


under vacuum to give the crude producy, (whl cthawgsl pupifr e
ether/ et hyl acetddtpeh-emegtid By L) pyBha(n® i pm@d & yi el d)

Procedusrcecaulfeare par at-dohpe nghe 2 h gl pyri mi di none (3a)

Pr oc efdolirr a-mmc plreepar ation of 3a
o

)/© HOAc
ﬁ ©)( 120 °C air )\

1a, 1.2 g, 5 mmol 3a, 0.87 g, 3.3 mmol, 66%

To -@i phenyl-poymrd p(idligmmos ) i n acetic aci(@(4.6@ nmmolwas adde
The mi xture wW@aisn s$aoirm bedoatsl2Bpfter the compl waten of the

3 mL) was added, followed by extraction with ethyl acet
was hed qwiedodutsu r at esdo IN3HIGONT (3) afnd wWdrRged(overS@n hydrous N.
and concentrated ginveert heacuwnmne product, which was purif
(silica gel, petrol eum edihph®mttithyll goa8thadi a8 Z ognle: 4(§ %t vi gl o
Pr oc efdollbrge asnt al e preparation 3a

Q CHs o

NH . o ° _ HOAc fLNH @)&
h ‘N/)\Ph @X CHs T120°C, air
2,332g,

71%

To @i phenyl-poymrdami GO mMnd| ) in acetic aci@(EB&P121A) was ad
mmol ) in portions. T°PfanmiextAffitemmpk ersd amtriedn at md ®2i0t or ed by
aceddicd and acprogpghenmowebw yaddwavcte re dr e d ulceav ipmre slsahlriend a
residliie theas esddleab® wmh) er f ol l owed by exbBmhbcecdhiodThwith et
combined organic fraguedsmus rwae reeo WaB6OR) (va h ¢ 6 GreLt)er  (
dried overS@anhgddooend®Nantrated under vacuruanm yisoz agli ve t he
fremhyl acet aptuec etnop ocdufinftlo 5d gt hd 1 % yi el d)

Pr oc efdourrgesa&@nt al e preparation

2 CH, 0
Ph” N7 > Ph CH,  120°Cair

1a,50.9 g, 2,166.1g, 3a,37.7 g, 130 mL
205 mmol 615 mmol 144 mmol,
70% yield
To @i phenyl-poymd i @5 @ , 205 mmol ) in aceti @) (alcoigd 1( 400 mL)
615 mmol) in batches. “TCTheademirxAdfihceesrmpbhet sdatrio®én @moni2t0or e d

TLCgceti c malc)i da n(d3 9al0c ep ro@dleBatto mid , b 2818)] 9w egr, e 1b. glc cavt & loénd

under r edulceeadv ipnrge sbhseuhrieha tahwea ersdaddlivideude wd toé i ow2@0 bmL)ext ract
with ethyomlacdlet aTlee (combined organiaqJessadgduiran ss dweNragHd CWa s h
sol u20mn 2J( and 2@@L)@ried over S@nhgddoaendantrated under vz
the crudwehiperhodwack tabtl@mhy |l acet aptuec etnop caufnfIldr. & tghe 70% yi el d]
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3. NMR and MS spectral dat a

5Met Ryd6i phenyl-H(yFdgmiadi n

Col or| emsp 518 6AC d73% yi elHd NMR9 I 4rOp) MHEL 2 DMBO(s, JAH), 8. 17 (
7.1 Hz, 2M) 6.%6. (& ,( ®&H)L4.73,536.(6ddHZAE SBNWMR, (2 CDBMHZ, 3H).
161.15, 152.97, 138.68, 132.26, 131.62,HRM3@ESIIQF) 129. 02,
m/z (M+H)* Calcd for G7H1sN20 263.1184, found 263.1194.

3 ,-I5i me-2 hdgil p h e ny I-4(y Fdinnei 6dfi3ma

Col or | enspd 218 BRCd87 % yi elHd NMR4 O( 4ndg0) sMH/z. ,BBCHB@HH) , 7. 50

7. 453H) m,i7. 868H) , 33H50 @3HIE (NSMR (101 3MHB3.QBCI 157.60, 156.
137.99, 134.581,281289.,611,281L28.,511,27. 83 ,HRMP(ESIBO¥F))m/z118. 29, 34
(M+H)* Calcd for GsH17N20 277.1341, found 277.1330.

5Met 2-p he-Bfdp ol yl ) pry(r3dHmB & ( n

Color| ensp 3I88AEC d96% vyi etHd NMR6 § 40) .M E1 2 DMBO( s, JAH), 8. 17 (
7.2 Hz, iZHB M, 73613 )=7736 Kzj728M, THPE 078,091 H) , 2.41 (s, 3
2.10 (&, NBR)(101 3)MH65.CBCI| 160. 65, 152.48, 138.58, 135.43,
128.29, 127.10, HRMS.(ESPTOF) @/D (M3H)*, CalddXar GebliN-O 277.1341, found

277.1350.

5Met Bphe-fydol yl ) pdYr3dHmB @ ( n

Col or | esps97i499A @B®R,% yi el dH (IRMR M40 0 IVH B, (1KIDC1 KB, L B, 30

2H), T=4@. 9dHzi6.3(HH, &H)2,8 2.20 (& NMR)(101l YMHH5,ABGEI) .
162.46, 152.78, 137.93, 134.97, 131.80, 131.11, 129.98,
11 . BRMS (ESFTOF)m/z (M+H)* Calcd for GaHi7N20 277.1341, found 277.1354.
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5Met 2phe-fiol yl ) pAUr3dHmB d ( n
(0]

5

Col or | enspd94496AC8d7,% vyi el dH( R®R Mg PO 3MHIz3,. 2aDQls, JA=H), 8. 35 (
7.3, 2.0 HzZ.,4®H)5H)7I=727..368 Hzt,, JEH)Y, 47 H27 (@#H), 2.46 (s, 3H)
1€ NMR (101 3MHIz65.®88DIGI 161.02, 152.62, 138.21, 137.40, 131
127.54, 127.16, 12 HRNMAESITDE)B/z@M8H)*Caldd fo0GeH17N20 27.7.3321,dund

277.1340.

6-( Met hox yPprhetnBypih)e ny | p-# ¢ Bdhj(eBien
O

Col or | ensp27 829A €90% yield (263 mg)H NMR (400 MHz, DMSQde): t112.74 (s, 1H), 8.44 7.96

(m, 2H), 7.61 7.51 (m, 3H), 7.44 (t} = 7.9 Hz, 1H), 7.27 7.16 (m, 2H), 7.07 (dddl = 8.3, 2.6, 0.8 Hz, 1H), 3.84

(s, 3H), 2.09 (s, 3H}:3C NMR (101 MHz, DMSGds): 1 158.92, 139.93, 132.56, 131.29, 129.16, 128.58, 127.54,
121.14, 118.32, 114.42, 114.24, 55.17, 1218RMS (ESFTOF) m/z (M+H)* Calcd for GsHi7N202 293.1290,
found 293.1293.

6-( Met hox y-Ddphheenryyl |) p-# ¢ Bddrj(&fi n

Col or | ensps83 484 A ©66% yield (193 mgH NMR (400 MHHEL 2 DMBO(s, JAH), 8. 11 (
7.2 Hz, iZHR®M, 74612 ,J=7.73% ,(dd,6 Hz,81B)Hz7JIRAY (47HD9 (H),
3.81 (s, 2H}E NMB2( (Gl MHI1I56MSO, 131.68, 130.54, 130.19
128. 19, 127.98, 12 0 HRVS ,(ESHTQR) m/8 @vi;+H)*5Calcd §08 GsHiINZD2 293.1290,

found 293.1291.

6-( Met hox yPprhetnByglth)e ny | p-4 ¢ 8dhj &Yy (n

MeO
Col oBbeénspd 212 2A C74% yield (216 mglH NMR (400 3MHz2,. 9aDQls, J=H), 8. 31 (
7.5, 2.0 Hz.,6®H)2H)7,. ¢™,5 & H)6,. 0, 0L H) , 3.88 (ENMBH), 2.28
(101 MH2,0il16BCR25, 160. 70, 160. 28, 152. 79, 132. 35, 131.53
113. 52, 5I3RMS ESITAFPM/ZY(M+H)* Calcd for GsHi17N202 293.1290, found 293.1293.

6-(Br omopbmaey-Byhenyl p-4¢ 8adj &b (n
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Br

Col or | enspg 012 O B C7d5, 46eld (255 mg)!H NMR (400 3MiHz3,. 1ADQls, J=H) , 8.32 (
7.7, 1.7 HZ,{(&H) 1H), %IH 665H) J=7739 Hd, 1HE, NMR24 104, 3H).
MHz, g£BDC65. 52, 159. 12, 152. 89, 140. 20, 131.59, 131.57, 1
121.88, 1 HBMSI(ESI-TOR)&/z M2H)* Calcd for G7H14BrN20 341.0290, found 341.0299.

6-(Bromopbmay-Byghenyl p-4¢ 3dj@ii n

Col or | enspg 078 0 & €7d6, Yeld (258 mg)'H NMR (400 3MiHz2,. 56D Qls, J=H) , 8.27 (
7.8, 1.7 HIs P2HJ,HZ, 8BHYIM,7l..56 .(5ddHz 7. 9HHz , 71HE, (2, 24 (s,
NMR (101 MH®65CDOAl, 159.53, 153.26, 140.64, 132.06, 132.0:
127. 44, 122. 3HRMS (ESFBOF)SNTz (M+#)2Cald3for GiH1BrN20 341.0290, found 341.0281.

6-(4|l uor op-menfByhenyl p-#¢ 8d &)ji (n
O

H
3C NH

lN/)\Ph
F
Col or | ensp® 518 6 B €7d6, Yeld (213 mg)’H NMR (400 aMHIz2,. 93D Qls, J=H), 8. 30 (
7.7, 1.8 HZz.,6BH)2H)]=77..584 Hzt,,J3H§.,7 7THA 8 2ZHWL, K NRR6L (s, 3H).
MHz, gBCH5.55, 163.90, 161.42, 159.60,J452.61), 1328200, 1
127.00, 118J4521 1H4 HRMSIESHER m/z (M+H)* Calcd for G/H14FN-O 281.1090,

found 281.1099.

6-(€hl or opmenfhyhenyl p-4¢ Bdj@&k n

Col or | ensp? 612 6 K C7d5, Yeld (222 mg)'H NMR (400 3MHz2,. 6BDQls, J=H), 8.26 (
7.9, 1.6 HzZs B8HP, HZ, 62=H{|8(.,87,. 42 4( dz,, 8 3KH) Hz 7. 28E(d2. 24 (s,
NMR (101 MHZ,65CBGI, 159. 93, 153. 12, 137. 03, 135. 14, 132. 0¢
119. 20 HRMSZESKT®F)m/z (M+H)* Calcd for G7H14CIN20 297.0795, found 297.0794.

5,36i me2-mlyényl p-4¢ 8ddj &)i (n
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Col or | ersps67 $68A @6 d,Yeld (130 mg)tH NMR (400 MHz, CDCJ): t113.28(s, 1H), 8.30° 8.20(m,
2H), 7.50 (ddJ = 5.3, 1.8 Hz, 3H), 2.40 (s, 3H), 2.12 (s, 3t NMR (101 MHz, CDG)): Ui 164.83, 161.13,
152.52, 131.87,130.91, 128.28, 127.08, 118.12, 21.69, RIS (ESFTOF)m/z (M+H)* Calcd for G2H1aN20
201.1028, found 201.1035.

2,5-Dimethyt6-phenylpyrimidind(3H)-one(3m)

0
H3Cj|\)LNH
Ph N/)\

Col or | esps 618 6 K6 B,Yeld (126 mg)lH NMR (400 3MH B, 1®DCEIsi,7 .14H),, 7. 60
5H), 2l=54&8.(6d,Hz, J3>H)3,. 52 .MB4 N(¥KRL,)0.1 MHz,16HPCB2, 161.61, 155.
138.50, 128.91, 128. 71, HRMS8 ESHGF) m/A (MPH)*Calcd fo? GHBN3O, 12 . 46 .
201.1028, found 201.1034.

3Met Hydsi phenyd (pyHniBdai n
O

H
3C| NH

Ph > “ph

Col or | ensp? 218 @ RC7d4, Yeeld (193 mg)lH NMR (400 3zWviHz2,.(38DCLH), 7.73 (m, 2
7.4%.28&, 8H), 6.42 (£, NMR) (1D10aMHEZ6G5 . CEEG) .151. 10, 141.95,
133. 05, 129. 16, 128. 54, 127. 95, 1HRMS @ESITOFNINZZ7(M+HY" , 126. 02,

Calcd for GsH1eNO 262.1232, found 262.1236.

3MetBphedfyp ol yl 2dyl-cHN@ b n
O
HyC | NH

Zph

Col or | enspR 412 d M @67, Yeld (179 mg)iH NMR ( 4 ®OASK #1 1 .(4s0, 1HY, 30. 52

(m, 9H), 6.24 (s, 1HE, NMRA71IOMSEHIE)G64.233,1 (5Q. BH) .142. 13,
135.59, 133.71, 130.41, 128.95, 128.86, 1PRMSEEBt 127. 86, I
TOF)m/z (M+H)* Calcd for GeH1sNO 276.1388, found 276.1395.

3Met ¥-phedydol yl 2 yi-HH(@ £ n
(0]
HaC [ NH

Zph

Col or | ensps 8718 8RR @5, Yeld (151 mg)*H NMR (400 MHz, CDGJ): ti11.40(s, 1H), 7.61 7.26(m,
9H), 6.24 (s, 1H), 2.47 (s, 3H), 2.11 (s, 3K NMR (101 MHz, CDGJ): 1i164.33, 150.51, 142.13, 139.20, 135.59,
133.71, 130.41, 128.95, 128.86, 127.89, 127.86, 127.53, 125.62, 123.65, 109.07, 19.7HRIABEESITOF)
m/z (M+H)* Calcd for GeH1sNO 276.1388, found 276.1393.

{6



3-Methyt6-phenyt4-(m-tolyl)pyridin-2(1H)-one(5d)
O
H5;C | NH

Zph

Col or | enspd 914 @ §§ C5d1, Yeld (140 mg)*H NMR (400 MHz, CDCY): ti 11.29(s, 1H), 7.60 (s, 1H),

7.541 7.34 (m, TH), 7.24 (s, 1H), 6.48 (s, 1H), 2.43 (s, 3H), 2.14 (s, 8E)NMR (101 MHz, CDCJ): Ui 151.44,

142.20, 139.84, 138.96, 133.50, 130.45, 129.00, 128.40, 128.27, 128.02, 126.90, 123.30, 107.07, 21.46, 13.69.
HRMS (ESITOF) m/z (M+H)* Calcd for GoH1eNO 276.1388, found 276.1399.

4-( Met h o x y-Pprheetnbypih)e ny | -p ¢ tdrd&
o)

H3C| NH
Z>ph
~o
Col or | emsp? 32 8BEC7dD,%eld (230 mg)'H NMR (400 3MHZ2, 2BDCGls, JA4H§.,87.76 (d
Hz, 2H)7,. 871,545 H) J= 68.98 Hz, 2H), 6.43 (si& INMR MBIzOB4 (s, 3H)
cCDh@lul65. 51, 160. 78, 151. 64, 142. 32, 139. 99, 128. 38, 128.

55. 41, HRMS (ESBOF)m/z (M+H)* Calcd for GeHisNO2 292.1338, found 292.1346.

4-(3-MethoxyphenyiB-methyt6-phenylpyridin2(1H)-one(5f)
(0]
HyC | NH

~ Z>ph

Col or | erspg 112 @ A@6dl, Yeld (178 mg)'H NMR (400 VHZA,. (8@DC1HY , ( &, 60

8H), 6J977 .(9d,1.2 Hz, 1H), 6.49¢ NMRLHK)L013;)MHO6 5 .BOCIH), 2.
160.14, 151.41, 142.20, 139.80, 134.96, 130.08, 128.41,
55 . 52, HRMS (ESFROF) m/z (M+H)* Calcd for GeHisNO» 292.1338, found 292.1342.

4-( -Met h o x y-prhectnbfygith)e ny | -p ¢ +dHrd& I

Col or | ersps 718 A @6dl,Yeld (178 mg)!H NMR (400 MHD,. (22D C1 MY, 8@, 55

7H), J=0B.FtHz, 2H), 6.41 (s'& NMR, (3093)MHss,3.AMWBG| 125.51.19 7(,s ,
150.72, 139.72, 139.34, 130.73, 129.04, 127.®8B®, 127.80,
1 3 . BRMS (ESFTOF)m/z (M+H)* Calcd for GoH1sNO2 292.1338, found 292.1343.

4-(Fl uoropmenfphenyl-py tdpE hn
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o)
H3C| NH
Zph
F

Col or | erspg 318 86@3d5,%eld (119mg)!H NMR ( 400 3MH2.22(s,aH),FI90 7.70(m,

2H), 7.49i 7.33 (m, 5H), 7.16 ()= 8.5 Hz, 2H), 6.45 (s, 1H), 2.12 (s, 3C NMR (101 MHz, CDCJ): 11164.85,
162.37, 151.60, 141.50, 139.69, 129.82, 128.53£d) Hz), 128.45, 128.23, 128.11, 116.07)d,22 Hz), 107.30,
13.56.HRMS (ESFTOF) m/z (M+H)* Calcd for GsHisFNO 280.1138, found 280.1149.

4-(L€hl oropmenBpyhenyl-p tdds)in

o)
H3C| \H
Z>ph
cl

Col or | enspg 512 6/B8@6®,Yeld (183 mg)*H NMR (400MHz, DMSO-ds): i 11.90(s, 1H), 7.72 (dJ =
8.5 Hz, 2H), 7.42 (dddl= 24.7, 16.7, 7.4 Hz, 7H), 6.41 (s, 1H), 2.06 (s, 3%).NMR (101 MHz, CDGJ)): i151.54,
141.23, 139.59, 135.77, 132.01, 129.26, 128.47, 128.23, 128.15, 1PF47P9,107.52, 13.63HRMS (ESITOF)
m/z (M+H)* Calcd for GeH1sCINO 296.0842, found 296.0840.

4-(Br omopBmaty-Bphenyl-p tdpE)n

o)
H3C| NH
Z>ph
Br

Col or | erspg 1718 @ & @6dL,¥eld (170 mg)*H NMR (400 MHz, CDCGY):ti1 2. 15 (s, JA4H§.07.67 (d
Hz, 2H)J= 78 500 HaA,7 28, FH)BD= 76 .3%6 Hz,, 2H), 6.1£9 NMR, 1H), 2.
(101 MHz,il16BCKM5, 150.58, 142.90, 138.98, 133.74, 132.00
107 . 09 HRMSIESHIQF)m/z (M+H)* Calcd for GsH1sBrNO 340.0337, found 340.0329.

6-(4-Bromophenyh3-methyt4-phenylpyridin2(1H)-one(5k)

o)
H3C| \H
Ph N
Br

Col or | emsp2 618 6/6@4dL,Yeld (139 mg)lH NMR (400 3)MHZA,. (7€®©DC1HY, ¢ B, 85

2H), 7=6B.@dHzj72#%h, IHHE 276,382 H), 6.48 (*&, NMR) (12116 (s,
MHz, $BC64.62, 149.75, 142.07, 138.15, 132.92, 131.17, 1
1 3 . HRMS (ESFTOF) m/z (M+H)* Calcd for GeH1sBrNO 340.0337, found 340.0341.

6-( Met hox yPprheetnlypith)e ny |-p ¢ tdrid&)n

o)
H3C| \H
Ph”
o)
|
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Col or | emspg 212 @M @B, %eld (192mg)'H NMR (400 M#HEl1.DMBO(s, JAH), 7.78
5.9 Hz, 2M),157.948Hz(dH5HY., 4 7THD,4 AH),, 6.44 (sENMRB, 3.84 (s
(101 MHz-¢e):ioM8070, 160.19, 149.94, 142.76, 139.49, 128.37
114.11, 105. BIRMS (ESHOR) 1@/z (M4H}* Célctl for GeH1sNO2 292.1338, found 292.1345.

4 -Bi sb(rdo mo p-Breaetyh y | -p § t-drd& m
(0]

H
3C| NH
0
Br Br

Col or | emspg 61@ 6 RE3B,%eld (138 mg)!H NMR (400 MHH11.DEBGO1HMY, 49. 53
(m, 5H), @B, 3AH)7,. (MM, 22H)1HB, 3D. ¢ENNRS(101 \H4,)CDCJ): 1i164.78,

149.91, 142.23, 138.30, 133.07, 131.32, 129.63, 129.49, 128.79, 126.03, 121.97, 106.4PIRINBRHESITOF)

m/z (M+H)* Calcd for GsH14Br2NO 419.9422, found 419.9427.

6-(Br omo pHe4det h ox yPpnheetnhyyl 1} { Eddnd& n(

(0]

H,C
3 | NH
O - O
(l) Br

Col or | ensp2 512 6BEC7H, Yeeld (273 mg)H NMR (400 M#HEL1.DMBO(s, JAH), 7.78 (
7.1 Hz, 2M),7.2. 6Hz,(IRHY, 27 H21 Je#Hp,. 87 HE7 Q@#H), 6.58 (s, 1H)
2.03 (*&, NBIR) (101 M#H#16DPMED, 159.03, 149.55, 142.26, 133.
128.70, 122.65, 122. 28.HRNSL(BSHOF) m/z \+H)* Galed for5iBH/AMG0, 13 . 65
370.0443, found 370.0445.

3 ,-BBi met-plyényl-p§ t-didE in

Col or | enspt 71@ 3B ®d Yeld (129 mg)'H NMR (400 MHHl1l DG4SO 1HY, 30. 50

(m, 5H), 5.91 (s, 1HE, NMR1010&, MJiE)6 DMSB®,9 154. BMH,) .145. 81,
133.05, 132.76, 132.52, HRMS 5ESHTQF) m/4 (MH)'8Calcd fi? BHONBD, 18. 04 .
200.1075, foun@00.1080.

Propmwmét-Byxb,R2i hydr opoyari bda byl at e
(0]
H3CI NH
"Prooc”
Col or | ersps 718 MA@ d Yeld (107mg)*H NMR (400 MHEL1.DAMSO s, 1H), 6.14 (
4.23=(6.,6 Hz, 2H), 2.19 (3,1BH), R.7A0HZAB. 2BH), 0By .1(t(dt,
(101 MHzds) GDEBO 65, 163. 35, 142. 40, 139. 27, 1 HBMS3 1, 102.17

(ESFTOF) m/z (M+H)* Calcd for GiH16NOs 210.1130, found 210.1125.
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3Met hy | qu(iluHy(Eiyn

H
O
HaC

Col orl esp 1A RBCd 45i%e | d ¢H7 2NMRg )(.4 00 3Mi#Hz2 . (160D CIL H) , 7.65 (s, i
7.b52.8mMm, 3H)7,. I7TM, 221 H) J= 20.38 K&, NMRI)( 101 sMHA,4.0DCI 137. 52,
137.49, 130.02, 129.27, 1 HBMSBSITOR)D/2 (M4HD* CalddOOGHHRBRO 115. 68, 1
160.0762, found 160.0757.

Met h-mét-BiHlndadd aer boXsyl at e (
H

N
)—COOCH;

CH,3
Colorlesd46o0A@8, 2mp yikll IMR4R 4 M0 ) Mibz.,51CHGI, J=H)8,. 17. 71 (d,
Hz, 1H) ,J=714638(d@, 7 JHz7. 6HHz, D483, 4 7HA7 1H),, 3.97 (s, 3H)
1€ NMR (101 3aMilz62.C3RCGI 136.62, 127.00, 126.62, 124.95, 12
2 9 . MS/(ESFTOF) m/z (M+H)* Calcd for GiH12NO2 190.1, found 190.1.
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