
RSC
Medicinal Chemistry
rsc.li/medchem
The Royal Society of Chemistry is the world's leading chemistry community. Through our high impact journals and publications we
connect the world with the chemical sciences and invest the profits back into the chemistry community.

IN THIS ISSUE

ISSN 2632–8682 CODEN RMCSCX 16(1) 1–436 (2025)

Cover
See Sabrina Taliani,
Floriana Morgillo,
Sandro Cosconati et al.,
pp. 77–97.
Image designed by
Benito Natale and
Michele Roggia, partly
generated by Google Gemini
and reproduced by permission
of Sandro Cosconati from
RSC Med. Chem., 2025, 16, 77.

REVIEWS

12

A decade of pyridine-containing heterocycles in US
FDA approved drugs: a medicinal chemistry-based
analysis

Ashish Ranjan Dwivedi, Shivani Jaiswal, Deepak Kukkar,
Roshan Kumar, Thakur Gurjeet Singh,
Mahendra Pratap Singh, Abhay M. Gaidhane,
Sorabh Lakhanpal, K. Nagendra Prasad
and Bhupinder Kumar*

37

Advances in antibacterial agents for Mycobacterium
fortuitum

Carlos Roberto Tavolari Jortieke,
Angélica Rocha Joaquim and Fernando Fumagalli*

RSC Med. Chem., 2025, 16, 3–11 | 3This journal is © The Royal Society of Chemistry 2025

O
pe

n 
A

cc
es

s 
A

rt
ic

le
. P

ub
lis

he
d 

on
 2

3 
Ja

nu
ar

y 
20

25
. D

ow
nl

oa
de

d 
on

 1
2/

19
/2

02
5 

10
:3

5:
03

 A
M

. 
 T

hi
s 

ar
tic

le
 is

 li
ce

ns
ed

 u
nd

er
 a

 C
re

at
iv

e 
C

om
m

on
s 

A
ttr

ib
ut

io
n 

3.
0 

U
np

or
te

d 
L

ic
en

ce
.

View Article Online
View Journal  | View Issue

http://creativecommons.org/licenses/by/3.0/
http://creativecommons.org/licenses/by/3.0/
https://doi.org/10.1039/d5md90002f
https://pubs.rsc.org/en/journals/journal/MD
https://pubs.rsc.org/en/journals/journal/MD?issueid=MD016001


Editor-in-chief

Russell J Cox 
Leibniz Universität Hannover, Germany

@RSC_Adv

At the heart of open access for
the global chemistry community

Submit your work now
rsc.li/rsc-advances

Registered charity number: 207890

We stand for:

Breadth We publish work in all 
areas of chemistry and reach a 
global readership

Quality Research to advance the 
chemical sciences undergoes 
rigorous peer review for a trusted, 
society-run journal

Affordability Low APCs, discounts 
and waivers make publishing open 
access achievable and sustainable

Community Led by active 
researchers, we publish quality 
work from scientists at every 
career stage, and all countries

RSC 
Advances

O
pe

n 
A

cc
es

s 
A

rt
ic

le
. P

ub
lis

he
d 

on
 2

3 
Ja

nu
ar

y 
20

25
. D

ow
nl

oa
de

d 
on

 1
2/

19
/2

02
5 

10
:3

5:
03

 A
M

. 
 T

hi
s 

ar
tic

le
 is

 li
ce

ns
ed

 u
nd

er
 a

 C
re

at
iv

e 
C

om
m

on
s 

A
ttr

ib
ut

io
n 

3.
0 

U
np

or
te

d 
L

ic
en

ce
.

View Article Online

http://creativecommons.org/licenses/by/3.0/
http://creativecommons.org/licenses/by/3.0/
https://doi.org/10.1039/d5md90002f


REVIEWS

50

Technical, preclinical, and clinical developments of
Fc-glycan-specific antibody–drug conjugates

Qiang Yang* and Yunpeng Liu*

63

A practical guide for the assay-dependent
characterisation of irreversible inhibitors

Lavleen K. Mader, Jessica E. Borean
and Jeffrey W. Keillor*

RESEARCH ARTICLES

77

Discovery of N-substituted-2-oxoindolin
benzoylhydrazines as c-MET/SMO modulators in
EGFRi-resistant non-small cell lung cancer

S. Tomassi, B. Natale, M. Roggia, L. Amato, C. De Rosa,
C. M. Della Corte, E. Baglini, G. Amendola, A. Messere,
S. Di Maro, E. Barresi, F. Da Settimo, M. L. Trincavelli,
F. Ciardiello, S. Taliani,* F. Morgillo* and S. Cosconati*

98

New anti-ovarian cancer quinolone derivatives
acting by modulating microRNA processing
machinery

Tommaso Felicetti, Nicola Di Iacovo,
Maria Agnese Della Fazia, Danilo Piobbico,
Stefania Pieroni, Martina Pacetti, Jialing Yu, Yilun Sun,
Serena Massari, Maria Letizia Barreca, Stefano Sabatini,
Oriana Tabarrini, Violetta Cecchetti, Fei Wang,
Yves Pommier, Mariangela Morlando,* Giuseppe Servillo*
and Giuseppe Manfroni*

RSC Med. Chem., 2025, 16, 3–11 | 5This journal is © The Royal Society of Chemistry 2025

O
pe

n 
A

cc
es

s 
A

rt
ic

le
. P

ub
lis

he
d 

on
 2

3 
Ja

nu
ar

y 
20

25
. D

ow
nl

oa
de

d 
on

 1
2/

19
/2

02
5 

10
:3

5:
03

 A
M

. 
 T

hi
s 

ar
tic

le
 is

 li
ce

ns
ed

 u
nd

er
 a

 C
re

at
iv

e 
C

om
m

on
s 

A
ttr

ib
ut

io
n 

3.
0 

U
np

or
te

d 
L

ic
en

ce
.

View Article Online

http://creativecommons.org/licenses/by/3.0/
http://creativecommons.org/licenses/by/3.0/
https://doi.org/10.1039/d5md90002f


RESEARCH ARTICLES

125

Developing peptide-based fusion inhibitors as an
antiviral strategy utilizing coronin 1 as a template

Manbit Subhadarsi Panda, Bushra Qazi,
Vaishali Vishwakarma, Gourab Prasad Pattnaik,
Sourav Haldar* and Hirak Chakraborty*

137

Natural product-inspired [3 + 2]
cycloaddition-based spirooxindoles as dual
anticancer agents: synthesis, characterization, and
biological evaluation by in vitro and in silico
methods

Narayanasamy Nivetha, Jevid Don Hamid,
Akshaya Simha N, Devanand Devegowda, Ramith Ramu
and Sivan Velmathi*

157

Rapid identification of novel indolylarylsulfone
derivatives as potent HIV-1 NNRTIs via miniaturized
CuAAC click-chemistry-based combinatorial
libraries

Ping Gao, Shu Song, Christophe Pannecouque,
Erik De Clercq, Peng Zhan* and Xinyong Liu*

168

A novel, glutathione-activated prodrug of
pimasertib loaded in liposomes for targeted cancer
therapy

Arianna Amenta, Susanna Comi, Marcelo Kravicz,
Silvia Sesana, Antonia Antoniou, Daniele Passarella,
Pierfausto Seneci, Sara Pellegrino and Francesca Re*

6 | RSC Med. Chem., 2025, 16, 3–11 This journal is © The Royal Society of Chemistry 2025

O
pe

n 
A

cc
es

s 
A

rt
ic

le
. P

ub
lis

he
d 

on
 2

3 
Ja

nu
ar

y 
20

25
. D

ow
nl

oa
de

d 
on

 1
2/

19
/2

02
5 

10
:3

5:
03

 A
M

. 
 T

hi
s 

ar
tic

le
 is

 li
ce

ns
ed

 u
nd

er
 a

 C
re

at
iv

e 
C

om
m

on
s 

A
ttr

ib
ut

io
n 

3.
0 

U
np

or
te

d 
L

ic
en

ce
.

View Article Online

http://creativecommons.org/licenses/by/3.0/
http://creativecommons.org/licenses/by/3.0/
https://doi.org/10.1039/d5md90002f


RESEARCH ARTICLES

179

Design, synthesis, and structure–activity relationship
studies of 6H-benzo[b]indeno[1,2-d]thiophen-6-one
derivatives as DYRK1A/CLK1/CLK4/haspin inhibitors

Abdelfattah Faouzi, Alexandre Arnaud, François Hallé,
Jean Roussel, Mandy Aymard, Vincent Denavit,
Cong Viet Do, Angélique Mularoni, Mohamed Salah,
Ahmed ElHady, Thanh-Nhat Pham, Alexandre Bancet,
Marc Le Borgne, Raphaël Terreux, Roland Barret,
Matthias Engel and Thierry Lomberget*

200

Design, synthesis, and evaluation of
benzhydrylpiperazine-based novel dual COX-2/5-
LOX inhibitors with anti-inflammatory and anti-
cancer activity

Poorvi Saraf, Bhagwati Bhardwaj, Akash Verma,
Mohammad Aquib Siddiqui, Himanshu Verma,
Pradeep Kumar, Samridhi Srivastava,
Sairam Krishnamurthy, Saripella Srikrishna
and Sushant Kumar Shrivastava*

221

Inhibition of monoamine oxidases by heterocyclic
derived conjugated dienones: synthesis and in vitro
and in silico investigations

Sunil Kumar, Bishnu Prasad Pandey,
Mohamed A. Abdelgawad, Mohammed M. Ghoneim,
Rania B. Bakr, Hoon Kim* and Bijo Mathew*

232

Synthesis and biological evaluation of novel D-ring
fused steroidal N(2)-substituted-1,2,3-triazoles

Branislava Tenjović, Sofija Bekić,* Andjelka Ćelić,
Edward Petri, Julia Scholda, Florian Kopp,* Marija Sakač
and Andrea Nikolić

RSC Med. Chem., 2025, 16, 3–11 | 7This journal is © The Royal Society of Chemistry 2025

O
pe

n 
A

cc
es

s 
A

rt
ic

le
. P

ub
lis

he
d 

on
 2

3 
Ja

nu
ar

y 
20

25
. D

ow
nl

oa
de

d 
on

 1
2/

19
/2

02
5 

10
:3

5:
03

 A
M

. 
 T

hi
s 

ar
tic

le
 is

 li
ce

ns
ed

 u
nd

er
 a

 C
re

at
iv

e 
C

om
m

on
s 

A
ttr

ib
ut

io
n 

3.
0 

U
np

or
te

d 
L

ic
en

ce
.

View Article Online

http://creativecommons.org/licenses/by/3.0/
http://creativecommons.org/licenses/by/3.0/
https://doi.org/10.1039/d5md90002f


RESEARCH ARTICLES

247

Development, biological evaluation, and molecular
modelling of some benzene-sulfonamide derivatives
as protein tyrosine phosphatase-1B inhibitors for
managing diabetes mellitus and associated
metabolic disorders

Nagat Ghareb, Khaled M. Darwish, Mohamed S. Nafie,
Ranwa Elrayess, Noha M. Abourobe, Shaimaa A. Fattah,
Reem M. Hazem, Eman T. Mehanna and Ranza Elrayess*

274

Synthesis and evaluation of tetrahydropyrrolo[1,2-a]
quinolin-1(2H)-ones as new tubulin polymerization
inhibitors

M. N. Anisimov, M. A. Boichenko, V. V. Shorokhov,
J. N. Borzunova, M. Janibekova, V. V. Mustyatsa,
I. A. Lifshits, A. Y. Plodukhin, I. A. Andreev,
N. K. Ratmanova, S. S. Zhokhov, E. A. Tarasenko,
D. A. Ipatova, A. R. Pisarev, I. A. Vorobjev, I. V. Trushkov,*
O. A. Ivanova* and N. B. Gudimchuk*

286

Modulating polybasic character of galactose-based
glycosylated antitumor ether lipids for enhanced
cytotoxic response

Rajat Arora, Ayan Mukherjee, Gilbert Arthur,
Mark W. Nachtigal and Frank Schweizer*

296

Breaking boundaries in diabetic nephropathy
treatment: design and synthesis of novel steroidal
SGLT2 inhibitors

Geetmani Singh Nongthombam, Semim Akhtar Ahmed,
Kangkon Saikia, Sanjib Gogoi and Jagat Chandra Borah*

8 | RSC Med. Chem., 2025, 16, 3–11 This journal is © The Royal Society of Chemistry 2025

O
pe

n 
A

cc
es

s 
A

rt
ic

le
. P

ub
lis

he
d 

on
 2

3 
Ja

nu
ar

y 
20

25
. D

ow
nl

oa
de

d 
on

 1
2/

19
/2

02
5 

10
:3

5:
03

 A
M

. 
 T

hi
s 

ar
tic

le
 is

 li
ce

ns
ed

 u
nd

er
 a

 C
re

at
iv

e 
C

om
m

on
s 

A
ttr

ib
ut

io
n 

3.
0 

U
np

or
te

d 
L

ic
en

ce
.

View Article Online

http://creativecommons.org/licenses/by/3.0/
http://creativecommons.org/licenses/by/3.0/
https://doi.org/10.1039/d5md90002f


RESEARCH ARTICLES

312

Human microbiome derived synthetic antimicrobial
peptides with activity against Gram-negative, Gram-
positive, and antibiotic resistant bacteria

Walaa K. Mousa,* Ashif Y. Shaikh, Rose Ghemrawi,
Mohammed Aldulaimi, Aya Al Ali, Nour Sammani,
Mostafa Khair, Mohamed I. Helal, Farah Al-Marzooq
and Emilia Oueis*

324

Novel benzenesulfonamides containing a dual
triazole moiety with selective carbonic anhydrase
inhibition and anticancer activity

Aida Buza, Cüneyt Türkeş,* Mustafa Arslan,* Yeliz Demir,
Busra Dincer, Arleta Rifati Nixha* and Şükrü Beydemir

346

Azo derivatives of monoterpenes as anti-
Helicobacter pylori agents: from synthesis to
structure-based target investigation

Francesco Melfi, Marialuigia Fantacuzzi,
Simone Carradori,* Ilaria D'Agostino,
Alessandra Ammazzalorso, Noemi Mencarelli,
Marialucia Gallorini, Mattia Spano, Paolo Guglielmi,
Mariangela Agamennone, Sazan Haji Ali, Ali Al-Samydai
and Francesca Sisto

367

Continuous flow synthesis of N,N-
dimethyltryptamine (DMT) analogues with
therapeutic potential

Andreas Simoens, Andreas Dejaegere,
Marthe Vandevelde and Christian V. Stevens*

RSC Med. Chem., 2025, 16, 3–11 | 9This journal is © The Royal Society of Chemistry 2025

O
pe

n 
A

cc
es

s 
A

rt
ic

le
. P

ub
lis

he
d 

on
 2

3 
Ja

nu
ar

y 
20

25
. D

ow
nl

oa
de

d 
on

 1
2/

19
/2

02
5 

10
:3

5:
03

 A
M

. 
 T

hi
s 

ar
tic

le
 is

 li
ce

ns
ed

 u
nd

er
 a

 C
re

at
iv

e 
C

om
m

on
s 

A
ttr

ib
ut

io
n 

3.
0 

U
np

or
te

d 
L

ic
en

ce
.

View Article Online

http://creativecommons.org/licenses/by/3.0/
http://creativecommons.org/licenses/by/3.0/
https://doi.org/10.1039/d5md90002f


RESEARCH ARTICLES

373

A novel approach for the synthesis of the cyclic
lipopeptide globomycin

Samantha J. Bann and Stephen A. Cochrane*

379

Ligand-centred phenotype-driven development of
potent kinase inhibitors against oesophageal cancer

Cecilia C. Ayala-Aguilera, Yang Ge,
Álvaro Lorente-Macías, Benjamin N. Jones,
Catherine Adam, Neil O. Carragher
and Asier Unciti-Broceta*

392

Synthesis and anti-tumor activity of new
benzofuran-based chalcone derivatives as potent
VEGFR-2 inhibitors

Chunfei Zhang, Yixin Liu, Xiao Zhang, Chunping Wan*
and Zewei Mao*

400

Miniaturized click chemistry and direct screening
facilitate the discovery of triazole piperazine SARS-
CoV-2 Mpro inhibitors with improved metabolic
stability

Shenghua Gao, Letian Song, Bing Ye, Mianling Yang,
Junyi Li, Manyu Gu, Ann E. Tollefson, Karoly Toth,*
Peng Zhan* and Xinyong Liu*

10 | RSC Med. Chem., 2025, 16, 3–11 This journal is © The Royal Society of Chemistry 2025

O
pe

n 
A

cc
es

s 
A

rt
ic

le
. P

ub
lis

he
d 

on
 2

3 
Ja

nu
ar

y 
20

25
. D

ow
nl

oa
de

d 
on

 1
2/

19
/2

02
5 

10
:3

5:
03

 A
M

. 
 T

hi
s 

ar
tic

le
 is

 li
ce

ns
ed

 u
nd

er
 a

 C
re

at
iv

e 
C

om
m

on
s 

A
ttr

ib
ut

io
n 

3.
0 

U
np

or
te

d 
L

ic
en

ce
.

View Article Online

http://creativecommons.org/licenses/by/3.0/
http://creativecommons.org/licenses/by/3.0/
https://doi.org/10.1039/d5md90002f


RESEARCH ARTICLES

412

S-MGBs bearing amidine tail groups are potent,
selective antiplasmodial agents

Marina Perieteanu, Tayner Rodriguez Garzon,
Leah M. C. McGee, Abedawn I. Khalaf, Colin J. Suckling,
Rebecca Beveridge, Vicky M. Avery and Fraser J. Scott*

420

Design, synthesis, and biological evaluation of
pyrazole–ciprofloxacin hybrids as antibacterial and
antibiofilm agents against Staphylococcus aureus

Ojaswitha Ommi, Priyanka Sudhir Dhopat,
Shashikanta Sau, Madhu Rekha Estharla, Srinivas Nanduri,
Nitin Pal Kalia* and Venkata Madhavi Yaddanapudi*

429

Metal-free synthesis of N-fused quinazolino-
quinazoline-diones as a MALAT1 RNA triple helix
intercalator

Vijay Babu Pathi, Pranotosh Das, Abhyuday Guin,
Manish Debnath and Biswadip Banerji*

RSC Med. Chem., 2025, 16, 3–11 | 11This journal is © The Royal Society of Chemistry 2025

O
pe

n 
A

cc
es

s 
A

rt
ic

le
. P

ub
lis

he
d 

on
 2

3 
Ja

nu
ar

y 
20

25
. D

ow
nl

oa
de

d 
on

 1
2/

19
/2

02
5 

10
:3

5:
03

 A
M

. 
 T

hi
s 

ar
tic

le
 is

 li
ce

ns
ed

 u
nd

er
 a

 C
re

at
iv

e 
C

om
m

on
s 

A
ttr

ib
ut

io
n 

3.
0 

U
np

or
te

d 
L

ic
en

ce
.

View Article Online

http://creativecommons.org/licenses/by/3.0/
http://creativecommons.org/licenses/by/3.0/
https://doi.org/10.1039/d5md90002f

