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'H NMR (300 MHz, CDCls, ppm) & 7.86-7.89 (m, 2H), 7.79 (br, 1H), 7.65 (d, J = 7.69 Hz, 2H), 7.48-7.57
(m, 3H), 7.39 (t, J=7.83 Hz, 2H), 7.16 (t, J = 7.42 Hz, 1H).

A Ao 2. 4-Methoxy-N-phenyl-benzamide®] A|Z(3}3}23] 6)

A Zzoe] Wy oz (E)-N-(4-methoxybenzylidene)anilineS A|Z3F FH, Ao 19 WHo= [3}3+2] 6]9 3}
FES AZEAT.
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Yellow solid. Yield: 127 mg (56 %). Rf = 0.4 (EtOAc:hexanes = 1:3).

HNIR (300 MHz, CDCls, ppm) & 7.85 (d, J = 8.52 Hz, 2H), 7.72 (br, 1H), 7.63 (d, J = 7.69 Hz, 2H),
7.37 (t, J=17.69 Hz, 2H), 7.14 (t, J = 7.42 Hz, 1H), 6.99 (d, J = 8.79 Hz, 2H), 3.838 (s, 3H).

A Ad] 3. 4-Methyl-N-phenyl-benzamide®] A|Z(3}38H] 7)

Az e Wi o2 (E)-N-(4-methylbenzylidene)anilines A Z3 %, AAo 19 vy o =z [3}3}4] 7]9 3}

=5 AxsST.
Yellow solid. Yield: 160 mg (76 %). Rf = 0.4 (EtOAc:hexanes = 1:5).

'H MR (300 MHz, CDCls, ppm) & 7.78 (d, J = 7.69 Hz, 2H), 7.64 (d, J = 7.69 Hz, 2H), 7.38 (t, J = 7.69
Hz, 2H), 7.29 (d, J=7.97 Hz, 2H), 7.15 (t, J =7.42 Hz, 1H), 2.43 (s, 3H).

A Ao 4. 4-Chloro-N-phenyl-benzamide®] AIZ(3}3H4] 8)

Alzzele] Wy o= (E)-N-(4-chlorobenzylidene)anilines Axd F, AAldl 1°] wHoz [3}3H4 8]e] 33t

5 Azl

Yield: 113 mg (49 %). Rf = 0.3 (EtOAc:hexanes = 1:5).

I NR (300 MHz, CDCls, ppm) & 7.82 (d, J = 8.24 Hz, 2H), 7.75 (s, 1H), 7.62 (d, J = 7.69 Hz, 2H),
7.48 (d, J=8.24 Hz, 2H), 7.39 (t, J=17.69 Hz, 2H), 7.17 (¢, J =7.42 Hz, 1H).

A A 5. 4-Methylester-N-phenyl-benzamide®] A= (334 9)

A zde] WHog (E)-methyl 4-((phenylimino)methyl)benzoate2 A3k H, Al 12 WHo=z [3}842]
919 slgEs A=xssrt.

White solid. Yield: 196 mg (77 %). Rf = 0.3 (EtOAc:hexanes = 1:4).

MR (300 MHz, CDCls, ppm) & 8.17 (d, J = 8.24 Hz, 2H), 7.93 (d, J = 8.24 Hz, 2H), 7.81 (s, 1H),
7.65 (d, J=17.69 Hz, 2H), 7.40 (t, J = 7.42 Hz, 2H), 7.19 (t, J =7.42 Hz, 1H), 3.97 (s, 3H).

A A d 6. 2-Methoxy -N-phenyl-benzamide®] AZ(3}3}2] 10)

A zde] WHo® (E)-N-(2-methoxybenzylidene)anilines A|Z3F F, AAld 1o WHo = [+ 10]2] 3}

FES AxsS Y.
Yellow solid. Yield: 111 mg (49 %). Rf = 0.3 (EtOAc:hexanes = 1:3).

I NR (300 MHz, CDCls, ppm) & 9.81 (s, 1H), 8.30 (d, J = 7.97 Hz, 1H), 7.68 (d, J = 7.97 Hz, 2H),

7.51 (t, J =8.52 Hz, 1H), 7.37 (t, J = 7.97 Hz, 2H), 7.11-7.17 (m, 2H), 7.05 (d, J = 8.24 Hz, 1H),
4.06 (s, 3H).

A

7.
A zd o] WHo R (E)-N-(naphthalen-1-ylmethylene)anilines A3 3, AAd 19 whio= [334] 11]
o] F3HES A xEA .

White solid. Yield: 146 mg (59 %). Rf = 0.3 (EtOAc:hexanes = 1:5).

N-Phenyl-1-naphthamide®] AZ(3}3H4] 11)

_11_



[0119]

[0120]

[0121]

[0122]

[0123]

[0124]

[0125]

[0126]

[0127]

[0128]

[0129]

[0130]

[0131]

[0132]

[0133]

[0134]

[0135]

[0136]

[0137]

[0138]

[0139]

on

£=0l 10-1554539
' NR (300 MHz, CDCls, ppm) & 8.38 (d, J = 7.14 Hz, 1H), 7.98 (d, J = 8.24 Hz, 1H), 7.90-7.93 (m,

M), 7.65(d, J = 6.87 Hz, 1H), 7.65-7.73 (m, 3H), 7.55-7.61 (m, 2H), 7.49-7.52 (m, 1H), 7.41 (t, J =
7.42 Hz, 20), 7.19 (t, J = 7.42 Hz, 1H).

A Ale] 8. N-phenyl-2-naphthamide®] Al=(3}3t4112)

Az e Wy oz (E)-N-(naphthalen-2-ylmethylene)anilines #A|Z3F ¥, AAld 12 WHo g [3}82] 12]
o] 3FgES A xS

Yield: 56%

A Al 9. N-phenylthiophene-2-carboxamide®] A|Z(3}312]13)

A zdel oz (E)-N-(thiophen-2-ylmethylene)anilines A X3 F, A9 19 Wyo=z [+ 13]9

Sgue Axsg.

Yield: 49%

A Al 10. N-phenylpicolinamide®] A|Z(3}8H2]14)

Az o] WHoZ (E)-N-(pyridin-2-ylmethylene)anilineS AZ3 %, 2AAo 19 wWHo=z [3}82] 14]9
3}t ES A xE3T).

A A 11. N-(4-methoxyphenyl)benzamide] A|Z(3}s24]15)

A zde] W o (E)-N-benzylidene-4-methoxyanilineS A|Z3 %, AAld 1o whHo=w [3}sH] 15]9] 3}
FES AxsS Y.

Yield: 29%

AAd 12. N-(pyridin-2-yl)benzamide®] A|Z(3}312117)

A Zzoe] Wy oz (E)-N-benzylidenepyridin-2-amines #|Z3F H, AAld 19 whyoz [3shy] 17]9 343

e Azt

Yield: 40%

A Al 13. N-(pyridin-3-yD)benzamide®] A|=(3}514] 18)

Az o] Wy oz (E)-N-benzylidenepyridin-3-amineS A Z3 ¥, AAo 1¢ whHoz [3}82 18]1¢ 31§
=S Azx3t.

Brown oil. Yield: 85 mg(43 %). Rf = 0.3 (MeOH : CH,Cl, = 1:20).

HNMR (300 MHz, CDCls, ppm) & 8.68 (br, 1H), 8.40 (br, 1H), 8.32 (d, J = 7.97 Hz, 1H), 7.90 (d, J =
7.55 Hz, 3H), 7.50-7.61 (m, 3H), 7.32-7.35(m, 1H).

A A ¢] 14. N-benzylbenzamide®] A=(3}sh2] 19)

Az o] WM o2 (E)-N-benzylidene-1-phenylmethanamines #|Z3+ H, AAlo] 1o WHog [33H4] 19]9

_12_



[0140]

[0141]

[0142]

[0143]

[0144]

[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

[0151]

[0152]

on

£=0l 10-1554539

A A 15. N-(tert-Butoxycarbonyl) benzamide®] A|Z(3}3H2] 20)

Az o] Mo g (E)-tert-butyl benzylidenecarbamateS A Z3F H, AAld 19 ¥Ho g [3}8k2] 20]9] 3}
FES AZAT.

White solid. Rf = 0.2 (EtOAc:hexanes = 1:3).

'H NIR (300 MHz, CDCls, ppm) & 7.94 (br, 1H), 7.81 (d, J = 7.14 Hz, 2H), 7.57 (t, J = 7.42 Hz, 1H),
7.47 (t, J=7.14 Hz, 20), 1.54 (s, 9H).

AlFe] 1. A8A FFo wE vbeA &9l 9 37]4 443} wbgel &

Az SFES o] &ste] Tl A" 714 Absh ofwlg whgS o] &3t ofmfol= SRS Alx A, Al
¢kl Eo] obd t}E A (Nucleophile, Nu)ol &4 sl x HkSo] RPH =X oS Folslglon ol
371 & 1o YEY-.

S, AlStslEo gk QA AE gelsty] sk Abart wiAlE $7 9

7 e AT

Nv@ Nu (100 mol®s)
©/ DMF, 80" . air

F1

T Nu WS A7) g (%) 71 €
WA 1.1 Ae 48 No reaction air
WS-z 1.2 NaCN 8 713(89)b air
WS- x4 1.3 NaOPh 48 No reaction air
WS 1.4 KI 48 No reaction air
HS- %A 1.5 DMAP 48 No reaction air
HFS- 27 1.6 |EtsN 48 No reaction air
ke zA 1.7 Cu(I)CN 48 No reaction air
sz 1.8 NaCN 48 <5 Ar

°olgaH= Agoli= ofrlol= & o]
= EZuE AFREH S =
AP A erol B wtgo] 74

o
=

Ay

M3l 2. &rlast &

wowge] mE ofvlol= HFEel AxPyel gloid §ulol e FFL ety Uste] W LEE 80 T
ngsa Az SFEE GFE FFO I Mgl weARow, oF s ¥ 20 vhehygch.
5, gu) U SR el mE PIE FAsglon, ofF 3] & 20 Lol vhehyg.

_13_



[0153]

[0154]

[0155]
[0156]
[0157]

[0158]

[0159]

[0160]

[0161]

[0162]

[0163]

on

£=0l 10-1554539

: Nv© MNaCN (100 mol%:} @HW/@

solvent, 80% .air

Z 2
:ILT'E]T %‘UH%‘% ‘?l%’\]?l _/’\__%(%)a 7]&
kg2 2.1 DMF 8 713(89)b -
ez 2.2 DMSO 8 65 -
vk %7 2.3 MeCN 48 No reaction -
W% 2.4 acetone 48 No reaction -
WS- XA 2.5 2-propanol 48 No reaction -
WS- XA 2.6 dioxane 48 No reaction -
vk 2.7 THF 48 No reaction -
HkSe-x7 2.8 toluene 48 No reaction -
Wk 2.9 DMF 8 713(89)b 4 AMSHE 7}

[alE MR F=&°1H, [blE MR W3 F&olar,
THF &= HEglélo| =2 Feho|n

4A MSE ¥o] 377} 4A<] molecular seives©]t}.

B W oule} o], g2 S wSo] WaEA gow | DNF Ei DMSOZF HEd A&
ATk, walk ¥o] A7)} 449 molecular seives(FEAANE H7FEE 7§, o]F AlgelA &e
FU3 Aoz yeh &) ] SR EAe WA IS vARA fe Aow duE AT

O
oo 9

A3l 3. Er 3] A3

ol AFGSE ACkshEe) Bl mE WA H8] 93
% =]

FES ol &sto] AtSHEFS T wE vk

N§/© MaCHM (X mol:} : Hp

WMSewE 80 TR uAsy Axde 3t
%3

o vehh et

CMF. 80" . air

* 3
Ex NaCN (iol%) AT g
w2 3.1 300 5 97'(100)"
e zd 3.2 200 5 95'(100)"
Wexd 3.3 100 8 89"(100)"
w27 3.4 50 48 57'(99)"
W x7 3.5 10 72 13'(45)"
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[0164] [alE= NMR S5€©°]9, [bl= NMR A3 $g&olt}.

[0165] H 3o YEbd wiel o], AgtEtEe] ke whSo] 2 IS Yehle Aoz AZEJY. Axde s
1 Bo digte] NalNS B olslZ H7bste 4S5, AletatEe] ot AAdEe] &o] v#st: Ao #EHI
o, g olao g HrleleE AfolE, £89Y F7he AA Fa FAEE 82 ofule]=rt dojX= Aol ¥
ZE A}
=49
=91

-

-0

-
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