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* Estagio de pos-doutoramento na Universidade de Aveiro — 2007-2008

» Professor Adjunto 2 da Universidade Federal Fluminense desde 2009

» Editor Revista Virtual de Quimica e Journal of Organic Chemistry Research
 Secretario Regional do Rio de Janeiro da Sociedade Brasileira de Quimica

* Bolsista PQ 2 do CNPq



INTRODUCAO E GENERALIDADES: Areas de interesse do nosso grupo de pesquisa

Carboidratos

Reacdes Assiméricas Antivirais
Outros heterociclos Antitubercular
Diazoderivados 1,2,3-Triazois
Antitubercular | Tripanocida
Leischmanicida <: Quinonas :> Antimalarico
Fungicida Anticancer
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Triazois

Reconhecida atividade farmacologica (bioconjugacéo)
Quimica de materiais — dendrimeros e polimeros, fases estacionarias modificadas, organogéis, etc.
Catalisadores
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Original article
Synthesis, HIV-RT inhibitory activity and SAR of
[-benzyl-1H-1,2,3-triazole derivatives of carbohydrates

Fernando de C. da Silva®, Maria Cecilia B.V. de Souza ®, lzabel L.P. Frugulhetti h,
Helena C. Castro b, Silmara L. de O. Souza b, Thiago Moreno L. de Souza h,
Diego Q. Rodrigues h, Alessandra M.T. Souza ®, Paula A. Abreu h,
Fabiana Passamani ©, Carlos R. Rodrigues ©*, Vitor F. Ferreira ***

da Silva, F. C. ; Ferreira, V. F. ; Rianelli, R. S. ; Pereira, W. C. Tetrahedron Lett. 2002, 43, 1165.
da Silva, F. C. ; de Souza, M. C. B. V. ; Ferreira, V. F. ; Sabino, S. J. ; Antunes, O. A. C. Catal. Comm. 2004, 5, 151.
da Silva, F. C. ; Ferreira, V. F. ; de Souza, M. C. B. V. Quim. Nova 2006, 29, 376.



Teste de inibicao da enzima transcriptase reversa do virus HIV

PORCENTAGEM INIBITORIA DOS TRIAZOIS (50 uM)
(testes realizados pela Prof? 1zabel Frugulhetti — IB/UFF)
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Synthesis, tuberculosis inhibitory activity, and SAR study
of N-substituted-phenyl-1,2,3-triazole derivatives
Marilia S. Costa.* Niabia Boechat.* Erica A. Rangel.* Fernando de C. da Silva.®
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Alessandra M. T. de Souza,” Carlos R. Rodrigues.” Helena C. Castro.® Ivan N. Junior.*
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Compound R MIC (ug/mL)  Inhibition (%)
3a 3,5-diCl 2.5 100
3b 3-CN 20.0 ND*
3c 4-CN 5.0 ND
3d 2-OCH, 40.0 94
3e 4-OCH, 10.0 100
3f 2,5-(0OCH,), 80.0 59
39 3,4-(OCH,), 80.0 0
3h 3-Cl 10.0 100
3i 4-Cl 5.0 ND
3j 4-Br 5.0 100
3k 4-CH, 2.5 100
3l 4-NO, 20.0 ND
4a 3,5-diCl 80.0 55
4b 3-CN 80.0 ND
4c 4-CN 20.0 ND
4d 2-OCH, 40.0 86
de 4-OCH, 10.0 93
Af 2,5-(0OCH,), 80.0 74
49 3,4-(OCH,), 80.0 66
4h 3-Cl 80.0 54
4i 4-Cl 40.0 ND
4 4-Br 20.0 75
4k 4-CH, 40.0 87
41 4-NO, 40.0 ND

Rifampicina - 1.0 ND

Etambutol 3.25 ND
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Novel 1,2,3-Triazole Derivatives for Use against
Mycobacterium tuberculosis H37Rv (ATCC 27294) Strain

Nubia Boechat,*" Vltnr F. Ferreira,” Sabrina B. Ferreira,” Maria de Lourdes G. Ferreira," Fernando de C. da S]]'m,
Monica M. Bastos," Marilia dos S. Costa," Maria Cristina S. Lourem;o Angelo C. Pinto,! Antoniana U. Krettli, -
Anna Caroline Aguiar, ™ Brunpo M. Teixeira,” N1th1]n V. da Silva,” Priscila R. C. Martins,”

Flavio Augusto F. M. Bezerra,” Ane Louise S. Camilo,” Gerson P. da Silva,”" and Carolina C. P. Costa'

,'_"""\L. R‘ H = "N
N E.R, '! CH=N-NH-CO-pyridine ~ _.N . I Entry MIC IS
R CHa=CH; ™ Isomazid | 0.06(0.437)
1 0 I A3 —

N CHO

‘N Rifampicin 1.0(121) —
=% CHF3z, CF3 CHzF @ 401 0.62(1.8) =1612
COOCH; X 3.CH; 0.622.0) =422
CHzOH " 2.0CH, 0.62(19) | >1612

Rz =H, F, Cl, CH3, NOg OCHj;, CN, Br, CaNaSNH;

J. Med. Chem. 2011, 54, 5988.



Quinonas (Lapachonas)

Antitumoral, moluscicida, parasiticida, leishmanicida, anti-inflamatoria, fungicida, antimicrobiana e tripanocida.
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*CAT = Enzima catalase; SOD = Enzima superdxido desmutase; FAD = Enzima flavina
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Article

Synthesis of 0- and p-Lapachone Derivatives from Hetero Diels-Alder Trapping
of Alkyl and Aryl o-Quinone Methides

Fernando de C. da Silva,** Sabrina B. Ferreira,®® Carlos R. Kaiser,® Angelo C. Pinto"
and Vitor F. Ferreira™®

“Departamento de Quimica Orednica, Instituto de Quimica CEG, Universidade Federal Fluminense,
Campus do Valonguinho, 24020-150 Niterdi-RJ, Brazil

PInstituto de Quimica, Universidade Federal do Rio de Janeiro, Centro de Tecnologia, Bloco A,
Cidade Universitdria, 21949-900 Rio de Janeiro-RJ, Brazil



Arch. Pharm. Chem. Life Sci. 2010, 343 81-90

Full Paper

Synthesis of a- and -Pyran Naphthoquinones as a New Class
of Antitubercular Agents

Sabrina B. Ferreira'? Fernando de Carvalho da Silva'?, Flavio A. F. M. Bezerra®,
Maria C. 5. Lourenco?, Carlos R. Kaiser', Angelo C. Pinto', and Vitor F. Ferreira?

Table 3. The in-vitro activity of compounds 14a—j in pg/mL  Table 4. The in-vitro activity of compounds 15a—j in pg/mL
(umollL) against M. tuberculosis H37Rv strain (ATCC 27294)  (umolL) against M. tuberculosis H37Rv strain (ATCC 27294)

and clogP. and clogP measurements.

Compound MIC, pgimL (pmol /L) clogP Compound MIC pg/mL (nmol/L) cLogP

14a =100.0 (>344.46) 342 15a 2.5(8.6) 3.36

14b =>100.0 (>328.58) 3.74 I 15b 1.25(4.10) 3.68 I

14c =100.0 (>314.09 4.05 T5¢C 312 ] 0.80) T00 1 25 lmL
14d =100.0(>307.91f 4.03 15d 2.5(7.69) 398 J “g
14e =>100.0 (>324.36p 348 15e 2.5(8.10) 342

14f =100.0 (>270.84f 412 15f 3.12(8.45) 4.06 4’10 pM
14g =100.0(>312.1 7 332 15g 6.25(19.51) 3.26

14h (syn) =>100.0 (>235.06)" 5.15 15h 2.5(5.87) 436

14h (anti) =100.0 (>235.06) 5.15 15i 3.12(8.20) 518

14i Nd¥ 524 15j 6.25(16.17) 5.03

14 (syn) =>100.0 (>258.7 5 5.08

14j (anti) =100.0 (»258.75F 5.08
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Theoretical Studies of the Tautomerism in 3-(2-R-Phenylhydrazono)-naphthalene-
1.2.4-triones: Synthesis of Copper(II) Complexes and Studies of Antibacterial
and Antitumor Activities

32134y

Acdcio I. Francisco,” Maria D. Vargas,** Thais P. Fragoso,* J. Walkimar de M. Carneiro,*
Annelise Casellato,” Fernando de C. da Silva,® Vitor F. Ferreira,® Jussara P. Barbosa,© Claudia Pessoa,?
Leticia V. Costa-Lotufo,” José D. B. Marinho Filho,” Manoel O. de Moraes® and Antonio S. Mangrich®
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Scheme 1. Synthesis of hydrazono compounds HL1-HL13 and of their respective complexes 1-13; R = 4-OMe, 4-N=NC_H., 4-CI, 4-1, 3-1. 2-1, 4-COOH,
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Synthesis and biological evaluation of substituted o- and (3-2,3-dihydrofuran

naphthoquinones as potent anticandidal agentsT
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o i a,Ry =H, = Ry = CgHs
(3) b, Ry = H, Ry = p-CHs-CgHs
o] ] o O ¢, Ry =H, Ry = p-Cl-CgHs
0 0 d, Ry =H, Ry = p-F-CgHs
CAN O‘ R1 G’ e. Ry = H, R, = p-Br-CeHs
@R, f, R4 = CHs, Ry = CgHs
o a, R1 =H, Rz =2 4-dICH3 C‘BHS
C R h,Ry=R2=CHj
S {1341 (2a-) Rz i, Ry = Ry = cyclopentene
(MIC, uM)
Compound C albicans C. tropicalis C kefyr C. parapsilosis C krusei C. dubliniensis ATCC 90028
1h (.54 342 27.38 109.53 13.41 13.69 54.76
1i 2.09 327 5246 13.11 12.85 3.27 13.11
[traconazole 442 0.17 0.08 0.02 (.70 0.02 0.17
Fluconazole 1.63 31344 1.63 1.63 104.48 1.63 1.63
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Short communication

Synthesis and anti-Trypanosoma cruzi activity of B-lapachone analogues

Sabrina Baptista Ferreira?, Kelly Salomdo ®, Fernando de Carvalho da Silva€, Anténio Ventura Pinto ¢,
Carlos Roland Kaiser?, Angelo C. Pinto ?, Vitor Francisco Ferreira €, Solange L. de Castro®*

#Departamento de Quimica Orginica, Instituto de Quimica, UFRJ, 21849-900 Rio de Janeiro, RJ, Brazil
P Laboratdrio de Biologia Celular, Instituto Oswaldo Cruz, FIOCRUZ, 21045-900 Rio de Janeiro, R], Brazil

“Departamento de Quimica Orgdnica, Instituto de Quimica, UFF, 24020-150 Niterdi, RJ, Brazil Table 1
4 Niicleo de Pesquisas em Produtos Naturais, UFR], 21944-971 Rio de Janeiro, R], Brazil Activity of the compounds against bloodstream trypomasti-
gote forms of T cruzi.

Compound IC50/24 h* (M)
1 56.0 £53
2 202 +£4.0
3 514 + 149
3 1214 + 24.7
5 976 +11.8
6 1322 £ 192
7 1229 + 253
8 6875+ 713
9 =4000
10 8492 + 79.8
11 18594 + 201.3
12 626 +55
13 161.1 + 196
14 354 +122

L , 15 3309 + 453
16 8803 + 719

UnICO Farmaco Benznidazole 103.6 + 06

desde 1970 [i-Lapachone 3915 + 16.5

? Mean + standard deviation of at least three independent

A experiments.
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1,2,3-Triazobis
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Lapachonas triazdlicas

Atividade antitumoral

11-99% (5 pg/mL)
Melanoma, Intestino, Mama
97-100% (5 pg/mL)
Melanoma, Intestino, Mama
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