZR 19 FAE—FG)H ik, HF Rk h Creln, #Hli=FA,

11. RAER 1-10 PAE—IRe9 7%, £+ R 2 H.

12, BAER 1-11 PHE—RGF %, £+ Ry 2 H. -CH;. -CH.CHs. -CH(CHs):. -C(CHs)s.
-CH,CH.CH.CHs. # -CHx-3 4k ; ik, Rs2-CH3. -CH.CH;. -C(CHs)s K -CHax- 2k,

13. BAIZR 1-12 PAE—F4G 75 %, b Pridaiik § Asbde busk; HRikil, PRk AL §
BEBAB LA B RER M . BERAN. AR . M ANL. B oAk AR AN, Hlde
LiOH. NaOH. KOH. LixCO;. Na,COs. K»COs;. Cs:COs. NasPOs. KiPOs. KoHPOs. KHoPOu
NaH; thiksh, Brikf Ak B oks B Fomb k4 B 085 3 A B A AU, 442 NaOMe. KOMe. NaOFEt.
KOEt. NaOtBu. KOtBu. =ZJ. DBU. DIPEA. DABCO % DMAP,

14, AR 1-13 FAE—TbY 7 i, P AT R E R 69 G T B, Prfiamlik K. k.
Bk, BE. BE. RRJE. BR. BRAER. AR, AR, B, REARAS4Y, flieK. ERK. ¥R, THF. MTBE.
VA WAk, CERCHE. LIRAPAE. LIRTH. TE. LB, FAE. RTHE. FR8E. 4T
. 12-=8. k. &K, ®B. 2-TH#H. DMF. DMA. NMP. DMSO X L.

15 RAIZR 1-14 PAE—RGG 7%, L b AL REREAFRIENGEIREBE, RiLEH
40-90°C; E4kikH 50-80°C,

16. BAVER 1-15 AT F ik, F P Pkl XS4 58 XML M 494 Rk 1
(0.7-3) , kA 1: (0.7-15) , KL (1-1.2) , #4110 1:1.05. 1:1.1. 115K 1:1.2,

17. AR 1-16 PAE—F e 7 %, P ikl XA 5 B A E Rh 1 (1-5) , 4

17
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#1:(2-4) , #1150 1:1.6. 1:1.7. 1:1.8. 1:1.9. 1:2. 1:2.1. 1222, 1:23. 1:24. 1:2.5. 1:2.6.
1:2.7. 1:2.8. 1:29 % 1:3.
18. X(Duifbbdn, HBAFER 1-17 PAE—TPTE 8 F i H) &
(Rn R,

5 £,

A A Coro AR 5-10 TRFA;

Riit § H. Cretiih. Cre QARMA. Cor IRl 3-8 LAIRL;

R:it B H. Credni sk Cre ARITA;

R;it B H. Ciohtdh. Cre BARMA. Cootidh. Coghesh. -Cos TIHE-Cor Bt . -Cos A
10 3-8 TFEHRE. -Cos BHA-Coro FAR-Cos BIRA-5-10 THF A, Hb AT AR ZARNK SIS

oAk m A R BAR;

Rt H. XE. -O-Cislni. Crolthax Crs ARME;

n=0. 1. 2. 3. 4 & 5;

AP R‘EHEHE. -NOs -CN. -NR,Ry. -NR,C(O)Rp. Ciaotidk. Cre IARIEE. -0-Cre iR

15 A
m=1. 2. 3. 4 & 5;
Rov RoZ 3t i H. Cislidh. Cis RIS E. Cor B E. 3-8 LEIFE. Coo AR 5-10
A, R Raw Ry ABARATEH N BT R 3-8 TAIRAR 5-10 LA,
20



