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0 O O 2-chloro-N-(2-iodophenyl)pyridine-3-carboxyamide 0O O O
gooooao
Oooooao
0 (1.5 eq.)
| HsN
o
R : ooc»-R'r oh
1(1eq.) 2(1eq.) 3 (42% Yield)
Ooooooao

OCoOO0o00O0ooOO0ooDOooO0oOoDoDOoosomL 0O0O00ODO0DOODQO2-1odoaniline (0O 0O0O)
876.1 mg (Mw. 219.030 4.0 molD 0D OO0 OO0DODO0DAr00O0D00O0DOOCDOODODOA4.0
mtODOODODOO0ODO0O0ODODDODO0OODO0O0DO00O0836 p L (Mw.101.140 d=0.730 6.0 mmolO O O
oooDoDDOoDoU0O0O0U0O0oDoDOoODDOOO0OO20 MmO O O O O Chloronicotinoyl chlorid
e (@ODOO) 704.0 mg (Mw. 176.000 4.0 mmolD O 150 0 00 000000002000
OOO000O00OD0O0OD0OO0O0OO0O00O0D0ODO0ODODO0OO0O0ODODDO (hexane/ethyl acetate=
2710 0 00000D0ODO 2-chloro-N-(2-1odophenyl)pyridine-3-carboxyamided O O O O

000 000DDO0OO0OO0OO0ODD0DO0OO0ONROOOODOOD

3 : H NMR (400 MHz, CDCl;) & 8.56 (dd, 1H, J = 4.88, 1.83 Hz, H-6 Py), 8.43 (b
r s, 1H, NH), 8.38 (d, 1H, J = 8.24 Hz, H-4 Py), 8.23 (dd, 1H, J = 7.63, 1.83 Hz
, H-6 Ph), 7.86 (dd, 1H, J = 8.10, 1.34 Hz, H-3 Ph), 7.41-7.45 (m, 2H, H-5 Py, H
-5 Ph), 6.94 (dt, 1H, J = 7.63, 7.63, 1.53 Hz, H-4 Ph) ppm.
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Oo00o0oao
B(OH) 9 O
o * (5Bmol%) (3eq.) Ny N
(PPhy)sPd  KCOs L ol W
I = N * s N Cl
A H o IPA
N Cl >50°
3(1eq.) 4(1eq.) ' o~ 0

5 (15% Yield)

goooooao

I 10 S o o A R W 2@ o ¥ o] o B\
2-iodophenyl)pyridine-3-carboxyamide (0 O O O ) 179.3 mg (Mw. 358.560 0.5 mmolQO
O 4-(Methoxycarbonyl)phenylboronic acid (0 0 0O O ) 90.0 mg (Mw. 179.970 0.5 mmol
0O 0 (PhzP),Pd 28.9 mg(Mw. 1155.560 0.0025 mmolO O OO0 OO0 207.3 mg(Mw.138.2
101.5mmol0000C0D0DOO0OO0ODArODO0O00O0O0O0OOCDODODODDODODODOOODO 6.3 mL O
0000000100050 0002000100 0002100 000000000 0O0O0OAO
gooooOOoOO0OooodooooDoODOoDO0ooooUooooDobODDbOo0oooooooDoooood
O O (hexane/ethyl acetate=2/1-1/1)0 0 0 000C0ODODOO0OO0OOOOCCODODOOOOO
O00OD0D (chloroformZacetone=30/1)0 00000 000O0OCCOODOOOOOOOO
O NMR,™C NMR,0 OO DD IROIOODOOOD
5 : *H NMR (500 MHz, CDCl3) & 8.41 (dd, 1H, J = 4.59, 1.91 Hz, H-6 Py), 8.38 (d
, 1H, 3 = 8.03, H-3 Ph), 8.19 (br s, 1H, NH), 8.09-8.11 (m, 3H, H-4 Py, H-3 an
d H-5 Ph), 7.47-7.51, 7.29-7.34 (m, 6H, H-5 Py, H-2 and H-6 Ph, H-4" and H-5
and H-6" Ph), 3.93 (s, 3H) ppm. *3C NMR (125 MHz, CDCl3) & 166.5, 162.5, 151.2,
146.6, 142.6, 140.0, 134.1, 132.5, 131.0, 130.2, 130.0, 129.8, 129.5, 129.1, 12
5.4, 122.8, 122.3, 52.3 ppm. HRMS(DART) m/z : Calcd for C,g H;5Cl N, O (M+1™) 3
67.0849, Found 367.0850. IR (neat) v 3279, 3045, 1714, 1676 cm™ 1.

Oo0Q0OO0OD OOO0O15 %

oooo0oao
ooooan
C? E/:'i\é] O j;f\ \g
g g R {10 - ”k‘N' X
LN naoH [ J W]
N™"Cl ,H R N~ “Cl r* i
et MeOH/H,0O S
0°C~RT, 3h
01’/3{'\.6./' O-:’/ “OH
5(1eq.) 6 (87 % Yield)
oooooao
ooo0O0O0O0oo0OO0100m 00000000 0OD0O0O0ODO0OO0ODOOOOOOODOOQ@OOO0)
36.8 mg (Mw. 366.80, 0.1 mmolO 0D O0ODOO0 1.3 mO000O0000O0DOO0OO0OO0OO0DO
0000 0.5mO0D00000D000DO00O0O0 40.0 mg(Mwv. 40.00 1.0 mmolO O OO O O
000300000000000000000000000000INDODOOpPH 2000
0000000000000 O0THFOODOOODO0ODODODO0ODO0ODODO0ODDO0OODO0ODODOODGOnD
O NMR,™C NMR,0 000D IRDODODOODOD

6 :1H NMR (500 MHz, CD50D) & 8.41 (dd, 1H, J = 4.97, 1.91 Hz, H-6 Py), 8.07-8.1
0 (m, 2H, H-3 and H-5 Ph), 7.77 (dd, 1H, J = 7.64, 1.91 Hz, H-4 Py), 7.64 (d, 1H
, J=7.64 Hz, H-6 Ph), 7.55-7.57 (m, 2H, H-2 and H-6 Ph), 7.47-7.51 (m, 1H, H
-5 Ph), 7.42-7.44 (m, 3H, H-5 Py, H-3 and H-4 Ph) ppm. 3C NMR (125 MHz, C
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DCIl3) & 174.0, 167.1, 151.5, 148.4, 143.0, 139.5, 139.2, 136.5, 134.6, 133.9, 1
31.5, 130.5, 129.8, 129.5, 128.6, 128.4, 124_.1 ppm. HRMS(DART) m/z : Calcd for C

16 His CI N, O5 (M+1%) 353.0693, Found 353.0657. IR (neat) v 3417, 1644-1660 cm~
a1
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0ood
RIIEE BERS] (57 —-3) A&
1 TATGCAAGGCTTACAAYCMCW* EHEH, SP1*
2 CWCAAKTTTYTTGTCCACCKTGGTGC*! EH, SP2¥
3 ACACTCWGCASGRGACARACTCTT*! B4H. SP1
4 ACACTCWGCASGRGACARACTCTTYTC® HEGH . SP2
5 GTGACTTGCATATGCAGGTTCAGCTCCAGCA HH
6 AGAGCCACCTCCGCCTGAACCGCCTCCACCTGTAGAGACAGTGACCAGAG HH
7 GGCGGAGGTGGCTCTGGCGGTGGCGGATCGCAGGCTGTTGTGACTCAGGAAT : B2
8 CTACTCGAGGGGCTGGCCTAGGACACTCAG 2555
13 AGAGCCACCTCCGCCTGAACCGCCTCCACCTGCAGAGACAGTGACCAGAG HH
14 GTGACTTGCATATGCAGGTTCAGCTCCAGCA g
15 GGOGGAGGTGGCTCTGGCGGTGGCGGATCGCAGGCTGTTGTGACTCAGGAAT -+ - 84
16 CTACTCGAGGGGCTGGCCTAGGACACTCAG >3]

TYy=CT; M=AC;K=G6T;W=AT;S=GC; R=4AG
* SP1, 21%, 5 /3’ RACE Kit, 2nd generation version 10 FC&(/H:E

0o0oo0oao
0000
EIIE 5 7 S ) RS (KM CRE)
9 |RFSGSLIGDKANLTITCAGTEDBAIYFCALYNKYWVRGGGTRLOVLGG | BSCTEE
10 Q‘-’QLQQSGe\EL.ﬁRPGASVKLSCKASGYTFTTYYIQWIKQRPPGQGLEWIGAIYPGDGDTRYTQ BSCTHE 8
KFKGKATLTADKSSTTAYMQLSSLTSEDSAVYYCAGGPYGYGFAYWGQGTLVTVSA
U RRSGSLICDKALTITGAGTEDEATYFCALINKYWVFGOTRLSVLGGP | BSCT2EH
12 QVQLAQSGAEVARPGTS ‘-‘I'KLS CEASGYT FSS&TSIQWI KQRPGQGLEWIGAIYPGNGDTGYTQ BSCT2E 84
KFKGEATLTADGSSSTAYMQLTSLTSADSAVYYCATYYYGSPFTYWGQGTLVTVST
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