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Synthesis and biophysical testing of a novel pyrrole-containing Polyamide-benzamidine hybrid 

Mark Turlington,* Hilary Mackay, KC Caleb Rutledge,1 Zarmeen Taherbhai,* Binh Nguyen,b 

David Wilson,b Moses Lee* " 
'Department of Chemistry, Furman University, Greenville, SC 29613; bDepartment of Chemistry, Georgia State University, Atlanta, 
GA 30303; "Current address: Hope College, Science Center 2000, 35E 12Λ St., Holland, Ml 49422 

The synthesis of a pyrrole-containing polyamide-benzamidine hybrid (1) and its dimethylaminopropyl-counterpart (2) is 
described. The benzamidine hybrid 1 was found to have superior DNA binding affinity for its A A T T T cognate sequence 
over its analog 2. 

Heterocycl. Commun. 2 (2006) 93-98 
A stereoselective synthesis of 2-benzvIidenepyrrolidin-5-ones from the amides of 4-oxo-5-
phenylpentanoic acid or their tautomers, (2-benzyl-2-hydroxypvrroIidin-5-ones). 

Georgia Tsolomiti and Athanase Tsolomitis* 
The Laboratory of Organic Chemistry, The School of Chemical Engineering, The National Technical University of Athens, Athens 
157 80, Greece. 

The synthesis of 2-benzyIidenepyrroIidin-5-ones 10 stereoselective^, from the γ-keto amides 8 or their tautomers, 2-
benzyl-2-hydroxypyrrolidin-5-ones 9, which were prepared from the activated derivatives 6 and 7 of the 4-oxo-5-
phenylpentanoic acid (5), is described here. 
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Hetaryl displacement in 3,6-disubstituted 1,2,4,5-tetrazines with anhydro bases of 
/i-methyiquinaldiniums 

Gennady L. Rusinov, Rashida I. Ishmetova, Ilya N. Ganebnykh, Oleg N. Chupakhin 
Institute of Organic Synthesis of RAS, 22, S. Kovalevskoy St. Ekaterinburg, 620219, Russian Federation 

3,6-Bis(4-R-3,5-dimethylpyrazol-l-yl)-s-tetrazine, 3,6-bis(imidazoI-l-yI)-s-tetrazine, 3,6-bis(benzotriazol-l-yI)-s-
tetrazine,3,6-bis(4-methylimidazol-l-yl)-s-tetrazine react with anhydro bases of 1-methylquinaldium and 1,6-
dimethylquinaldium to form products of C-nucleophilic substitution of azolyl fragment or Carboni-Lindsey reaction 
followed by subsequent pyridine ring cleavage in the quinoline moiety. 
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Synthesis of 3-[3-(aryI)-l-(l,3-diarylpyrazol-4-yI)-3-oxopropyl]-4- hydroxy-277-l-benzo-pyran-2-ones as 
possible anticoagulant agents 

D. Ashok and K. Pallavi 
Department of Chemistry, P.G. College of Science, Saifabad, Osmania University, Hyderabad - 500 004, India 
G. Jagath Reddy * and K. Srinivasa Rao 
R & D Laboratories, Dr. Jagath Reddy's Heterocyclics, 81, S.V.Co-op. Industrial Estate, Balanagar, Hyderabad - 500 037, India. 
E-mail: jagathreddy@usa.net; Fax # 91-40-23773487. 

A series of 3-[3-(aryl)-l-(l,3-diarylpyrazol-4-yl)-3-oxopropyI]-4-hydroxy-2H-l-benzopyran-2-ones (4 and 5) 
have been synthesized as possible anticoagulant agents under classical heating and microwave irradiation 
conditions. 
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Heterocycl. Commun. 2 (2006) 107-110 
New four-component ugi-type reaction, synthesis of 3-methyI-l-oxo-l,3,4,6,1141a-hexahydro-2h-
pyrazino [l,2-b]isoquinoIine-3-carboxamides 

Alexey P. Ilyn," Andrey S. Trifilenkov,' Denis I. Kovrigin,' Michail V. Yudin,' Alexandre V. Ivachtchenko*'b 

"Department of Organic Chemistry, Chemical Diversity Research Institute, 114401 Khimki, Moscow Reg., Russia, bChemDiv, Inc., 
San Diego, CA USA. 
Phone: (858) 794-4860. Fax: (858) 794-4931. E-mail: av@chemdiv.com 

A small-sized library of novel 3,4,11,1 lf l - tetrahydro-2//-pyrazino[l ,2-i] isoquinolin-l(6/ /)-ones is synthesized. Key 
synthetic step is based on a new variant of Ugi four component reaction using bifunctional keto acids, amine and 
isocyanide as starting materials. The reaction leads to small molecule peptidomimetics with promising pharmacological 
potential and is readily amenable to high-throughput combinatorial library production. 
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An improved methodology for the preparation of 4,7-dimethoxy-/A-benzimidazoIe, a key intermediate in the 
synthesis of l-aIkyI-/A-benzimidazole-4,7-diones 

Abbass Taleb, Frediric Alvarez, Pascal Nebois* and Nadia Walchshofer 
Universite Claude Bernard Lyon 1, ISPB, EA 3741 "Ecosys tänes et M o d u l e s Bioactives", 8 avenue Rockefeller, 69373 Lyon Cedex 08, France 

We reported an optimized process for the preparation of key intermediate, 4,7-dimethoxy-/ / / -benzimidazole, from 
commercially available 1,4-dimethoxybenzene (Overall yield 52%). We successfully applied this methodology to an 
improved synthesis of I -benzyl- /#-benzimidazole-4,7-dione (Overall yield 32% from 1,4-dimethoxybenzene). 
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A New Synthesis of (±)methyl-(hydrobenzo[6]furan-5-yI)-3-methyIbutanoate 

N.Vijayakumari, K.Shireesha and Lingaiah Nagarapu* 
Organic Chemistry-II Division, Indian Institute of Chemical Technology, Hyderabad 

(±)Methyl-2-(2-methyl-2,3-dihydrobenzo[£]furan-5-yI)-3-methylbutanoate and (±)methyl-2-(2,2-dimethyl-3-
hydrobenzo[£]furan-5-yl)-3-methylbutanoate have been synthesized from methyl-2-(4-hydroxyphenyl)-3-
methylbutanoate. 
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A s y n t h e s i s o f c h o l i n e sa l ts o f p r a z o l e der iva t ives 

Grazyna Groszek ' and Bogdan Mysliwiec 

Faculty of Chemistry, Rzeszow University of Technology, 6 Powstancow Warszawy Ave., 35-959 Rzeszow, Poland 

Synthesis of new choline salt of prazole derivatives was described starting from sodium salts with choline chloride. 
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S y n t h e s i s o f 5 - m e t h y l - 2 - [ 2 - m e t h y l / p h e n y I i m i n o - 3 - ( 3 - m e t h y l - 5 - s t y r y I - i s o x a z o I - 4 - y l ) - 2 , 3 - d i h y d r o - t h i a z o l e -
4 - c a r b o n y l ] - 2 , 4 - d i h y d r o - p y r a z o l - 3 - o n e s , 1 .3 ,4 -oxad iazo l e s a n d 4 - o x o - t h i a z o l i n - 5 - y l i d e n e - a c e t i c a c i d 
methy l e s t e r s 

E. Rajanarendar*, D. Karunakar& K. Ramu 
Department of Chemistry, Kakatiya University, Warangal - 506 009, India. 

The synthesis of 5, 6 and 7 have been accomplished. All the compounds are characterized by IR, 'H N M R and mass 
spectral data. 
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A n a l y s i s o f N - H . . . O a n d 0 - H . . . 0 h y d r o g e n b o n d i n g in 4 - ( 2 - h y d r o x y - p h e n y l a m i n o ) - p e n t - 3 - e n - 2 - o n e 
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The paper reports synthesis and crystal structure of 4-(2-hydroxy-phenylamino)-pent-3-en-2-one and the analysis of 
hydrogen bonding present in it. The crystal exists in orthorhombic symmetry with unit cell parameters a = 8.839(3), b = 
10.517(2), c = 11.223(3) Ä, Z=4 and space group is P2 ,2 ,2 | . The final reliability index is 0.0425 for 1079 observed 
reflections. The molecules are linked up by a combination of 0 - H . . . 0 intermolecular and Ν - Η . . . 0 intramolecular 
interaction. The intramolecular N-H . . .Ο interaction is responsible for making carbonyl and amino group as a virtual six-
membered ring whereas the intermolecular 0 - H . . . 0 interaction depicts a parallel two-dimensional array. 
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First synthesis, rotamerism and herbicidal evaluation of substituted j-triazines with Serinolic fragment 

Monica Pintea,' Mircea Darabantu,*·1' Marijana Fazekas,' Pedro Lameiras,bCameliaBer^iian,"'b IsabelleDelhomlbConstantinBelecand Nelly Plib 

'"Babes-Bolyai" University, Department of Organic Chemistry, 11 Aranyi Jänos Str., RO-400028 Cluj-Napoca, Romania 
hUniversitö de Rouen, Institut de Recherche en Chimie Organique Fine (IRC.O.F.), BP-08, F-76131, Mont Saint-Aignan, Cedex France 
'University of Agricultural Sciences and Veterinary Medicine, 3-5 Manastur Str., RO-400375 Cluj-Napoca, Romania 

First example of melamines and precursors, based on commercially C-substituted-2-amino-l,3-propanediols 
(pharmaceutical chemistry nomenclature as serinols) in reaction with cyanuryl chloride is reported, e.g. starting from 2-
amino-2-methyl-l,3-propanediol. The diastereomerism generated by the more or less restricted rotation about the Csp2(i-
triazine) -N< (serinol) bond in this series is for the first time discussed along with a preliminaiy herbicidal evaluation of a 
representative term. 
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Synthesis of n'-aIlyl-2-styrylchromones by a Baker Venkataraman transformation 

Ana I. R. N. A. Barros' and Artur M. S. Silvab" 
'Chemistry Department, University of Träs-os-Montes e Alto Douro,5001-911 Vila Real; ^Chemistry Department, University of Aveiro, 3810-193 
Aveiro, Portugal 

n'-Allyl-2-styrylchromones have been prepared by the Baker-Venkataraman method, by two different synthetic routes. 
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First synthesis, rotamerism and herbicidal evaluation of substituted s-triazines with amino-l,3-dioxane groups 

Marijana Fazekas,' Mircea Darabantu,lb Monica Pintea,* Pedro Lameiras,b Constantin Bele,c 
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First pure enantiomeric 5-amino-l,3-dioxane, obtained by total diastereospecific ring closure of (15,25)-2-amino-l-(4-ni-
trophenyl)-l,3-propanediol ("nitrophenylserinol") reacted with cyanuryl chloride to afford /^-substituted amino-j-
triazines and melamine. Their rotameric behaviour around the Csp2(j-triazine)-N(l,3-dioxane) bond is discussed in terms 
of NMR, as steric and electronic influence of the substituents. The herbicidal evaluation of one of the new compounds is 
also described. 
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