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Cu(I)Ｇcatalyzedexclusive６ＧendoＧdigcyclization
towardsfunctionalized１Ｇnaphthylamines

WiththesupportbytheNationalNaturalScienceFoundationofChina,theresearchteamledbyProf．
ZhouYongBo (周永波)andDr．DongJianYuattheStateKeyLaboratoryofChemo/Biosensingand
Chemometrics,CollegeofChemistryandChemicalEngineering,HunanUniversity,cooperatedwiththe
researchteamledbyProf．YuanLinfromHunanUniversity,andrecentlyreportedaconvenient,effcient,
anddirectapproachtoward１ＧnaphthylamineframeworksviaCu(I)Ｇcatalyzed６ＧendoＧdig cyclizationof
readilyavailableterminalalkynes,２Ｇbromoarylketones,andamides．Thisintriguingresultwaspublished
inJAmChemSoc (２０１９,１４１:２５３５—２５４４)．

Functionalgroupsubstituted１Ｇnaphthylamines,especiallyNＧmethylatedones,areprevalentinnatural
products,pharmaceuticals,agrochemicals,functional materials,and dyestuffs,as wellasin many
syntheticreagentsandcatalysts．However,thesecompounds􀆳generalandstepＧeconomicsynthesesare
highlylimited,whichseriouslyrestrictseffortstoimprovethepropertiesanddevelopnewfunctionsfor
thiskindofcompound．

Asaresultofcontinuousinterestintheselectivetransformationofalkynes,theresearchteam has
developedaneffcient,convenient,andgeneralmethodforthesynthesisofvaluablefunctionalized１Ｇ
naphthylaminesdirectlyfromreadilyavailableterminalalkynes,２Ｇbromoarylketones,andamidesviaCu
(I)Ｇcatalyzedbenzannulationinagreensolvent(i．e．,water)underPdＧandligandＧfreeconditions．Atotal
of８２functionalized１Ｇnaphthylamines,especiallysynthetically and biologically useful NＧmethylated
compounds,aresynthesizedinisolatedyieldsupto９５％．Someuniquefeaturesofthereactionareas
follows:(１)exclusive６ＧendoＧdigselectivity,(２)readyincorporationofabroadrangeoffunctionalgroups
directlyfromeasilyavailablesubstrates,and(３)amidesthatcanbeusedasaminatingagentsandthatare
excellentalternativestotoxicand/orodorousamines．Duetofaciletuningoffunctionalgroupsforthe
reaction,the products possess good electronic donorＧacceptor structures and exhibit intriguing
photophysicalproperties,suchastunableandpolarityＧsensitivefluorescenceemissionandlargeStokes
shifts(upto２５８nm)．Utilizingtheproducts􀆳uniquepolarityＧsensitivefluorescenceresponse,applications
inimaginglipiddroplets(LDs)andmonitoringcellularLDsgrowthhavebeensuccessfullyachieved．

Thisworkrepresentsanidealstrategyforthesynthesisof１Ｇnaphthylamines,andmaybehighlyuseful
inchemistry,biology,andmaterialsscience．

Figure　Cu(I)Ｇcatalyzedexclusive６ＧendoＧdigcyclizationtoward１Ｇnaphthylamines．


