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;\\:Z:B Q O O CI
v oD Seg
1510788-38-1
14 892550 6 O O
“ > Q)
?ﬁ"fs O,
(o]
W, COQ
1374785-59-7 O
15 892550-44-6 O OQ
iots O O o O o
O o | Ko
2100281-97-6 O O
0
16 892550-44-6 O O
oo | ¢ =,
1016653-37-4 OOQ
)
Q N
17 892550-44-6 = O Q
=,
1450898-41-5 D OQ
oA
B D
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[0348]

[0349]

[0350]
[0351]

[0352]

ZIHSd 10-2022-0152289

18 892550-44-6 9\:0\ 8 OO OOQ
Relns oy

1016653-38-5 O O

19 892550-44-6 O OOQ
O ) Cl
0 oD
) )

1510788-96-1

9.3g(20mmol) 11, 16.0g(30mmol) 4,4,5,5-HlE&}tHE-2-(10-{5-#d-[1,1'-v}o]Hd]-3-L }¢tEZA-9-)-
1,3,2-t]$ARE 8 (1016653-38-5), 11.5g(50mmol) <IAZE  dFstES 750 ml THF/&  (2:1) oA
LA 7 813mg (0.96mmol) XPhos Paladacycle Gen. 3= FH7}stal E8E2 65CoA nykatc}, 16
AlZE & 9k E3ES Ao HA 3. Z3ES 300 ml EF< 5] & .
(2x200ml) o2 FE3k 23 F714S B(2x200m) 2 A st bt adlg oA dxA7]a ofgeta
Aafoll FAAZITH U A 3A4 = AbstdFuE(EFe) oA 22 FZd0 98] A=, HPLCAl <
TE >99.9% o o|277tA] EFd/dee 2 EFql/Agoz e AAsHT. ymz] &

107 bar @ 300C o4 ®wHate] AARY.

T8 7.5 g (9 mmol, 45%)
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[0353]

[0354]

[0355]
[0356]

StetsE SM1 | SM2
B1 12 CAS 460347-59-5
B2 13 CAS 460347-59-5
B3 14 CAS 460347-59-5
B4 15 CAS 460347-59-5
B5 16 CAS 460347-59-5
B6 17 CAS 460347-59-5
B7 19 CAS 460347-59-5
B8 11 O
O—B\O O
7$< 1023674-81-8
b) &2~E H2
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[0357]

[0358]

[0359]
[0360]

[0361]

[0362]
[0363]

[0364]
[0365]

[0366]

[0367]
[0368]

[0369]

[0370]

2INE S 10-2022-0152289
2 (H2) o 32E9] AL oA LdeA Y, d8 S0, W0 2008/145239 2 WO 2015/158409 oA A
HEo] glt). F7He] g Eo] ofeldlA A E}:
C-1 9 g4

D22-28

C-i1 C1

QEZFHo]HA C-11(1818872-84-2; 10g, 19.5mmol)<S 700mle] EF<1-d8 I} D0 (5:2) 2] &0 &3)1]7]
3 BY)sta AAm Ze4dstar, 20g Pt-C 5%2 H71etan EEES 165ColA muksid, 119 %, £33ES
Aoz YAAZI FulE oJFsta 2719 4& EE g, 7185 2 shell gAaAzIT. =
IAE AEIH3E, S QozA EF4) oA o3 & 99.9% o] HPLC ko o]27|7HA] HERZ2W e AlE
2alat 9 EFdp-dgto 2 FE ofeH AA3Iele] AA S ). Uz A= 10" bar ol A 250C oA
H st Ax2EH AT FTTAa8t AAE(D22-28) o] FA BHEA F5HU. FTAast TE2 ASAP-
MS, H-NMUR, C-NMR 2 2D-NWR o ol &S} & 5.4 g (10.5 mmol; 54 %).

10g(19.7mmol) 7-ll¥-4-(10-sdtEetA-9-d ) H E&} S 230mL & F<1-D8ol| & A171t). 10.4 ml (0.12
mol) EFEFauetEE s Hrleta, E3ES ARolA kst 2A17F % 47 ml D0 & FH7betar
S3ES AEE FE&Ad HrbE d7bA 108 S wwkskth EYPES EFdoR FE8haL, 23
7148 IGEF el Adx:AZIT. T3S A shel aAIZIY yUmz 1x4E A¥ A=2vE
a3 2 99.9% 9 HPLC =l o|27|714] tEF22deh:AlZ28i 9 E2qdin-ggto 2Ry ozl 2As)
alo] QA 3}, & 5.7g (10.8 mmol, 55%)

Hufo] X o

a)4dF # Hupo|xef Ax

AR 23k 110(50nm) B WA A2 Y9l frE] 7Ee "ol T 2ev AelE ARgste] AAE
Chell A, 713 o0& Abgate] AxHa FEHo® 230TAA 223 Sk 3 FEo|ERA ojd¥E
.

EE US4 AT 4% SolA FdEn

TYUS (HIL) & 7] gl 20nm o FAR JIA At FAFolA ARA7IH. olZ 9l HIL
I T 6 g/l ot o=, HIL & 200C oA 30 & 5 ofd= g}, HILS] 9= <l
2 37 Tl . HIL As2A4, AF 55, 7tad T84 4 p-53 9& 3954
EFdd] faA 7}, AFE =, W02016/107668, W02013/081052 2 EP2325190 o 7]Aj= o] Qtt.

L

of el 4B S 3 91 2As JAA Aem, AFNA ARA T, ok2z 2947104 210T
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[0371]

[0372]

[0373]

[0374]

[0375]

[0376]

[0377]

ZIHS3d 10-2022-0152289

230 ¥ Eot ojd¥sit. AE 5T W0201315613000 whel ¥ 7 1o yErd F2e FFA
(HTM1) =3 W02018/114882¢ whe} A ® Al HIM2 (F 1) 5 o= dhjoltt.

FEAE, od7IMAF, gulo]ze] A H 20mm = FAZF JAA Aol o5 @A E ok = HE, fdAL
APHoz uA FFo] Uk 5 g/l 7} HEE, 3-vH5A 74l §3E). T2 T B4 JaA

o
L2
1o,
:%
)
oo
i)
=
)
oK
2
x
Y
BN
i)
=
e
-
rH
AL

971614 30% ek 210Cel 4] dalel ofdwHL,

WE S 7] E 200 /A vhsh @o] EY ARG BAE RFE Er o) EAE HUE) o
=HES ¥gad WE 2L 9% ERES sovsA Ead gauc SELECEREE
gere, oA, dutolso] WA 30m o F FAZ D24 Aol ols) GAHoIok s A, oF 10
mg/ml olth.  HA $EF BEML) & EF 928 AL, tgow AF AR, 150T A 10 ¥
Sob old@ etk QA A FU BeVlA FAHE v, ofdYe o2 ¥7ldA FaH

4l EAgt AMEEHE & 4bel] WE futo]zo AxE ], MES HEoE AT

3 AA7A T Ae AR £EZ(EILL, EIL2), A FYS(EIL) L AE= (Al) 9 ZZ o]

Sy, o] 24 ETL1S ETM1(10nm HE FA) o2 o]Fojx|i= Whd, ETL2 +=

E3HE (4onm HF FA) 2 o]Fofxitt. AR FYES EM2 (3nm)E o] Fo]A 3L
%

5o & 19 et Q.

T 5, Hupolas ofE 979 FRBErAAN astEn.

H1: 3% Ml 82 Mzgsl 7.

HTM1
2)
ge N
afess'Nig @L
HTM2

OO0

20

ETM1 ETM2

O‘O :@ o\u/ "
o

b) W& IF YA Bt
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[0378]

[0379]

[0380]

[0381]

[0382]
[0383]

[0384]

[0385]

ZIHSd 10-2022-0152289

faZdo] ks fsiM =, FAl 8 tutelx Aes THAWEA w9 g A4 A4S e Ao
u-g- 5 Q). T 7 =wdAdE b ek EE A9 9ol UM I=E dEhlal o AL 992
Arrb HAaske 24 ¥ Ik EEXE o oY B YA HAdrit dEEw Az QY
7bedt o¥s et Adste], o)A 293 faEeele Fdo e FAAQl QAo w olojd A
oltt. upeps, oI RML 25 94 3o thbols AE o FAE tEn. ool whet HrHE 1%
A A GAlE 25 94 HAboltt ol 8l & 4acl =AIE 2ol ARSHT EML A9 Foll A7t
SAEH 4552 BE a) o 71AE vk E Az EML o 242 % 2-A 2 X 2-Bell Yephd L
o}

Il AES wYAS Hrhe] fal, TRAdEHE 8un T2HUS wet 19 Exagus 54358kl
Rp-v (peak-to-valley) #3 A&A719] Hit A HA(root mean square deviation) S AAFSH 2
2Bt 2] A7} 9l KLA-Tencor Corporation ¢ ZTZU-m|E] Alpha-28] D120 & AFg3&le] HE
= Rp-v #+2 =49 229+ oA SA " HdA Rp) &k HAA FJA(Rv) 9] Fo] Aol of-&ghry.
kA1 el golE 98, HA FAVF Onm o] Eoldl gt F wao] Ee tholo]idle i3] FUES

R

5 z2ad o] Ho|xdkele] wiitt,
A% #A4e AR S8l O F FAel AgHEh 3l Adl ol Aels Urhi: WA-F-e Rp-v
(2 Dt B 7 ol I Fo] Aol Ht Alw o @& AR Hit Ale ARY] RIS (4 2).
R(p—v)=Rp—Rv Al A
RMS = f%zyzlzl? Al 2
H2-A. 25 T3t & UfScte &£H.

ozge [EMLEZEE Rpv |[RMS [&®

ol H2 9 g Hisg [gza (M |[Lm]

PR1 A1(99%) |E4 (1%) |4.62 1.02 |1

PR2 H2-4 (99%) E4 (1%) 2633 |[7.66 |2

PE1 H2-4 (69%) |A1(30%) |E4 (1%) |4.18 101 |3
2 iy M2 $2E EES EFSE o PELS PR2o Hd] @AS] HAE Rpv ¥ RMSE YUER 4 H
mj1re]E AEo] Wedt (= 2 3 3).

v @ RUSE HoF& A, st7]o e viel o] o 2
OLED A5 o2 oloJzt} (& 5f, #Fae 11 2@ AA 4 14 F=).

b 9E @ F7h 98 #A4el 7 £ 2Bl Uehl 93, tlgst BILS ZFSE 0L Aol
3T

& 5a WA Skoll vk At
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[0386]
[0387]

[0388]

[0389]

[0390]

SIS 10-2022-0152289

T 2B ) EE IR

T=me  |EMLZAS

ol D] MEE arzg | Pvinml | RMS [nm]
PR3 B299%) |E1(1%) | 501 112
PR4 H2-1 (99%) E1(1%) 21.64 7.01
PE2 H2-1(79%) | B2 (20%) | E1(1%) | 365 1.06
PE3 Ho-4 (49%) | A1(50%) | E4(1%) | 331 1.04
PR5 A10(97%) | E1(3%) | 3.02 0.99
PR6 H2-41 (97%) E1(3%) | 1252 5.5
PE4 H2-41 (67%) | A10 (30%) E1 (3%) 4.94 1.08
PR7-5 A1 (95%) | E2(5%) | 283 067
PR8-6 s H2-49 (95%) E2 (5%) 42.36 942
PE5-4 H2-49 (45%) | A1 (50%) E2 (5%) 3.95 1.26
PRO-7 A4 (99%) E3(1%) | 424 112
PR10-8 H2-49 (99%) E3 (1%) 30.42 7.86
PE6-5 H2-49 (69%) | A4 (30%) E3 (1%) 4.27 1.18
PR11-9 B2 (99%) | E3(1%) | 4.66 114
PR12-10 | H2-2 (99%) E3(1%) | 25.98 754
PE7-6 H22 (89%) | B2 (30%) | E3(1%) | 372 0.81
PR13-11 B8 (97%) | E4(3%) | 299 0.89
PR14-12 H2-4 (97%) E4 (3%) 23.11 6.84
PES-7 H2-4 (57%) | B8 (40%) | E4 (3%) | 3.71 121
PR15-13 A11 (95%) E2 (5%) 4.24 0.97
PR16-14 H2-4 (95%) E2 (5%) 24.82 8.20
PE9-8 H2-4 (55%) A11 (40%) E2 (5%) 3.57 0.96
PR17-15 A11(97%) |E3(3%) | 2.98 114
PR18-16 D1 (97%) E3 (3%) 26.89 5.66
PE109 | D1(67%) | AT1(30%) |E3 (%) | 3.01 123
PR19-17 C3(99%) |E4(1%) | 416 0.92
PR20-18 C1 (99%) E4 (1%) 25.28 6.06
PE11-10 | C1(69%) | C3(30%) |E4(1%) ]  3.61 105
PR21 B8 (97%) | E4(3%) | 3.5 0.69
PR22 H2-15 (97%) E4 (3%) | 24.99 710
PE2 H215 (67%) | B8 (30%) | E4 (3%) | 3.34 0.92

=2y PE1, PE2, PE3, PE4, PE5, PE6, PE7, PES, PE9, PE11 % PE12E 2z 35l tisl, <1< PEle] o
& A A =ovt A

Zzvkel PEl
TH(E 5a WA

WA PE12E
5k #Z).

c) Hule]2 A3}

= 4bol] =ATH
EZA= % 4 o vEhY o).
o Ao gl <F A a&(rel.

oal et Q.

2 £9

H

A3 22 fupo]lart IE a) o AWE dE Alxd.
A BML =+ 3 Sakell UERd W2 EE, o)A

EQE) 2 gt wntelx
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H 32X SAE
H1 H2
=] &
A1 H2-1 O
(O
Rage
)
CAS 1818872-74-0
A4 H2-2 O
g
QD \_/
CAS 1818872-85-3
A8 H2-4 O
afo
QQ
CAS 1818872-84-2
A10 ’// / O H2-15 O
>L©, 7S =)
B2 H2-41
[0391]
B8 H2-49 o)
V=W,
QQQ &)
C3 D24-D34 C1 D22-28
A%
A1
[0392]
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I 4: 72X A
LEH 2=
E1
E2
E3
E4

[0393]

[0394] FRBulro e MEs Fol, OLEDE Fa Wil o8 SAstd. olel gk HAE fl&l, AA G 29
E, AF/AL/3xE 5 4 (0L 54 34) (AHE (Lambert) W& 54& 7H4sH) 2 (52 98] 2
et} UL 54 48 AMg3te], 54 A%s A=(figures of merit), dAWH 54 J oo o4 x|
a8 (0 99 & 44% tulol 2~y g A =z 7 dAldgA dgs dAges FEHrt.
dufol~ R 27] JRE ke Fo4z AR/ shoA FAg a9, IEE BAYgE Frole=z Azt
of wl =4}

[0395]

=200 1 HTM1 B2 |99 |ET1|1 |PR3 0.89 0.68
=300 2 HTMT | H2-1 | 99 ET1 |1 | PR4 1.00 1.00
SAIGH T HTM1 | H2-1 | 79 | B2 |20 | E1 |1 | PE2 0.98 1.44
HAG 2 HTMT | H2-1 | 69 | B2 |30 | E1 |1 0.98 126
AAG 3 HTM1 | H2-1 59 | B2 40 | ET [ 1 1.01 1.31

[0396]

[0397] X 5b: 3% E1& 2 tlnfolx oo A& A RML EFE

=200 3 HTM1 A10 | 97 | E1 |3 | PR5 0.81 0.59

=00 4 HTM1 | H2-41 | 97 E1]3 |PR6 1.00 1.00

A0 4 HTM1 | H2-41 | 67 | A10 | 30 | E1 | 3 | PE4 0.96 1.07

A0l 5 HTMA | H2-41 | 47 | A10 | 50 | BT | 3 095 1.09

[0398]
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[0399]

[0400]
[0401]

[0402]
[0403]

[0404]

[0405]

[0406]
[0407]

[0408]
[0409]

[0410]

[0411]

[0412]

& 5c: 5% E2

= T
s =

=0 5 HTM2 A1l 95 |[E2 | 5 PR7 1.00 1.20
2200 6 HTM2 | H2-49 95 E2 |5 PR8 1.00 1.00
AAI0 6 HTM2 | H2-49 65 | A1 30 |E2 |5 0.98 1.42
A A 7 HTM2 | H2-49 45 | A1 50 |E2 |5 PES 1.03 1.51
¥ 5d: 1% E35 Z+E tubo]x oo Algs A RML £35
00 7 HTM1 A4 99 | E3 [ 1 PR9 1.00 1‘.64
300 8 HTM1 | H2-49 99 E3 |1 PR10 1.00 1.00
alAlCG 8 HTM1 | H2-49 69 | A4 30 E3 (1 PE6 1.15 1.79
alAIG 9 HTM1 | H2-49 49 | A4 50 E3 | 1 1.13 2.12
¥ Be: 1% E3E zreE rjulol A oo AL&3 A M RML 3%

HTMZ‘ ‘ 1
20 10 HTM2 | H2-2 | 99 E3 [ 1 PR12 1.00 1.00
& A0 10 HTM2 | H2-2 | 89 B2 10 | E3 | 1 PE7 1.03 0.98
&AM 11 HTM2 | H2-2 | 69 B2 30 E3 | 1 0.98 1.30
AAIG 12 HTM2 | H2-2 | 49 B2 50 | E3 | 1 1.05 1.25
¥ 5f: 1% F45 ZHE tulo]x oo Algs A RML &35

HTM2 1 ).

2200 12 HTM2 H2-4 | 99 E4 | 1 PR2 1.00

& AN 13 HTM2 H2-4 | 89 | A1 10 E4 | 1 1.10

A AN 14 HTM2 H2-4 | 69 | A1 30 E4 | 1 PE1 1.12

AAIGI 15 HTM2 H2-4 | 49 | A1 50 | E4 | 1 PE3 1.23
¥ 5g: 3% 42 7t t)nlo]x do] AlEE A A RN T3
0l A

200 13 HTM2 B8 97 | E4 | 3 PR13 0.79 0.82

200 14 HTM2 H2-4 | 97 E4 | 3 PR14 1.00 1.00

&AM 16 HTM2 H2-4 | 57 B8 40 {E4 | 3 PES8 1.02 1.02

¥ 5h: 5% E25 ZHE tulo]x oo Algs A

Al AIG 17 HTM1 | H2-4 | 55 | A11 40 | E2 PE9 0.98
¥ 5i: 3% E38 zt= t)ulo] oo ALE3F A A R, E3E

200 18

D1

97

E3 |3

PR18

& A0l 18

D1

67

E3

PE10
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[0413]

[0414]

[0415]

[0416]

[0417]

[0418]

[0419]

[0420]

[0421]

¥ 551 1%

ERLER HTM2 C3 99 |E4 |1 |PRIS 0.94 0.84
E000 20 HTM2 [C1 | 99 E4 [1 | PR20 7.00 700
A0 19 HTM2 [ C1 |69 [C3 |30 | E4 |1 | PEM 7.00 01
SATOT 20 ATMZ | C1 |49 163 56 [ &4 705 702

¥ 5k: 3% F4=

2

tiupo] 2 djol] A}

0l 22 HTM1 | H2-15 | 97 E4 | 3 1.00 1.00
&TAIG 20 HTM1 | H2-15 | 67 | B8 | 30 | E4 | 3 0.98 0.98
Y 525 A2 BAE RE ot B 52E
E 3 N2l Mo fAle sl =eE S o
o) Re AHEE WEA U ARSE WEA FRe} Fasi)
oA =olE wnie} o], TS F SfRFHE a1 12,
(& 1 W= 3 3x). Zhare] 1134 Hlusle], £ o] AA
H FHolA ZHAARL, A" Hutelx Aes HolErh L=
dlaete], & wye] we WEHS FAbE uielx Ag tehiuA v
U =7k & 5a WA Skell WERA el mhE rniol o] tie &
R o) ggo) EgoR, 49 BE FLL wARE £A
78tk
=45
R
30
25
'g 20
£
al 15
=]
ng 10
5 -
e —re NS
; “‘\V\\:
o 2 g
x [um]
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Al FHAE

EIL

ETL2
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