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A& S R HERE SR AR 2, Bl AI A GC B HPLC A0l N-R, -4 28 i & B
GRERFRAR. RS, Znkalify (Bl E . 7 2KH, 8ok, REIFEE B
()59 o

P, T IRmR A B AR, AT S N-Ry-6 R
X F=REARINET, N-Rp-XF KM & 20%LA . 7RSSy &
H, N-Ryp-Xf K ZHgid & 10%LL T .

S D ST S I 7E 80~180°C o 55 =3B S ST 7E JE Mk v 7 v 2k
A7, ElanAT DAAE R . IR, IR, SO, W Ok, 808 =&0K.
THERR RS R C S R A R R AT . 5 0 RN I TR R
s R FE KA 2, BIANAIH GC 3k HPLC Kl N-Ry-5%t 2K —ji & B
GRELBRAR . OBLEE ARG IR CInE b a . SAATIA S BT R RIBR
L HCL, ARG, @itaith (Bilinsy KA, FTHAKEE, 1 HZERETIE
F A, AR E A SR, T, BRI O hEw.

435 (D) PRI Ry MRy HIFIIF,  E3R 14 5 (5 — 8
FEE DB G —BREAT, B, Rk A B N-R-R e,  il46 74
(D EW.

TEER OB REE =B B I — DT CPRREIRRBD sty 4, &)
SREH N-R -5 2K (s I i@ v Bk 88 00 OV N-R -5 2K & (K7
IEFIEE =0 RS H N-Ry-% 2R RGN 2 Al A 9% S R R 43 Beis

11



10

15

20

25

WO 2021/088721 PCT/CN2020/125100

AT, RIJGfE 50~100°C T B, JofE 80~180°C T L. kAl
SR SRR SFRA 5 V)4 S RLi FE B B, a4 I GC B HPLC A&l 3] N-R;-
X 2R RO AR B I 2= 0 — 11, KRR B 50~100°C )3 E) 80~180°C o
£ IR RLIE S FE AR AT, B eI DA R R, =R GO,
HEM OGS, &R, 80K ZHHEKH O, =W RS IER i 7
BEAT o ISR PR B TR) P s I s REHE AR R 2, A GC 5 HPLC
RO N-R -6 8 R )& B I AR SRR AR . 5 1 SR 8 DA (a8
B SEIER. e =R N-REE LG NN-ZFRHEHEL
Hc S e 1 — R 2 FhD IR . [ SLES RS, R BRIR AT HF AR 25 HCL,
Zodalife (N sy 27K, FANARKEE, AR TRERIE R e, FHan E A
mdedl, T, #E (D haw.

AR WA AT R IR LB A S A B8 e (i 2 A e AT A8 (5 1R R o TR
i, ARIIEIRE-FRIRASGY, SRRAEMEH AR L&
[ —FhEk 2 FP. E, BRASYEEH Mk, SRR A BT

IR AOR AR AR AL S IR R (T . RS k. SE
T AR S W B 0 seE Tk AR AT DA A AT LR A5 B s AR, R IR TR
SRIZIR (ONRD T #5 (BRO AR T KRR (SBRO % T #5kE (CRO.
TR (NBR) R/ T a3t Y. RN ARIRILEREY . R
Wi/ T ZIRIR IR . RIS g S, ARVMBIRASGYH, =
AR R IRAR IR (U SCRS) AT #58 (4n BR9000) A RN
N T R R TN 1: 9 8 9: 1, Bl 2: 8 ¥/ 8: 2, 3: 7% 7: 3,
4: 6F6: 4, Hi1: 1,

WE, PL100 ROy E Ao S E, BIRA SR T A R
9 0.1-5 &R, Bl 1~5 JREm 1.5~3.5 lEf. 2~3 HEH.

B GYHIEFT &G e ARy, AR EAR TR mget, B,
AR SE o AR BT, SERIURE BhAR). SSHGRIA (2 3R 4 A = AT A
e AN ) R A

12



10

15

20

25

WO 2021/088721 PCT/CN2020/125100

WESRIFORI T DA R 2. ALK UL EE. TRIRES . TRIRE:. EEME. &
LB, K LEE AL, W, A 100 BRI M ) 40-60 FRR A
[ SRR .

BIFRIPT DA, 9 an > 7 e T o A P PR A A o R RITAT DA A i 2
L7 a1 a0 <ob: I RN = 7 I A SN R S <IN T YT S o
AT LA R i 2R A TR BE IR I« SRR S SR BT R (g |
ELPEARARES RIS B AED . ZRu WIMER . BRAER . NIRRT EERRSE . BhFI
AT LA PER], lans ese, AT DU BINRAGEE . S St S vk Ty
BEVE. TR . I, A 100 R R M BRPERE T 5-20 R R
[RIEh7], Bl 2-8 R B 55 1T 2-8 TR EAR IEACEERD 1-4 Ji B4 (1)
NI -

SCSRITT LA AR R, A 100 5 1 A A 1-3 BEA 1Y
SR

TRBEFNE AR, FTRUATERGIS . MEMSE . BKC2RR . ARlRER.
AN, ZRAREGE IR RS, BEREZE . MEAE. RMEIMRROR 35 JR B 2R A fb e 3t
FIRZE D —Ffo an, RBER AT RURARAER NS (N=§UT H-2- 58 Jf: Mg i (st
fe)o TN, & 100 FEE D I AR SR T 0.5-1.5 R A 2 HE.

FAh, EFER, BIRAGYHE T E G, #iin DMP (425K ZH
R —HlE). DEP (417K —HER — Z /). DBP (45K _HER T ). DHP (4]
R R BElE ) DOP (RF2K —HIR =) . DINP ({28 — HIER 5% F 1)
DIDP (40# —HIR _FZ{iK). BBP (B _HR T AN, DWP (42K
ZHWER AR M DCHP (AR W IOl 5. BB ENAM
ol 1Ry B R o

AR R0 07 ek ) a6 AR W RO AS Rl it o 904, SR D BV M 77 kAT
g, —BURBNURSS, WO A, SESRIERL, BhAIAGE, HER IR
BE110°C UL b, ZBIFRNURSE, TR 5 BRI 3k 7] o

W, emANBIR SR A G RN sk, e iR
J&, MINSEERIFRL, BOFI. BRI, e E AR A, WERERL B,

13



10

15

20

25

WO 2021/088721 PCT/CN2020/125100

BRI LA, FEA AR AR IR 110°C %2 190°C 2 8], fLidkfE 150°C
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AR FIEML, EBRAHT AR MBRIR AT R A . TR
MR S I R IR A G VTR, BRI, fife (B HIE
Y 130°C-200°C, 40 145°C, BRALES RO FRRAGETE . Bk RAEL
B, EEON 15-60 218f, 4030 735,

ARWIRAE AT RIS 5, CHAB AR, FTCTAR R ] bt SRR
BRSNS BT E AR RE s A, A ECIUE B2 A b, S AR R AL
E IR i BUR RS IR A B RAE RS G A8 6, B R I 22 G PR g
PRI, AR R BTSRRI it I AR R il SR AR ST Ik (R AR R 2B 5 )
TENBIRA & AE R BRI T LU AT e, Bk, MERk. biE
AR RS S y eh, BRSO IR, GIAnEE IR IR | A SRZ AR .
TENEIRRIAT RS, BRASTHTIA MR A S WAL, BTG il it ik v] & A4
SR LA RO 3G SRATRL . AN R TR SR HEA ST T IR AR IR L5 M E S B i R g
2 1) o BRI A Pk BB R/ BT AR Gk B v 0 B P

T SCRE DU AA S (145 R A K T o RLERAR, 32X 2 S 1 (S [0 34
YRR, JFAR R EIBR B A W] VG o S A BT B 53 slGrAneEeL, B
FESA VT, BWICAA GG BT 1 B ARRL . 2 b 1 JERHE A

SO BB R IK S e IAEC

w0 1. 2-57 A K-4,6- Z(4-FRBERERNE)-1,3,5- =16 (LB -1 (1] 4%

(D HER A1 6 R

FREC 118.1g = FAR (0.64mol) ¥ T 360g HZRH, A 74.2g Tikl&HY ]
A, TE 10°CRIZIBFE21E TN 39.6g S ARE I 2RIE T (0.67mol 77
Hz+80g FIZK), VN 1.5h, W58 /G4882 M 1.5h, BUFEREAT GC A, sl
A ETEER, fF R, g E, 15 E) AR AL T E0E BV
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(2) HEk B11 HIA B
FREL 142.6g N-ZRFEXF A % (0.77mol) ¥ T 180g FHHZEH, FHE %2 65°C,
SR ZASERE T WP ER (D ARSI AL ORI, IR 112.6g
HANBEW (25wt%), I 1~2h, fRIE 1h, HOFE GC A, =4 N-ZREEXS 2R
5 TS EAFHEAR, LN, $E, R, BEIEPE A B
VWL
(3 AEWI-1 5K
[ BRR (20 FRAR R R B11 R F 2R RCR TN 132.5g N-2RH0 28
f (0.72mol), FHEZE 80°CJ N, Fl GC A&, 4 N-ZIEXF K s BA %
10 fEHEF, PRI, SR, A 112.6g EEANIBER (25wt%) FH 1, 437K,
ANARKBE G2 IR, 3. SRGHAMBEES &, TES15 3 289.2¢
(S 90%) 2-53: -4 6-_(4 Mﬁtmﬁﬁ) 1,3,5- =% (EW -1,

0,00
¥

&Y -1 PR S G E A .
15 'H-HMR (400MHz, DMSO-Dy, § ppm): 8.71(s, 2H), 7.93(s, 2H), 7.64(br, 4H),
7.17(t, 4H), 6.99( q, 8H), 6.73(t, 2H), 6.31(s, 1H), 3.4(s, 1H), 1.41(s, 6H).

WA 20 2-57 A HE-4,6-(4-(1,4- FH L ML) R HE)-1,3,5- = ((b &
1-2) (1l %%
20 (D HRR A1 6 R
FREX 118.1g —F&AH (0.64mol) VAT 360g —HIZKH, I 71.2g 40Tk
BRAS EARY R, £ 10°CREIZBEH: 26 0F T 38.4g 7 TR G ) — WY 2R 5
(0.65mol A fE+80g —H ), M 1.5h, H5S/E4k% N 1.5h, HUFEHEAT
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GC A&Ml, A MA H = REANT, fFpl, PR E g, FEIHEE Al
(1) JC €038 WV VR o

(2) HEfk B12 6 R

FREL 152.4g N-1,4-— FIFERIEXF K —f% (0.74mol) ¥ T+ 180g —HIZEh,
THRZ 70°C, MZIBFETRIEE (1) FEBIM K AT 5= P 2RE
[F I I 157.6g SEALETIBE W (25Wt%), TN 1~2h, AR 1h, BUEE GC A&,
0 N-14-Z USSR 2R e & A F AR, A7k, #E, 452K,
HF AR B12 19— PRIE W

(3) AEW 1-2 (15 Rk

AP (2) PRSI IR A B12 B ZRERR NN 152.5g N-1,4-—H
BRI K E (0.74mol), FHEZE 110°C B, Al GC KM, 24 N-1,4- 1%
JRAERT IR S AN, BRR, fFIEREL, A 112.6g SEALBE R
(25wt%) HRT, FFHLAHKBE G 2808 — K, 3B SR )5 F A il Ik 45
TS5 3 283 (IR 81%) 2-5 T -4,6- —(4-(1,4- FIL SR AEIE) Ff#)-1,3,5-
=R AW I1-2).

&M 1-2 BPEIR: Rt E 4.

'H-HMR (400MHz, DMSO-D6, & ppm): 8.39(s, 2H), 7.32(d, 4H), 6.48(d, 4H),
6.09(S, 1H), 4.92(t, 3H), 3.31-3.21(m, 2H), 1.56-1.43(m, 4H), 1.42-1.13(m, 12H),
1.06(d, 6H), 0.85(q, 12H).

HE& 1 30 2-8UT Hi-4,6- —(4-FRREHERRNE)-1,3,5- = (A& 1-3) (&
(1) HHEMA A2 6L
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FREL 118.1g —FRAF (0.64mol) ¥ T 360g —FHAH, MM 71.2g EE40TK
MR8 EAARY R, £ 15 CRIZEBEH SR MF TR 49.1g SUT & H = H 2RI
(0.67mol AL T f&+80g W ZE), N 1.5h, Wi5e /G dkst /M 1.5h, BFEHET GC
R, RIS = RGURET, bR, SR AR, AR R A2 G
(S8R

(2) HHEfk B21 ARk

FREX 131.5g N-ZRFEXH A (0.7 1mol)IE T~ 180g —FH, FHE R 65C,
JRIZASEHE T WA ER (1D AR BRI A2 1 = 2RI [FIREN 71.1g
=78, N 1~2h, {RE 1h, BUFE GC R, 34 N-ZIENIE je & EASE PR
fIRES, bR, ZKEE, 53)E HRMA B21 I = RIS

(3) AEW 1-3 (M5 Rk

B IR (2) AR R B21 i = FRIE R I 123.3g N-RHE 02K
Wz (0.67moD), JHiEZE 105°CJ M, H GC A, = N-ZREENH g & FA
PGS, PR, iR, AN 71.1g =ZEHH, KGR EB=H7K, &
B . ARG HAMEBEES &, TEGHEE] 280g (JHR 85%) 2-FUT H4-4,6-
(ARG HEIRNE)-1,3,5-— ﬂ% (4%\%13)

SUSRASES
*

AW 1-3 PR TR B 44
'H-NMR (400MHz, DMSO-D6,  PPm): 8.71(s, 2H), 7.93(s, 2H), 7.64(br, 4H),
7.17(t, 4H), 6.99(q, 8H), 6.73(t, 2H), 6.31(s, 1H), 1.41(s, 9H).

H 249 4: 2-FUT B%-4,6- —(4-F A REHEZRRE)-1,3,5- = (AL &9 1-4) ]
%
(1) HREMA A2 (6 R

17
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FREX 118.1g = &R (0.64mol) VAT 360g AR, M 64g F AL E 14
WA, TE 1SCRIZIBFEIE TR 49.1g BUT BEHH AW (0.67mol #UT H
+80g AR, WM 1.5h, H5EE AL RN 1.5h, IAEEEAT GC A, HAa A
H=REER, bR, R EA, 53R A2 100 6 i B I
5 (2) Ak B22 4 Rk
FREL 105g N-SAIEXT R % (0.7mol) ¥ T 180g &K, FHEZE 60°C,
R AR T WA R (D AR RR A2 SR AR 100.5g
=W, W 1~2h, {RiE 1h, B GC AN, 2 NS P04 A
PRI, (2B, BB, kKA, RIS IR B22 MRV
10 (3) &Y 14 (5 AL
) 2R (2) WA 3 R R & B22 ISCRIE P I 114g N-J7 PR XS 2R —
f%& (0.76mol), FHE A 80°CIRL, Fl GC A, 4 N-SRREIEN K _fad EAH
FEARES, B, (I RB, IIA 112.6g EEMER (25wt%) 1, FHLAH
KGRSO, REM M. REMAAaMEL S, TREHER 258g (K
15 90%) 2-fUT Hz-4,6-—(4- #Wﬁﬁﬁzlzﬂﬁ) 13 S-=H (A ).

JUS R O*
%

WA 1-4 (TR R O S
'H-HMR (400MHz, DMSO- D6, § ppm): 8.29(s, 2H), 7.33(d, 4H), 6.44(d, 4H),
6.02(S, 1H), 4.92(d, 2H), 3.4(d, 2H), 1.42-1.13(m, 9H), 0.85(q, 12H).
20
SEHE S 2-80T Hi-4,6- (4-(1,4-Z H IS R HE)-1,3,5- =1 (LA
1-5)
(1) HAMEk A2 ARk

18
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FREC 118.1g —FRAR (0.64mol) ¥ T-360g S KH, MIA 38.4g H4H%E
PRBEEANG R, 75 20°C I ZUBE RS TR I 51.3g BUT HE 1) — & AR (0. 7mol
AT Ha+80g A, WM 1.5h, I8 /E4k4E M 1.5h, BT GC kil
A = REEN, F R, I E A, 53R A2 AT EEY
WL

(2) HrEfAk B23 A

FREL 144.2g N-1,4- — FF IR FE 6 28 — % (0.7mol) ¥ T- 180g — & A&, THE
£ 70°C, WMIZUBCRETWNEER (1D PERBINHIEE A2 ) ZSORERL R
W 157.6g EAEMEEI (25wt%), I 1~2h, fRiE 1h, B GC &, 4
N-1,4- ZFURIEG K & AR PRI E 10 B, #E, 25K, #5318
A B23 SRR .

(3) ALEW 1-5 (M5 Rk

APER (2) AR R B23 Z&URIEFH I 148.4g N-1,4-—H L
FEXFR [ (0.72mol), THEA 150°C B, F GC &M, 4 N-1,4- %%
XK ZRE G AN BRARES, B, 17 12RO, AN 112.6g E AR ALANE L (25wt%)
R, RERIMLA . ARG AR EE A &, TG 3R] 286.7g (K 80%) 2-fL
THE-4,6-(4-(1 4- TR LRI R f)-1.3,5- = (AL 15D

OO

WA -5 (PR IR AE K,
'H-NMR(400MHz, DMSO-D6, § ppm): 8.29(s, 2H), 7.33(d, 4H), 6.44(d, 4H),

(1-5)

6.02(S, 1H), 4.92(d, 2H), 3.31-3.21(m, 2H), 1.56-1.43(m, 4H), 1.42-1.13(m, 15H),
1.06(d, 6H), 0.85(q, 12H)-

B 6: 2-BU T Hi-4-(4-TRBi 5 2R R -6-(4-(1,4-— F L % ) K f%)-1,3,5-
= (kB 16

19
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(1) HaMAR A2 6K

FREL 118.1g &R (0.64mol) ¥ T 360g WL U, A 71.2g
A FAC BB R, 7 20°CIRIZUBEHE 5618 T 49, 1g BUT B I HIEEER Cb
WL (0.67mol AT H&+80g HIEEFA TR ), WM 1.5h, W58 /54k82 % . 1.5h,
BOREHEAT GC AR, AN =R GURI, fFbeb, R yg i, 7534
)4 A2 16 33 IV

(2) HEfk B21 4k

FREL 124.0g N-ZRFEXF 2K % (0.67moD) ¥ T 180g LR ey, THREE
50°C, RIZAHCRE TR (1D R A2 I HIEE bW, [F
W 157.6g EEMEEI (25wt%), I 1~2h, fRiE 1h, HUFE GC &, 4
N-ZRBEE X R i B AR, 510 RBL, 7KBE, 2SR K B21 HEEHE
FEE o

(3) AW 1-6 5L

DR (2) AR R Ak B21 1 BRI SR NN 131.9g N-1,4-
THRIES R G (0.64mol), THEZE 160°C R, A GC A, 24 N-14-—
HH G 2R e & AN BB AR, BRI, 152 18 B, N 112.6g A AL (25wWt%)
HORL, KV JE TR O, MR ARG RAMREES &, TIEREHE
261.7g (URH 76%) 2-HT Mg -4-(4- 28 i 5 2 i )-6-(4-(1,4- — P 3 I3 frig 6 ) 2%
1i)-1,3,5- =W (b & 1-6).

QDO

AW 1-6 PR IR A EA
'H-NMR(400MHz, DMSO-D6, 5PPm): 8.56(d, 2H), 7.90(s, 1H), 7.68(d, 2H),

(1-6)

7.39(d, 2H), 7.21(t, 2H), 7.02(t, 4H), 6.79(t, 1H), 6.52( d, 2H), 6.22(s, 1H), 5.0 (d,

20
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1H), 3.37(m, 1H), 1.6-1.45(m, 2H), 1.43(s, 9H), 1.31-1.18(m, 3H), 1.11(d, 3H),
0.89(q, 6H)-

ST 72 2-0F H-4,6- (4- KRR HE)-1,3,5- = (LA 1-7)

(D HEfk A3 16 R

PREX 118.1g =& (0.64mol) ¥FT 360g —FKH, MIA 71.2g BRIRHH
E A A, 7 30°CRIZU 54T T 86.5g A-F M) SR (0.67mol
A HE+80g =5 A, W 1.5h, W58 5 4k [ R 1.5h, BUREHEAT GC &,
RIS S RGURET, Sk, IR ER, REIF R A3 TG EUE
WL

(2) HriEfk B31 6 A

FREL 129.6g N-ZKFE 4T K % (0.7mol) ¥ T 180g —& 7K+, THE % 70°C,
JE ZA8FE TR EER (1) AR BIH RA A3 B =SR[N 157.6g
SEMET (25wt%), W 1~2h, fRE 1h, BUFE GC A, 24 N-FE 2R %
SRAFRRE, (F1ERMN, B8, 45K, HEE PR B3 =S0RE
W

(3 a5 1-7 G AL

A (2) HHAE R IAA B31 1) =E0RIE I I 136.2g N-ZKFE X6} 2K
—J% €0.74mol), THEZ 105°C&BL, F GC A, =4 N-ZREX R & = A
PRI, BRIE, IR, M 112.6g EAEMNBR (25wit%) 1, 732
FKAE, AN ZE &K, B3 205 ARk E 4 s, T8GR 3 322.1¢g
(R 88%) 2-@1$H§-4,6-H:(4-%B§%z*‘1iﬂi?)-1,3,5-311% HEW -1,

sUsasacle

(I-7)

21
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WA 1-7 PR WAE G lE 44
'H-NMR(400MHz, DMSO-D6, & ppm): 8.6(d,2H), 7.95(s,2H), 7.63(s,4H),
7.16(t,4H), 6.99(q,8H), 6.72(t,2H), 6.17(br, 1H), 1.9(s,2H), 1.42(s,6H), 0.96(s,9H).

S 8 2-BE HE-4,6- —(4- 7 L LR IZ)-1,3,5- = (b &9 1-8)
(1) Ak A3 4 B
FREC 118.1g — &R (0.64mol) #T 360g —HIEIATLEH, A 71.2¢
AR B E AR K, 78 30°CIRIZUBLHE 2610 T I 86.5g B I — A3 B
BEFWC0.67Tmol #LF f+80g - FILIRA B ), W I 1.5h, i 56 J 4k 82 BL 1.5h,
IWREBEAT GC A, A AS H =R T, (F I sep, o yg i E A, 7534
)k A3 10 638 BV
(2) HiEfk B32 6 Ak
FREL 105g N-S RSES AR % (0.7mol) ¥ T 180g —HIILM Cbir, THE
£ 65°C, RIZITFE TRMIPHE (1D FEB Rk A3 1) AR el
[ BRI 112.6g S EAMNIAI (25Wt%), T 1~2h, fRIE 1h, BUFE GC il
B ON-JRRHN R e & EA R, iR, 85, 42Kk, #5315
Hh ) A B32 (1) FH AR ER S I T
(3) (LAY 1-8 5K
AR EE (2) FAE B R R B32 1 HELER DR R N 108g N-5E T
FEXTR [ (0.72moD), FHEE 90°CJ S, F GC A, 4 N-Fp PR K %
ERAE R, B, 10K, A 112.6g EAAER (25wt%) HAI,
ARG G AR FIEIR Ok, SR SN AammEdS &, TREMR
3] 293 .5g (K 91%)2-FF f&-4,6- . (4-F R I A IL)-1,3,5- = (L 5 1-8)6

22



WO 2021/088721 PCT/CN2020/125100

(1-8)
AP 1-8 (PEIR: 2048 ( [E 1
'H-HMR(400MHz, DMSO-D6, & ppm): 8.29(s,2H), 7.33(d,4H), 6.44(d,4H),
6.02(S,1H), 4.92(d,2H), 3.4(d,2H), 1.9(s,2H), 1.42-1.13 (m,18H), 0.96(s,9H).

SEREM] 9: 2-BF H-4-(A- R U TR N )-6-(4- 7 TR I HE 2R IHE )-1,3,5- =8 (fk
G -9
(1) Ak A3 45 B
PRI 118.1g =Z&H (0.64mol) ¥ T 360g —HIHEHM OLEH, A 71.2g
10 TRERBAEAM A, £ 35°CmIZUB PS4 T M 86.5g AL i (1) = HIJEIA O e I
W (0.67mol FEE+80g —HIEEFA TR ), WM 1.5h, W58 /54k82 % . 1.5h,
BOREREAT GC AR, AN =R GURIN, fE e h, R yg ik, 7534
)4k A3 16 (33 VW
(2) Wk B31 AR
15 FREL 129.6g N-ZRIEXF K % (0.7mol) AT 180g — WIS e, THE
£ 70°C, RIZAHERE TR ER (1D PR A A3 1= 2R
[ BFR D 157.6g EAALHR (25wt%), I 1~2h, fRiE 1h, HUFE GC &, 4
N-ZREE R e & AR, bR, BE, 02K, 3218 Rk
B31 [ = HIEIA O -
20 (3) AW 19 5K
IR (2) AR B TRAR B3 1 9 = HIEH e R I 105g N-# 77
FEX R ZHE (0.7mol), THEZE 100°C) L, F GC i, 24 N-577RH0 2K
EEAFERRE, FRE, FiERB, A 112.6g EEAIETR (25wt%) HF,

23
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IK PG 2508 = LA e, 15 RIRL - A5 T AT I EE 45 &, T8 /5 15 3 296.7¢
(% 85%) 2-HF H4-4-(4-K R FE KR )-6-(4-F A REFERAL)-1,3,5- =% (L&
Y1-9),

sUogeasll

H

(1-9)
AW 1-9 KPR it A 44
'H-HMR(400MHz, DMSO-D6, § ppm): 8.47(q,2H), 7.93(s,1H), 7.6 (s,2H),
7.38(s,2H), 7.17(t2H), 6.9 (t,4H), 6.77(t,1H), 6.45(d,2H), 6.14(d, 1H), 4.95(d,1H),
3.29(m, 1H), 1.50(m,2H), 1.41-1.31(m,12H), 0.95(s,9H).

S 10: 2-30F H-4-(4-FR G FE TR Z)-6-(4-(1,4- — H R %) K H%)-1,3,5-
= (EY 1100

(1) A A3 145 R

PR 118.1g = F AR (0.64mol) ¥ T 360g —HIZRH, NI 71.2g TRERHN
E A A, 7 35°CRIZUR 54T T 86.5g AE Mz — AR (0.67mol
BEERE+80g Z W), WhN 1.5h, 58 /E4kEE N 1.5h, HUREHEAT GC il
kA H =R ETRN, R E R, SRR EE, RIS A3 TCBIE]
VWL

(2) H[afk B31 4 Hk

FREL 129.6g N-ZKFE5%F 2K % (0.7moD) ¥ T 180g _H 2K+, FHE % 80°C,
JEIZATEFE TR 3R (1) AR R AR A3 [ FHRVEW,  RIIHRIN 157.6g
SEMET (25Wt%), TN 1~2h, FRUE 1h, HUFE HPLC AR, 430AS B Hp R 44
A3 I, fFAEON, JKBE, 15EE a4 B31 B HIRIE R

(3) A& 1-10 K16 H

24
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AP (2) TR R A B31 B ZRERCR NN 131.9g N-1,4-—H
IRIERF A [ (0.64mol), THEZRE 110°CKRB, F GC &M, ¥4 N-1,4-_FIE
FENTR g B AN PRGN, B, 452 10 OB, N 112.6g E AN (25wWt%)
HOF, KRG 25T WK, 1R Ao SR )5 A EE A5 &, T8 5 A 3 288.9¢

(L 76%) 2-H1F fi-4-(4-2R i B 2RI )-6-(4-(1,4- — FBL [ G AR A 15)-1,3,5-
= (HEY 10D,

s¥opsant

H

(1-10)
AW 1-10 FIPRIR: IREE a4k
'H-NMR(400MHz, DMSO-D6, § ppm): 8.49(q,2H), 7.91(s,1H), 7.64(s,2H),
7.34(s,2H), 7.17(t,2H), 6.98(t,4H), 6.73(t,1H), 6.48(d,2H), 6.04(d, 1H), 4.95(d,1H),
3.29(m,1H), 1.89(s,1H), 1.50(m,2H), 1.40(s,6H), 1.31-1.18(m,4H), 1.07(d,3H),
0.95(s,9H), 0.86(q,6H).

S 11: 2-A00 5 R -4-(4- 5 T 425 8 1% )-6-(4-(1,4- — PPV RE I i ik ) %
H%)-1,3,5- =% (AW 1-11

(1) A A3 145 R

PREL 118.1g = &R (0.64mol) T 360g —HIZRHr, HNA 71.2g IR H
FE kIR, 7 35 CRIZIBEFESEAT TN 86.5g FEHZH —HIRIEW (0.67mol
UV HE+80g “HIZ), N 1.5h, J58)a k8 M 1.5h, BUREREAT GC Al
LR =TT, B, R EA, R3S A3 T EIE
WL

(2) H[alfAk B32 4 Hk

25
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FREX 105g N-J XS 2K % (0. 7moD) ¥ T 180g — HIZKH, FHi %2 65°C,
JEIZASERE TR BR (1D AR BN A A3 1 2R RN 112.6g
HENWHER (25wt%), M 1~2h, ORI 1h, HUFE GC A, HIASHE H1a]
A3 B, (FIERRBL, FE, 42K, 3SR B32 1Y H2RIE T

(3) AW I-11 1L

AR (2) EFI AR B32 [ = AT 144.2g N-1,4-— 1
IRAERT A L (0.7mol), FHEZE 120°CJ M, FI GC A&, 4 N-1,4-—F &
X} 2R B AN PR AR, BRI, 8 L SR, N 112.6g SR AL BT (25wit%)
HORT, VUK G 28R 2R, 3. SAGHaMmmES &, TEEE
F| 286.7g (KK 80%) 2-FF Hi-4-(4-37 T HEIE RBE)-6-(4-(1,4- — H L L)
KWE)-1,3,5-— (AbEP 1-1D).

LT

(I-1D
B 1-11 R SE4E Cukb A B4
'H-HMR(400MHz, DMSO-D6, § ppm): 8.32(d,2H), 7.39(s,4H), 6.49(d,4H),
6.04(br,1H), 4.99(t,3H), 3.21-3.32(m,2H), 1.36-1.15(m,15H), 1.08-1.13(d,6H),
1.02(s,9H), 0.91(q, 6H).

SEHEAT 12: 2-F0 i -4,6- (4-(1,4- - F L R AL R [E)-1,3,5- =1 (fb&
Y 1-12)

(D HEk A3 6 R

PREX 118.1g =& (0.64mol) T 360g —HIZEH, MIA 71.2g BRIRHH
EAM R, 76 25 CRIZIB A TN 86.5g B I — W RIS (0.67mol
BEEE+80g IR, WihN 1.5h, W58 /E4k4E N 1.5h, HBUREHEAT GC il

26
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M ZRAEN, F R, IR E A, 53R A3 L EE Y
AR

(2) H[alfA B33 4Rk

FREL 144.2g N-1,4-—H [REEF K % (0.7mol) ¥ 180g —HIZRH, JHE
£ 90°C, RIZUHH T MR (D AR EE A3 I ZHREWH, FE
WD 112.6g SEMER (25wt%), W 1~2h, fRiE 1h, B GC &M, 4
WA A A A3 B, fE1E N, B E, 757K, 338 RE B33 [ H
HIHL -

(3) WA 1-12 M5 A

AP (2) PRSI R A B33 B IRIERR NN 152.4g N-1,4-—H
IRIEXF IR fE (0.74moD), FHEZE 180°C M, F GC k&, 24 N-1,4-_H K
FEXT R e B S AN F AR, BR R, 15 e B, I 112.6g H AN (25w%)
HOR, ARG 2808 WK, 138 M . AR AMBES &, TREHR
F] 295.6g(WTH 75%)2-FL ¥ Hi-4,6- —(4-(1,4- — W FE R I K RD)-1,3,5- = (fk,
EW1-12)

AN Y\Y N

(1-12)
EY 1-12 PR VRS CORG B
'H-NMR(400MHz, DMSO-D6, § ppm): 8.30(d,2H), 7.38(s,4H), 6.51(d,4H),
5.94(br,1H), 4.99(d, 2H), 3.21-3.32(m, 2H), 1.91(s,2H), 1.58-1.44(m,4H),
1.38(s,6H), 1.36-1.15(m,6H), 1.08-1.13(d,6H), 0.99(s,9H), 0.91(q, 12H).

SR 13: 2-38 CH%-4,6- (4-FRREFETRRD)-1,3,5- =B (L&) 1-13)
(1) a4k A4 1145 R

27
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FREL 118.1g = FR &R (0.64mol) & T 360g HZRH, T 71.2g TkEREAIE]
R A, E 25 CRIZINEFESAE TR 66.4g 5 B ZREW (0.67mol M
Hi+80g HIZKD, W 1.5h, W56 G 4R8I B 1.5h, HUREHEAT GC A, 44l
A ETEER, bR, SR EE, R A4 10 E0E BT
5 (2) [k B43 4k
FREL 128.8g N-ZRFEXF 2K % (0.7mol) ¥ T 180g H 2K, FHEZE 100C,
JIZAERE TR AR (D IR A4 B ZRIEW  [FIBSRIN 112.6g
AN (25wt%), TN 1~2h, fRiE 1h, HOFE GC AN, IS H HA)
A4 B, LR, BRE, 42K, 3 EIE IR BA3 KR
10 (3 AEW 1-13 6 A
APER (2) PR B EA BA3 1 ZRIE W BN 132.5g N-ZRFE5G
RWE (0.72mol), FHmZE 140°CI L, H] GC A, 4 N-ZRIER R _ja &
ANFERARS, PR, bR, A 112.6g EEAMNER (25wt%) A1,
PUAR/K GG 28R, 193085 A5 ARk E 45 &, T8 5135 277.5g (I
15 F80%) 2-H CUf4-4,6-—(4- zysﬂa%zyxﬁ;z) 1,3-5- =% (4b&W1-13),

SUSASAGYS
O

WA 1-13 Btk 1R A B 4k

'H-NMR(400MHz, DMSO-D6,  ppm): 8.63(s,2H), 7.82(s,2H), 7.64(br, 4H),
7.19(t,4H), 6.89( q, 8H), 6.65(t,2H), 6.21(s,1H), 3.2-3.4(m,5H), 2.41(br,6H) .

20

YRR

IRAEZR 1 Fios S B4 IR0 1-6 MgIRAEY, BAR ST bR

1. VBN I R IR G SCRS R4 Bk BR, 424 —BUF RS, A
R NS50. JkRdh. FAbAE. WRERAII ) (6PPD. (h&W 1-5. AW

28
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3. (k&Y 1-6. (L& 1-10 AL &P 1-12), ARG HBR A G

8] Yo 2R 7E 150°C A 160°C 2 J 5
2. MGEAEASYIAHEHIAE 1000CLA T, RIEMAZEARR (
FINS), #EEEAEAY; 24 14 HIE S A E

110°C;

mifiE S Ffe ik

3. BT RIRE S WEE N R ORI 2-3mm), HEHATEAL, BRfbiE
I 18] 9 30 734

T 1 P& R T -
SCR5: PUXURAM U IEAT IR AT RIZE SCRS;
BR: ® 5T ANBREATIR 25 & U BR9000:
N550: RIEFFAH % N550;
Jikent:  BIFARIHBMHR AR 2 w] 38

N 145°C,

MR : R RERER AR~ A MR (AR);

EAEE WA JEE (ARD;

|

|

FIRZEBER AR A A
NS: EEAERHEARAE BRALIE#ET NS,
S: FEAERMZT AR THER (ARD;

6PPD: £HALZERHEA R AR BiZ5% SIRANTOX 6PPD;

B 1-5: Sl 5 G RIS

WA 1-3: Sl 3 ARt &9

WA 1-6: it 6 &R &W:

WA 1-10: SRR 10 AR

AP 1-12: SR 12 A A .

R 1: BIRAEMWES CROL: RER)

Bo7 | R | R 2 | I 3 | 4 | s | il 6
SCR5 50.0 50.0 50.0 50.0 50.0 50.0
BR 50.0 50.0 50.0 50.0 50.0 50.0
N550 50.0 50.0 50.0 50.0 50.0 50.0
Vel 5.0 5.0 5.0 5.0 5.0 5.0

29
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AU 5.0 5.0 5.0 5.0 5.0 5.0
T i 1R 2.0 2.0 2.0 2.0 2.0 2.0
6PPD 2.5

HEM1-5 2.5

HEM1-3 2.5

HEY 1-6 2.5

EY1-10 2.5

&M I1-12 2.5
NS 0.8 0.8 0.8 0.8 0.8 0.8
S 1.5 1.5 1.5 1.5 1.5 1.5
it 166.8 166.8 166.8 166.8 166.8 166.8

TR LUT W07 VA PRA 9] 1-6 AOBRAGARR A AOHT SR AU BE AT 42 (o B
25 N3k 3 fs
(1) PrEEMEREVEAS 75
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