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[0077]

[0078]
[0079]

[0080]

[0081]

[0082]

[0083]

[0084]

[0085]

SEE36] 10-1800872

(AAld 1) 3hgh= 3 9o A=

benzaldehyde cyclopentane-1,2-dione O Q

o}
N ()
S
B —_— ) + - ~ —_—
r
Br Br

pyridin-4-ylboronic acid
HO.__OH
B

AL, shehE 3-A ] A%

3000 mL 37— EupgZEtaTol] AFE3E-1,2-t]2 50 2(509 mmol)¥} Wl=LH )= 118.9 g(1121 mmol)<S
ol g2 1280 mLell =91 3, 0 ColA FAYUEEF 61.1 g(1529 mmol )= M3 FYs . A0 3 A 7Hs
F WHHAIZ] T, A" ZAE S AR EHsta dEE2 AASITh. ARAA wde aA 5E
3-A75.5 g(F& 54 0= AU

1H—NMR(CDClg) & [ppm]: 7.52(m, 6H), 7.38(m, 6H), 3.32(s, 2H)

A 2. et 3-B o Alx

2000 mL 37T uberEElage] deld 3000 nLE wuelAA 4-HzwdolAd s
A3 7rekAdnh. d2elA 2 AZbeet WRkAIZL & MEE uAE et 2 Rlaa Wees AAsgict.
doizl 3}gHE 335.2 g(933 mmol), 3FHE 3-A 64 g(233 mmol), & 71.9 (933 mmol)=} WErE
850 mLE Edstal 12 AZHEQt g wukskdnh. Wkg-o] 34‘2&1‘11 deog W7t F MEd aAE 7Y oy
2 BYsta weges AARste] MY wA s 3-B 48.5 g(F& ¢ 33 9)& LU}

AB2ulo]= 300 g(1079 mmol)S

lH‘NMR(CDC]a) § [ppm]: 7.9(d, 5H), 7.82(s, 1H), 7.62(m, 8H), 7.46(t, 4H), 7.36(t, 2H), 3.88(s, 2H)

A 3. et 3-C o Alx
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[0086]

[0087]

[0088]

[0089]

[0090]

[0091]

[0092]

[0093]
[0094]

[0095]

SEE36] 10-1800872

2000 mL 37-FouterZ el AT S35 3-B 45 g(71.4 mmol), EEMF t-F-EAlol= 19.2 g(171 mmol) @} EHIE
galo] =25 900 mLE EFetal 0 ColA EF & 47t ﬂt&ﬂﬁﬂk. o] ool =B 29.1 g(186
mol)S HH3] FYsIF k. A2olA 4 A7 wk T wkgo] gHwW B T T o opA|Ho]ER FEu
T 3 mtadlgeg AEsta et &%t 4o zAE ez AFAs M uA IFFE 3-C
30.1 g(5& @ 65 B LA}

JHﬂ

1H—NMR(CDClg) §[ppm]: 7.9(d, 4H), 7.8(s, 2H), 7.62(m, 8H), 7.46(t, 4H), 7.39(t, 2H), 1.66(s, 6H)

oA 4. shetE 3 o A=

1000 mL 37~ vl 33HE 3-C 25 g(38 mmol) ¥} 4-F2d B2ZY A= 10.2 g(83.5 mmol), Eﬂ
EestolE 2 el 400 nl ZHeeh. HlEehy](EelHdEsw)BebE(0) 0.88 £(0.76 mol)& A7,
BRMLE FEY 150 nl B W3 7bE BRAT. o 12 A% W ¥, MRS 4 Jaed. 83 01]%‘

obAlEl o] £ 5 iiaz B g sodlgoR Aaa g ¥EAT. BF ¥ e A9 (A Wy
| S2alol= = 1 1)og Falde Mo 1A EE 3 16.6 g(58 : 67 B)S AT}

1H—NMR(CDCL&) & [ppm]: 8.75(d, 4H), 8.19(d, 4H), 7.82(m, 6H), 7.65(m, 8H), 7.47(t, 4H), 7.39(m, 2H),
1.67(s, 6H)

MALDI-TOF MS: m/z 654.8, cal. 654.01

(AAld 2) 3hgt= 79 A=

2-chloro-4,6-dimethylpyrimidine

Cl

oA 1. 33HE 7-A o Ax

1000 mL 37-SouletEZglaze) 3eE 3-C 30 g(128 mmol) € YW, vA(IUEZHE)TREE 71.9 (283
mol)L H7Fek 3, 1,4-t)22F 600 ml & @&t} 1, 1'-v|A[(YEd Ay d2AltEFz=2da5(1), 2=
ZHEEE 4.2 g(5.1 mmol)< i47}?3‘}3’_ Z2AE 50.5 g (514 mmol) & €3, B-FolHA 7Fduntk s},

12 A0S USRS LA SARG, dAHER LAFGA) A SPAHOIEL i, 74 3
WEeR RER F, BUT ALUS, AlE AN B F, B FAAL. Doy wAS Aoz

kel
k-
ANAAREe] sl 1A 3EE 7T-A 209 g (& 58 DS CMI:}
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[0096]

[0097]

[0098]

[0099]

[0100]

[0101]

[0102]
[0103]

[0104]

SES36] 10-1800872

1H—NMR(CDClg) & [ppm]: 8.12(d, 4H), 7.93(s, 2H), 7.54(m, 8H), 7.46(t, 4H), 7.39(t, 2H), 1.66(s, 6H),
1.38(s, 12H), 1.32(s, 12H)

oA 2. shete 7 9 A=

1000 mL 3F-SouEZEladel| 32 7-A 20 ¢(26.6 mmol)Y 2-FZZ-4 6-tho|WET Yl §8.34 g(58.5
mmol), ElEZSelmzEet 350 mLS 713, HEZD7|A(EgddE23)Z5(0) 0.31 ¢(0.27 mmol)S H7}
shar, IM §AMEE g9 100 mlE 93 7FE BRI oF 12 A kg B dke 5 A27kx] Wit &
3} g ol HOER FZda B4 Ibulau|goz Aeith, 3 3 Agybd 49 (A vgd 22
gol= =3 Doz FEste] A uA FE 7 11.6 g(FF : 61 DS L.

'H-NMR(CDC1s) & [ppm]: 8.19(d, 4H), 7.87(m, 6H), 7.63(d, 4H), 7.47(t. 4H), 7.39(t. 2H). 6.81(s, 2H).
2.6(s, 12H), 1.67(s, 6H)

MALDI-TOF MS: m/z 712.88, cal. 712.16

(DA 3) g}3E 99 A=

2-chloro-4,6-diphenyl-1,3,5-triazine

Cl
—_— N J\IN
IO
—

A 1. ek 9-A o Alx

1000 mL 37--SuteZ gt ~70) 33E 3-C 100 g(151 mmol) ¥ #Fld B=ZY A= 18.8 g(154 mmol), EF
dl 1500 mL<S 713t HEZ|A(EYAd EZ231)ZE5E(0) 1.76 g(1.52 mmol)S H7bskar, WM €224 g
A 500 ml & ¥i 714 RS, oF 12 AIF ¥ &, RS ES AR Wit B3 olE oM EH ol ER
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[0105]

[0106]

[0107]

[0108]

[0109]

[0110]

[0111]

[0112]

[0113]

[0114]

SE=545 10-1800872

e

83 F4 e AXS F UG FHAY. $5 F AU 29 (4 vg Faee|s
=10 : o= Hsle] M uA 3gE 9-A 41.8

1H—NMR(CDClg) & [ppm]: 8.19(d, 2H), 7.9(d, 2H), 7.82(m, 4H), 7.62(m, 8H), 7.47(t, 6H), 7.38(m, 3H),
1.67(s, 6H)

@A 2. sheh= 9-B o Alx

1000 mL 37--FuteEebagel] = 9-A 40 g(61 mmol) & (

DS A7k §, 1,4-t1%2F 600 L & WErh. 1,1'-H]2=[ (15 i RAlY SRR deEw (), S22

e EE 1 g(1.2 mol) & FH7bskal, 2AZE 11.9 g (122 mmol Y, @FatdA spdudt sk of 12

ARE WES -, dbems Ae7bA] AT AStUER 2sheE A od oAHER FEetal K4 galbvt

adlge s AR F, A wFAT. w5 5 AybA Ay (S 0 ol opAlEHo)E = 10:1) o2 Feste
= Aste] Mo A SFE 9B 13.5 ¢ (FF 1 79 %) & AUTh

H)

YyFgE)UEE 15.8 g(62 mmo

1H—NMR(CDClg) & [ppm]: 8.33(d, 2H), 8.14(d, 2H), 7.82(m, 4H), 7.62(m, 8H), 7.47(t, 6H), 7.38(m, 3H),
1.67(s, 6H), 1.38(s, 12H)

oA 3. shete 9 o A=

500 mL 37-FuleEZglAde] $3E 3-B 5 g(18.7 mmol)T 2-FEE-4 6-tlo]#d-1,3,5-Eg o}zl 13.3
2(19.1 mmol), EIEZSto|l=2F & 100 mLE 718tk HEZHZ|A(EFALE23)ZEE0) 0.22 g(0.19

mol)E 7K, M FABE £8 30 nlE Y3 kD BRI, F 12 A WS F, WIES FLAA
Q7ath Bab oW opHolER FEn 4 FAvhldon Aestn, AetolE g & F, 4% ¥
a9tk $% ¥ A 49 (A Wga 2eeol= = 10 Do Besel Aol A HEE 9 10.3

g(F& 68 %)= AU,

1H—NMR(CDC];;) §[ppm]: 8.2(m, 4H), 7.97(d, 2H), 7.88-7.78(m, 8H), 7.65(m, 6H), 7.5-7.38(m, 15H),
1.67(s, 6H)

MALDI-TOF MS: m/z 807.98, cal. 807.36

(Al 4) & 2ol mhe shghe 33 o] &3 fFrIdvIEF At A=t

25mm X 25mm X 0.7mm Z7]¢] frE] 7|9 el = FAZE 1500 Al Q1F T4 AbsE (1T0)9] FH4 455
AR A7) frel 718s AL SEE SRS SeA 108 $¢ 253 AAsta, SR 108
?b 1 3] wbx AASY. S Aol 2ui olazradds g, o=, e SAE ARt Vvs
TAHORE 10 Y ZEaAAska ARAFG. olo], Aba/otEr FEk=ukE ol &t AAAAR F+, 1
A= 29E zhe #E 71Re de S AA 9] Vi EYel AFsta £ AT dklel dAH S
wgel, 71 F8 A=l 7] S= HILE FA7F 400A°] HEs SHANA 43 Fdss AT, &7
e AT el 87l gk HBLE FAVE 50A°] HEE SHANA A AXTE G, oo E
o] uh BgHE 38 FAI7E 300 Aol ¥ 5%“174 A wEoe AT oM T TAERA
3171 ShgE ADN ¢ BDO2 6 FF9OE 250 A Tmm HEE SHAA 2H33S 43 F 2 9ol Lig (lithium
quinolate)s SHAIA A FYdT= FAsAH. ©] L1q el =& dFvES SHNA w5 558 34

stel 7107 B2 ARSI,
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s==9

= 1o YEeERAG.
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[0115]
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el
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o

A8
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o
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N
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E
=

g
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Ri
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E
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=13
=
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[0125]

[0126]

SEE36] 10-1800872

* 1
o E==1} = 8 . 2=
No. Heot =T PUESE
B | vy | S I
AlAO] 4 460 i 5.83 0.133, 0131 1000
AlA|0] 5 444 1894 5.29 0.133, 0128 1000
AlAlO] 6 451 17.86 5.60 0.133 , 0131 1000
Hluw0] 1 457 2178 4.80 0.133 , 0130 1000
A7) & 1ol yEeRd wiel Zo], 2 el A % 24E A FEF LEeE F1R7 SR
o A gu] 5% EAS Hol: S AT 4 Ak, E=d 953 Fre =2 g&S UM
THEA =& S & 4 dn.
xH
EH]
8
- g ® ®
< M A & s 0
ko]
L, ] | | | B
]
%) e
c
[0}
o
=
Ll
—E— H2o1
—@®— 2o 4
—ih HAol 5
—wy— Al 6
0 T | T I T I T | T | T
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