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3% Nt vd HN-3areE # Iuanft §1 39fee T 9ifie sivelg ud wreife IaaE
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3a- g@ﬁ%rrr—1 —&rie)-3,3a-
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T HIRAHT MX-1 U0 &

in vivo T B Ieea-1d Uided R THTE UelRid $Rd gU 901 ek IWA f&anl 39
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1 Acid catalysed path het Ar
het Ar (4+1) =2 @
6/5—ewia Ry= R / Wfewar wg HN-R,
g s
2-aminoheterocycles
replaced by
Our target
z
6/5M z o < i
het Ar + L Base 6/5M CN-R, 6/5M T~ >R,
H Ry het Ar (4+1) = am het Ar
Z= gaagA-aradl W | Ry= tRa / Yfewpa dwg HN‘RZ
2-activated methylene
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B, | &R? IEGIPED au |9y | s
e | (%
Q) (%)
)
1. PIELIREIE] DCM 80 |30 3req
2. FIESIREIR EtOH 60 |120 |35°
3, K2COs3 DMF 110 | 60 50°
4. DABCO FtOH 60 | 120 |46°
5, YRS (0.1 9ade) + URifded 3 | EtOH 60 |60 822
(0.1 AT
6. | URRURSH (0.1 THY) + URICH 3 | ol 80 |60 74b
(0.01 THJ)
7. | UBURSH (0.1 TUH) + URIfe® | doii 80 |60 92°
3T (0.2 THIH)
8. TRyfe® 3 DCM 60 |30 NR
9. - FtOH |60 |60 NR

a IAIG P HIAH HIHCHIG! GRT JUH el bl ol bl 9UT IdTe H Adoid Jo
JATG B 3ok SURRIA TG |

b 3{fifehaT YT &Y AAUR FRR I@ IR IdE & foheed U gUI - NR = Hffobar =g
&l
gfafafer Irg &1 sifiraarom:

2-(4-FARIB ) - 1- (TS T e [RIA AN S [d]UTSII[2, 1-b] YTATS I - 3-
PraTgCIS
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"H NMR (CDCls, 400 MHz, ) 6§ 8.27 (d, /= 8.2 Hz, TH), 7.68 (dd, /= 7.9 Hz, 1H), 7.48 -
7.30 (m, 4H), 7.01 (d, / = 8.7 Hz, 2H), 3.87 (s, 3H), 3.39 (d, /= 5.6 Hz, 1H), 2.78-2.68 (m,
1H), 1.82-1.74 (m, 2H), 1.62-1.44 (m, 4H), 1.14-0.88 (m, 5H).

13C NMR (CDCl3, 100 MHz) & 158.98, 135.02, 132.65, 130.81, 129.97, 129.86, 126.14,
125.08, 124.68, 123.66, 123.54, 116.51, 115.15, 114.44, 82.41, 57.39, 55.40, 33.39,
25.69, 24.87.

UL
1- (TS T a3 ) -2- (4-AYUTaRITB e Sl [d]UTSRIEN[2, 1-b] YTATSIE- 3 -
BIEHIZSIT (4a)

qME (4a) HT AT SOIURRIA THICHEERd, 4-TUiRl dofcsggs aur
Osddioiaad MSINRAES ®f 80°C WR AfNfHaT gRT fhar T™1 IdIE (4a) IToH
3N o TU T 929% Wl & T YT 311 qUT SHPBT T 256°C T 77|

QMNP 4a B I B! YfY 35 WaeH! 3iws) & YR W B Mg CDCl; H 400 MHz
TR 'H NMR W& ¥ 3.39 ppm | H, Ul (=N-H) T4T 3.87 ppm W Hp W (-
OCH,) PT Tobd UT g31TI 3T 1Y UfcSeIsfe® Uiei- & Tdhd &1 g g1 AT 4a
& fAafor &t gff Far g1 (=R a) S ISR, 3C NMR WaeH (CDCl5, 100 MHz) H 55.43
ppm UR C,, 57.42 ppm UX Cp dUT 82.45 ppm UR C, & fafdry Fadt @t Iufufa aiftes
4a & AT T gfY St g1 0] H IufRya 37 Gaft tieiHi Ud Fraqt & Hovd i Aifftew
4a & I Waey T U gL (R b)
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f1: (a) cDCl; ® 22°C WX 400 MHz TR R&ie fhT U Fifie 4a BT 'H NMR
TWIeH (b) AT 4a BT CDCl; H 100 MHz TR *C NMR WdeH |

>LNHBr
@[N\>_\ + CHO NC TgIRSN (0.1 WHI) N
S CN uRifees et (0.2 WHRed) —
Br i 1h S CN
JIAYOT S ATHI TARTHS fAfe:

Y [N

2-SHEcEEZS (100 mg, 0.57 mmol) TYT 2-SSUreId TR (100 mg,
0.57 mmol) &I &S (1 mL) § e 711 9% d1¢ UrsuRSH (4.87 mg, 0.05 mmol)
duT wRifed 3% (6.8 mg, 0.11 mmol) @R Tl 3id U JdS-LRd
JTSANITSAZS (42.94 mg, 0.51 mmol) BT HHfhaT fHYor 1 70°C W 1-2 S TH
TamT| ffifehar qul g9 & a1 0T &1 didee RB RISS-SicH TRD) H IaHR fRR
QT 41| 3T & URiRep o odl TR 3(a&Y (ppt) YTt 31| A& D! g ¥ &I SR
JUT AT I Th dR R TG I Th [T 11|

feogoft:

3AE BT BT HIHUE! gRT gufa: gy 181 far o1 g1, Fiife 2-sAeafcseEs
Td 2- SRS THIeHTSersd ¥ §9+ aTal Aead! adT ifdd Sdre &7 TLC TR AT
A R (spot) UTI 3fd: HIAH DHIHCEIH! & d1¢ IdTG § HeAdd! Pt 3eq AET H
3l &1 BT 1 HUThaT T SIS BT THTH! U F SUHNT g3l

fufsrar § ey Sare:

dferent & dolUrea THeHReRd & [ UfcEesel Ud sMEaNEdgse! & Y
Trdora anT HfNfRaT & UYTd 4+1 Th1g AT HTNFRTT GRT U IR &1 IR IR
o T B

S H-THY THE Jadd TR UicSgIgs! ¥ ASfId Iohd TNT TG Saiaei--aIdl TH8
god Ufcsergsl &t gam § i afsy H U gu | 9t Ieaiftd Idte waid U ¥ R
7T T4 4T I HHR & dIIHH R s TWig 9 STaId a1 off el g |

AT AT gomafd, 3R JART www.ignited.in 351



AT SSNd]ATRRIGN[2, 1-blUTaTSd favHash g AT ol Ty

Journal of Advances in Science and Technology
Vol.23, Issue No. 1 March-2026, ISSN 2230-9659

R,
N NH
S>— 4 _CHO Piperidine (0.1eq) __ xRy
@ES on. * RaNC Acetic acid (0.2q) N_
Substrate 1 Substrate 2 Substrate 3 Benze?re] reflux S CN
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S CN

AT ST Y9ld, 3HA IART

www.ignited.in 352



Journal of Advances in Science and Technology
Vol.23, Issue No. 1 March-2026, ISSN 2230-9659

6 @—(:Ho NC )(NH 50 88

S S

DR

S CN
Q 55 88
NH

Qggﬁ/@/m

CN

W,

=

7 /©/CHO
Cl

55 86

(00)

O

I

©]

pd

(@]
Z
I

“

MeO

NC (P 100 86

10 OMe Ne Q oMe 100 84
&= 0 |

OMe

OHC
OMe N7
— OMe

S CN

It erfiiferart Ufcsess (1.0 THe), Taftd sififorarsita uard (1.0 THge) aul
JEHNZARS (0.9 THI) I soii | UrsuiRed (0.1 THJed) Ul TRifd® 3 (0.2
TJAJe) 1 Ul o 80°C R HTThAT HRIH T0F &1 T3 |

e

Fdeu H TRT qUT geuRd-Ufawiitd Sei[d]urgie[2,1-b]UTarsiid geiagied! &
TRAYT D1 Ueh IRa Ug YTt fafd faem R 1 712 | S 41q-Tad 3id:3Murfde T
N7 SNTh T GRT 1 T0Y § 33 Afsl & 1Y Faf-id fawaess iy difiie ured gu|
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fofta fhareRe®! & I Nfhad IMa: W €U 9 909 g3 9dl |
SONd]UTSRIGN[2, 1-b]ITATSd f[ASHash g AT DI HIaH DHIHCUTD! & fomT1 Juds fHar
ST g1 3(d: U8 fAfY 98 F9m W Izavwr & faw Iuaitt g gl 3|
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