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AnHotanusa: IIpu ucnons3oBanuu A0CTYNHbIX 4-CF3-3aMEIIEHHBIX MOHO- M JUXJIOpapUJIaMHUHOB
la u 4, nmo peakuuu MeilepBeliHa € BBICOKUM BBIXOJOM IIOJYYEHBl COOTBETCTBYIOIINE
cyabponmixiopuabl 3a u 6. Kiroueoii craaueit sBiasiercs menpb () xatamusupyemasi peakiius
cone nuazonust ¢ SO2 B COISTHOKUCIIOM BOJHOM pacTBope. Pa3paboTanbl mpenapaTUBHbIE METOIbI
CHHTE3a CyJIb(hoxsopua0oB 33,0 u 6, XopoIo moyIaroIKecs MacTabupOBaHHIO.

Kumrouessble cioBa: N-XIOpcyKIMHUMUA, 2,6-TUXIT0p-4-TpUTOPMETUIAHWINH, TUA30THPOBAHHE,

xsopun meau (1), 4-CFs-coneprkaniue GpeHuIcybhOHUIXITOPHIBI

Apuicynb(OHUIXIOPUIBL  SIBISIOTCSI OJHUM W3 BAKHEHIIMX KIJIACCOB OPTaHHMYECKUX
coequHeHW. MHOrMe W3 HHUX HAlDIM TPUMEHEHHWE B IPOM3BOJICTBE AHTUOAKTEPUATBHBIX U
Ne3UH(PULIMPYIOIIUX CPEICTB, MMOJUMEPOB, OTOENMBATENEH, TepOULIUIOB U psijia APYTUX BEIIECTB,
IIMPOKO HCIOJIB3YyEMBIX B MPOMBIIUICHHOCTH, MEAUIIMHE U CelbckoM xo3siiictBe [1,2]. HecmoTps
HA  TOSBICHHE  AaHTUOWOTUKOB, TMOJy4YaeMble HAa  OCHOBE  apWICYIb()OHUIXIOPUIOB
Cynb(haHWIAMHIHBIE Tperaparbl 10 CHUX TOp HE YTPaTUIM CBOETO 3HAYCHHUS U YCIEIIHO
UCTIOJIB3YIOTCS B Tepanuu MH()EKIHOHHBIX 3a0oneBaHuii [3]. DTO 0COOCHHO aKTyalbHO B Cilydae
Pa3BHUTHUS PE3UCTEHTHOCTH K AaHTUOMOTUKAM TIPH THKENIBIX CENTUYECKUX OCIOXHEeHmsX. K Tomy xe,
HAJIMYUE B COCTaBE MOJICKYJI aHTHOAKTEPHAIILHBIX U IPYTUX OMOIIOTUYECKU aKTUBHBIX COSAMHECHUM
atomMoB (ropa 1 CF3-rpynn npuBOAUT K HOBBIIICHUIO UX JIMNO(DUIBHOCTH, YIyUIICHUIO (hapMaKo-
KUHETHYECKUX CBOWCTB M CHUIKCHHUIO TEPAIeBTUYCCKUX /103 mpernapara [4,5].

B HacTosiiee BpeMs MOSBHIOCH MHOTO MyOJHMKAIMii O BO3MOXHOCTH HCIOJIb30BAaHUS
dbTopconepKayx apuicyab(GOHIIXIOPHIOB B CHHTE3€ MPOU3BOJHBIX CHHE(PUHA, 00IaJar0IINX
cnenuduyeckoil MHAyKuued amonro3a [6], coemMHEHHMII C BBICOKOW MPOTHUBOOIYXOJICBOU
aKTUBHOCTBHIO [7], BeIeCTB, CHWXAKOIMX YpOBeHb caxapa B kpoBu [8]. C wucmosb3oBaHHEM

(dTOp3aMEIIEHHBIX CYIb()OHMIXIOPUIOB CHHTE3MPOBAHBI MHTHOUTOPHI Tramma-cekperassl [9],
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OnokaTopsl perientopoB OpagukinHuHa Bl [10], aHTaroHUCTHI penentopa OKCUTOIMHA JIJIsl JICUCHHS
aytm3mMa u norepu mnamsta [11]. 4-Oropdenmwicynbpamuapl (S)-TpuntamMuHa MPEUIOKEHBI B
Ka4yecTBe IMPOTHBOPAKOBBIX areHToB [12], dropconmepikamme cynbhamMuapl TeTepOLUKIMISCKUX
COCIMHCHUI PEKOMEHIOBAHbI JUISl JICUCHHS KOTHUTHUBHBIX HApYIICHH, aCCOIMHPOBAHHBIX C

Oone3npro Anblreiivepa u [lapkuncona [13].
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Ramatroban Sildenafil

Pucynok 1.

Bricokoa(h(pekTHBHBIM ~ aHTHAarperaHtaMd TPOMOOIIMTOB, TMOJYYEHHBIM HA OCHOBE
apwICybHOHWIXJIOPUIOB, 3apekomennoBamu cedss Ramatroban [14] u Sildenafil, o6manaromme
CIIOCOOHOCTBIO CHUMATh CITa3Mbl MEIIKUX COCYJIOB JIETKUX W Jpyrux opraHoB [15] (Puc.l).
Oco0eHHO 3TO BaXXHO ceivac, KOT/ia CTajio M3BECTHO, YTO OJHA U3 OCHOBHBIX MPUYMH JICTATILHOTO
ucxoja npu koponasupycHoit uadexrun COVID-19, BezBannoit Bupycom SARS-CoV-2, sBnsiercs
TpoMO00Opa30BaHKE U CYKEHUE MPOCBETA AIbBEOI.

B om0l cBi3um  mouck  3(QQEKTHBHBIX ~ METOJOB  CHHTe3a  (TOpPCOAEpIKaIIMX
apuICyIbQOHUIXJIIOPUIOB, KaK OWIIMHTOIOKOB JJIsi OPTaHUYECKON U (PapMaleBTUISCKON XUMUU
SIBJISIETCS] aKTYaJIbHOW 3a7a4ueil.

Lenbio HacTosAIIEH pabOTHI ABISAETCS MOMCK U pa3padoTKa F(P(PEKTUBHBIX METOJOB CHHTE3a
4-CF3-conepkamux OCH30JICYIbQOHIIXIOPUAOB - 2-XJ0p-4-(TpudTOpMETHIT)O0SH30IICYTH(POHIII-
xnopuna (3a), 2,6-guxnop-4-(tpudropmerun)denzoncynsponmixiopuna (6), a Takxke 2-xyop-4-
1uanHooeH3ocybGoruaxaopuaa (3b), mupoko BOCTpeOOBAaHHBIX B OPraHU4eCKOM cuHTe3e [6-13].
Hecmotps Ha 1O, uto cynbdoHmmxmopuasl 3@, 30 1 6 YacTo MCIONB3YIOTCS AJIS TOJTYYCHHS
OMOJIOTUYECKH AaKTHUBHBIX BEIIECTB, METOJMKM MX CHHTE3a B JIUTEpaType HE OIMCAHBI.
TpaaunroHHbIE METO/BI CYTB(OHIIUPOBAHIS COOTBETCTBYIOMINX OeH3010B rpu nomou HSO3Cl,
HSO3F, SO.Cl, wu gap. [16,17], ans nonyuenus coeaunenuit 3a, 3b, 6 okaszamuch

MaJIONIEPCIEKTUBHBIMH. JTO CBS3aHO KaK C TPYIHOJOCTYIHOCTBIO MM CyJIb()OHUIMPOBAHUS
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ucxonueix CFs-comepikaniux XjaopOEH30JI0B, TaK U C BBHICOKOM BEPOSTHOCTHIO MOJIYYEHUS CMECU
M30MEPHBIX 0pMmo-, napa- MPOTYKTOB PEAKLIUH.

B cBsi3u ¢ 3THM 111 pa3paboTKU MPUEMIIEMBIX METOJIOB CHHTE3a 3a U 6 MBI UCIOJIL30BAIN
peakiuio MeiiepBeiiHa, 3aKIIOYAIONIYIOCS B XJIOPCYJIb(OHWIMPOBAHWU COJEH [MA30HUA B

COJISTHOKUCIIOM BoJiHOM pactBope SOz B mpucytctBuu coneid menu (1) [18] (cm. Cxemy 1).

Cl Cl Cl
ii i [T?
R NH; — = R [N=NJ*CI — = R ﬁ_g
0
1ab 2ab 3ab

R = CFz(1a, 2a, 3a), CM (1b, 2b, 3b)
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| Cl Cl
4 5 g

Cxema 1. Peacenmot u ycnosusi: 1) N-xnopcykyunumuo, MeCN, 60-85 °C;
i) NaNO2, HCI/Hz0, -5 °C, iii) SOCI2/H20, 7-18 °C, 1-2 mol % CuCl, 0°C.

B momp3y u30paHus 3TOro MeTOAa CHUHTE3a  IEJEBBIX  CYJIb()OHMIXIOPUIOB
CBHJIETENILCTBOBAJIA JIOCTYMHOCTh COOTBETCTBYIOIIMX HCXOMHBIX CF3-conmepxamux apuiaMHHOB
1a,b u 4, a Tak *xe TO, 4TO paHee ObUI ONKCAH YACTHBIM MPUMEP MOIYYCHUSI B ITUX YCIOBHSX 2-
xnop-4-nunano6en3oscynbdoxiaopuna [19]. K coxanenuto, B TaHHOM MaTEHTE HE MPHUBOASTCS HU
METOJIMKa CHHTE3a HCXOMHOTO apuiaMuHa 1D, Hu ¢u3nueckue XapaKTEpUCTHUKU TTOJyYSHHOTO
cynbdonmnxiopuna 3b. B Toxxe BpeMsi CONOCTaBUMOCTH IO BIMSHUIO Ha apoOMaTHYECKOE SAPO
aNIeKTpoHOaKUenTopHbIX cBOMCTB CF3- u CN-rpynnm mo3Bosisiia HaJeAThCS Ha  YCIEIIHOE
NPUMEHEHHE JAHHOTO METO/a /Ul CUHTE3a (PTOPCOACPIKAIIMX CYIb(POHMIXIOPUAOB 3a U 6.

Hcxoanpie TanoreHcoaepkamipe apwiamuHel 1b w4  monyyanu  XJIOpHpOBaHHEM
KOMMEPYECKH JOCTYIHBIX 4-aMHHOOCH30HHTpWIa H 2-XJop-4-(Tpudropmernn)anmivHa la
N-XJIOpCYKIMHUMHUAOM, Kak ommcaHo B pabore [20]. M3BectHblii ke crmocod monmydenus 1b
BOCCTaHOBIICHHEM 3-XJIOP-4-HUTPOOCH30HUTpUIIA SIBIIsieTcst OoJiee TpynoeMkum [21].

VY CTaHOBIIEHO, YTO ONTHMAJIBHBIMHM YCIOBUSMHU XJIOPUPOBAHUS JNaHHBIX apuiaaMHHOB N-
XJIOPCYKIIMHUMUJIOM SIBJIIETCSL OCYILIECTBIIEHHE peakuud B aneroHutpwie npu 60-85°C Ha
npotsbkeHuu 2-3 dacoB. [Ipu stom 4-amuno-3-xnopoenzonutpui 1b obpasyercs ¢ Beixogom 92%.

Taxum sxe o0pa3om ObuT Mody4eH 2,6-nuxinop-4-TpudropMeTiiaHiiIne 4 ¢ BbIXoa0M 0KoJio 93%
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(cM. Cxemy 1). Panee B marente [22] cooOrianock O moyydeHUH COeAWMHEHUs 4 ruaposu3oM 4-
TpudropmeTn-2,6-nuxnoppennnuzonnanata. OgHaKO, HM METOAMKA CHUHTe3a, HU (pu3mueckue
XapaKTepUCTUKH 4 B 3TOU pabOTe TakKe MPUBEACHBI HE OBLIH.

Cunres cynbdonmixiopunoB 3a,0 u 6 MbI ocymecTBISLIIM B TpH dTamna: 1) reHepupoBaHue
in situ muokcuma cepsl u3 SOCIl2 ¢ H20; 2) nonyueHnue B COJSIHOKMCIOM BOJHOM pPacTBOpE U3
coorBeTcTByronmx apwiamMuHoB 1 NaNO:2 conu ana3onusi; 3) B3aMMOJCUCTBHE B 3TUX YCIOBHUSIX
coseii quazonus 2a,b u 5 ¢ SOz B npucyrcTeun xmnopuaa meau (1) (cm. Cxemy 1). Oka3zanoch, 4To B
cllyyae  apWIaMHUHOB, HMEIOIIMX B  CBOEM  cocTaBe  TUIPOPOOHBIE  3aMECTHTEINH,
XJIOPCYIb(POHMINPOBAHUE UMEET CBOM 0COOCHHOCTH. Tak, MpH MOTyYEeHUH COJIeH AUa30Hus 2a u 5,
MIPOMEKYTOYHO 00pa3yroIuecs: XJOpruapaTsl apuiaMuHoB 1a u 4, kak U oOpasylomuecs U3 HUX
JUA30HUMXJIOpUABI, B THUIMYHBIX YCIOBUAX peakuuu MeliepBeiiHa BBIIAJAIOT B OCAJ0K. IJTO
OPUBOAUT K TOMY, YTO JMA30THPOBAHUE OCYIIECTBISIETCS B TETEPOTrEHHBIX YCIOBHSX, YTO
CYIIECTBEHHO CHIKAeT KOHTPOJb pEaKIMM M BbIXOJ KOHEYHBIX HNpoaykToB. Ilmoxas
pacTBOpUMOCTH coiied 1a, 4 u 2a, 5 B BOJIHOM cpejie, OYEBUIHO, CBS3aHA C HAJIMYUEM B UX COCTaBE
IIOMHUMO aTOMOB XJIOpa CHJIBHO TuapodoOHoi CFsa-rpynmbl, MO3TOMY IUMa30THPOBAHHE STUX
apWJIaMHHOB MBI IPOBOJIMIIM HE B COJSTHOKHCIIOM BOJHOM pacTBope, a B cucreme H2O-HCI-AcOH.
JlelicTBUTENbHO, HCIIOJIB30BAaHHE B KA4eCTBE CO-PACTBOPHUTENS HE3HAYMTEIBHOTO KOJIUYECTBA
ACOH B paHHBIX TpEBPALICHUSAX CYIIECTBEHHO BIIMSAET HAa PAcTBOPUMOCTh HCXOTHBIX H
MPOMEKYTOUHBIX MIPOAYKTOB peakiyu. B cBOI0 ouepespb, 3TO 3HAYUTEIBHO 00JIeryaeT o0pa3oBaHue
IIEJIEBBIX coeMHeHNN. TakuMm 00pa3oM, cylbHOHMIXIOPUIB 38 U 6 ObUIN MOJTyYeHBI ¢ BBIXOAAMHU
71% u 76% COOTBETCTBEHHO.

[To-BuaMMOMY, JaHHBIA MOAXOJ K CHHTE3Y 38 M 6 MOXKET ObITh YCHEIIHO MPUMEHEH s

MOJYYECHUS U IPYTHUX MONU(TOP- U NOTUPTOPATKUICOACPIKALINX CYIb(POHUIXIOPUIOB.

JKCcNepUMEHTATbHAS YaCTh

Cnextpsl IMP u *F sapeructpuposanst B CDCls na cnekrpomerpe «Bruker Avance-400»
¢ pabounmu yactotamu 400 MI'n u 376 MI'n coorBercTBenHo. Xumcasuru B *H SIMP crnekrpax
MOJIyYCHHBIX COCIMHEHWH TMpHBeAeHbl B ImkKaie o (M.a.) ortHocutenbHo TMC (BHyTpeHHHI
craunapt), °F - ormocurensno CFCl; (BHemmumii cranmapt). KOHCTaHTBI CITMH-CIIHHOBOTO
B3auUMoOJIeHcTBUS npuBeAeHbl B . Rf mosydeHHBIX coequHeHuid onpeaeneHsl metogoM TCX Ha
iactuakax ¢upmbr Merck mapku TLC Silica gel 60 F254. Hcxonuble 4-aMHUHOOCH30HHTPHIT
(CAS 873-74-5) u 2-xnop-4-tpudropmermnanmmna (CAS 21803-75-8) ¢dupmsr Sigma-Aldrich.
DJIeMEHTHBIW aHAIIN3 MOJYYCHHBIX COSTUHEHUI POBOIMIN B JIA0OPATOPUU AJIEMEHTHOTO aHan3a

NHS0C PAH.



Online journal ““Fluorine notes”” ISSN 2071-4807, Vol. 3(130), 2020

2-Xnop-4-mpugpmopmemunoenszoncynvghonunxnopuo (3a).

Cmaousa A. Ilonyuenue pacmeopa SO2 6 pazbasnennoii consanou Kuciome. B Tpexropiyio
IBYXJINTPOBYIO KPYTJIOAOHHYIO KOJIOYy, CHAaOXE€HHYIO MarHUTHOM MEIIAKOM U TEpMOMETpPOM,
nomentanu 522 ma H20 u oxnaxnamu apaom g0 0-7°C. B aTux ycnoBusix Ha mpoTsbkeHHH 1 yaca
NPy TIepeMeIIuBaHuu B Kooy nobasisum 1o karwisim 88 mut (1,205 mois) SOCI;

Cmaous b. [lonyuenue pacmeopa x10pucmogooopoonoll coau ouazonus 2a. B Tpexropiyio
MOJI-TUTPOBYIO KOJIOY, CHAOXKEHHYI0 TEPMOMETPOM M MAarHUTHOM Memankoi, momernanu 190 mu
konueHtpupoanHoii HCl u 38 mn AcOH. K monydeHHO# cMecH KHCIIOT TpHU MepeMelIBaHUuH
npubasyisin pactBop 55 r (0,28 monp) apunamuna (1a) B 35 min AcOH. 3arem Temmeparypy
peakiMoHHON Macchl moHmwkanu 10 -10-5°C u nmpu MHTEHCHMBHOM NEPEMEIIMBAHUM 1O KarlIsM
npubasisun B Hee pactBop 20,9 r (0,3 moxb) NaNO2 B 83 mu Boasl. [locie nepemernmBanus mpu
-5-0°C B Teuenue 1 yaca peakIIMOHHYIO MacCy NEPEHOCUIIN B KaIlEIbHYIO BOPOHKY JUIS TPOBECHHUS
3aKJIIOUUTENBHOM CTAJUU PEaKLUH.

Cmaousa C. B J1ByxunMTpoByI0 KoiOy, cojaepkallylo moiydeHHbId pactBop SOz B
pas3baBieHHO# consiHol Kuciote (cM. Cmaoduio A) npubasnisau 0,5 r (5,06 Mmmonb) xnopuna mMeau
(I). TemmepaTypy peakIMOHHOW Macchl HpH nepeMernuBanuu noHwkamu ao 0-7°C u 3arem u3
KaIeJIbHOW BOPOHKH TpuOaBisuin K Hed xonoaubiil (0-5°C) pacTBOp XJIOPHUCTOBOIOPOIHON COJH
nuazonus 2a (cm. Cmaouro F). Tlocne mepememnBaHus peakuuoHHON Mmaccel npu 0°C Ha
nporsokeHnn 1,5 4, oxnmaxneHue ybOupanu, a temmeparypy peaknuu moBoawitu ao 18°C. s
BBIJICJICHHSI MTPOAYKTa peakuuu K peakiuonHoi cmecu npwimBaiu 150 mun CCls, nepememmBanu
5 MUHYT M OTIEISUIM OpraHudeckuil cioi. Bomuslit cnoii sxctparupoBanu 100 mu 6en3ona, 3aTeMm
150 ma CH2Cl2. O0bennHEeHHBIE OPraHUYECKUE PACTBOPHI MPOMBIBAIN XOJOJHOM BOJIOM, CYIIMIN
Hax M@SOs, pacTBOpHTENb YAAISUIM, OCTaTOK IEperoHsuid B Bakyyme. Ilomyuamu 55, 4 r (71%)
cynbdoHmIXIOpHAa 3a B BUAE OJIETHO KeAToro Macia, uMmeromero T.kui. 88-89°C npu 1,5 mm Hg.
[Tpu cTosHUM BewiecTBO 3a CTAHOBUTCS TBEPAbIM, 00pasys Mpo3padHble KPUCTALIBI ¢ T.IUL 38-
40°C. Ero cniekrpanbHast uncrora coctabiset 97%, Ri=0,39 (CCla).

SIMP H (CDCls, 6, m.1., JTu): 7,78 (n, 1H, Ar, 3Jn.u=8,4); 7,92 (c, 1H, Ar); 8,31 (u, 1H, Ar,
3JH-H:8,4).

SIMP °F (CDCls, 6, m.x., J/Tn): -63,47 (c, 3F, CFs).

Haiineno, %: C, 30,03; H, 1,02; F, 20,20. C7H3CI2F302S. Beruucneno, %: C, 30,11; H, 1,08; F,
20,43.

4-Amuno-3-xnopoenzonumpun (1b).
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K pactBopy 50 r (0,423 mosb) 4-amuHoOenzonuTpuia B 420 min MeCN nipu Temmeparype
60°C u nepememmBanuu npubasmsuim nopuusiMu 56,51 r (0,423 monb) N-xmopcyKiuHUMHTA.
3arem TemmepaTypy peakiuu moBbimanyd a0 85°C M mepeMemuBaM B OTHUX YCIOBHSIX Ha
npoTsbkeHUH 3 yacoB. [lociie 3Toro peakmoHHy0 Maccy yrnapHBajid Ha POTOPHOM HCHapUTene 10
MOJIOBUHBI 00BbEMa, a K OCTaBIIEMYCSI PACTBOPY IPU MHTEHCHUBHOM IE€PEMEIIMBAHUU NPHIUBAIN
390 mn 5%-noro BomHoro p-pa NaOH. BrmaBmiumii TBepblii 0CaJOK CBETJIO-XKENTOrO IIBETa
OT(UIBTPOBBIBAJIM, MPOMBIBAIN BOAOH, METpoJeHHBIM >(upoM, a 3arem cymmind Hag KOH no
noctositHHOro Beca mpu 20 mm. pt. ct. [lomyuyamu 59,3 r coequnenus 1b, Beixon 92%, T.11.103-
104°C (B sut.[20] T.111. 97-99°C).

SIMP 'H (CDCls, 6, m.x., J/Tn): 4.53 (ymr.c, 2H, NHy); 6,76 (1, 1H, Ar, 3Ju-4=8,4), 7,33 (yuLz, 1H,
Ar, 33y.n=8,4); 7,52 (yur.c, 1H, Ar). Ilo mammeim TCX Rf=0,40 (CHCIlz). SAMP 'H wucrora

coenuHenus cocrasuia 98,5%.

2-Xnop-4-uyuanooenzoncynsvghonunxaopuo (3b).

[Tomywanu aHamorM4Ho cuHTE3y 3a. B Tpexropiyio JIBYXJIUTPOBYIO —JIMTPOBYIO
KPYIJIOJIOHHYIO KOJIOY, CHaOKEHHYI0 MarHMUTHOW MEIIAJIKOM M TEPMOMETPOM, MoMemann 528 mi
H2O u oxmaxnamu npaom go 0-7°C. B stux ycinoBuss B KonOy NpH IepeMEIlMBaHUM Ha
npoTsbkeHuH 1 yaca u3 KanesbHo# BopoHku npubasisuiu 88,6 mu (1,23 mons) SOCI, 3atem 0,319 ¢
(3,22 mmous) CuCl. ITocrne aToro B peakioHHyr0 Maccy npu oxiaxaeruu 10 0-5°C u3 kanenbHOR
BOPOHKHU TMPHOABIISUIA PacTBOp CoiM AuazoHus 2D, momydeHHoil cmemenuem pactBopoB 43,32 T
(0,284 momnb) apunamuna 1b B 285 mn konuentpupoannoit HCl u 21.1 r (0,306 monp) NaNO: B
84 mn Boapl. Ilocie nepemenmBanus peakIMOHHON MAacchl B 3TUX YCJIOBUSAX HA MPOTsHKeHUU 1,5 u
OXJIaX/ICHUE MPeKpallaiy, TemnepaTypy peakuuu nosoauiau 10 18°C. O6pa3oBaBuuiicss mpu 3ToM
0CaJIOK OT(WIBTPOBBIBAIM U NPOMBIBAIN XOJOAHON BOMOH. CHIPOH MPOIYKT 3KCTparupoBaiu
400 My METHJICHXJIOPU/A, a MOJTYYCHHBIH pacTBOp NPOITyCKaIH yepe3 cioi cuukaress. GuibTpar
yIapuBalu /0 NOJOBUHBI oObeMa W mpubaBimsuin Kk Hemy 77 mi CCls. Ilomydennslit pactBop
yIapuBaJld Ha POTOPHOM HCHApUTENE 10 Hayaja KPUCTAUIU3AIMU M OXJaKJAId. BelmaBmmii
0CcaIok OT(GWILTPOBBIBaIH, MpoMbIBau XonoaubiM CCls u cymmnu B Bakyyme Hag P2Os npu 20
MM pT. cT. [Tomyyanu 44,3 r (66%) cnekrpanbHO yrcToro cynbhonmxiopuaa 3b B Buge ceriio-
KENTOro KpucTawimdeckoro Bemectsa ¢ T. mwi. 102-103°C, R=0.57 (xiaopodopm).

SIMP H (CDCls, 6, m.z., J/Tn): 7,81 (n, 1H, Ar, 3Jun=8,4); 7,95 (c, 1H, Ar); 8,29 (n, 1H, Ar, 3Ju.
1=8,4).

Haiineno, %: C, 35,73; H, 1,28; Cl, 30,04; N 5,91. C7H3CI2NO2S. Bsruucneno, %: C, 35,59; H,
1,27; Cl, 30,08; N, 5.93.
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2,6-/Juxnop-4-mpugpmopmemunanunun (4).

[Monyvanu B aneronutpuie uz 107,71 r (0,551 monp) 2-xmop-4-tpudropmernnanmimia la
u 80,91 (0,606 mob) N-XJI0pCyKIMHUMUIA aHAJIOTUYHO CUHTE3y coeAnHeHus 1b Ha nporshkenun 2
yacoB. PacTBopuTens ynansiau B Bakyyme, a K octatky npubasnsiu 200 mut nerposneiinoro s¢gupa.
BhimaBmmii  0caJiok CyKIMHUMHIA OT(QUIBTPOBBIBAIM, a (WIBTpAT YHapHBaId HA POTOPHOM
ucnaputene. OcraBiieecs Maciio MEPErOHSUIM B BaKyyMe MacisiHOrO Hacoca, mojiydas 4 B BHIC
onenHo-xenToro Macina ¢ T.kun 61-62°C npu 1-2 mm pr. ct. Beixon 117,7  (93%), Rs=0,75 (CCl;s-
CHCIz=1:1). Ilpu oxmnaxaenuu 4 npepparaetcst B TBep0e BemiecTBo ¢ T. . 33-35°C (B jur. [22]
T. 1. 32-35°C).
SIMP H (CDCls, 6, m.1., J/Tn): 4,80 (ym. ¢, 2H, NH,); 7,50 (c, 2H, Ar).
SIMP *°F (CDCls, 6, m.1., J/Tn): -61,97 (c, 3F, CFs).
Haiineno, %: C, 36,27; H, 1,65; F, 24,71; N, 5,98. C7H4Cl>F3sN. Beruucneno, %: C, 36,52; H 1,74;
F, 24,78; N, 6.009.

2,6-/Juxnop-4-mpugpmopmemunoensoncynvonunxiopuo (6).

[Tony4anu aHanoruyHo cHHTE3y 3a. B ABYXJIMTPOBYIO TPEXTOpiyI0 KPYIJIOJAOHHYIO KOJIOY,
CHAO)KEHHYI0 MAarHUTHOM MeMIanKoi M TepMomerpom, momemanu 429 mn HpO, oxnmaxmanu 1o
0-7°C u Ha npoTspkeHnn 1 yaca mpu nepeMelnuBanuy B kKouOy npukansiBaiu 72 mia (0,986 mob)
SOCly, 3arem npubasnsim 0,45 r (4,55 mmonb) xmopuaa meau (I). 3areM B peakiMOHHYIO Maccy,
npu oxnaxiaeHuu 10 0-5°C, u3 xanenbHOW BOPOHKH Ha MpOTspkeHHH 1,5 4 mpubaBisiu pacTBop
comu nuazoHus 5. B cBoio ouepenp, 5 mnomyuyanu mnpubaBieHMeM K cMecu 232 i
koHuentpupoBanHoir HCl u 35 min AcOH cnavana pacteopa 53,17 r (0,231 monb) apunamuHa 4 B
35 mut AcOH, 3atem 17.2 r (0,249 mons) NaNO:z B 69 mut Boabl. [Tociie nepememmanus npu 0-5°C
Ha MpOTsHKeHHH 1,5 4, oxnaxaeHue youpainu, TeMiepaTypy PEeakUMOHHOM Macchl JOBOAWIHA O
18°C. OO6pazoBaBIIMHCS MPU 3TOM OCATAOK OTPHIBTPOBBIBAIH, MPOMBIBAIN XOJOAHON BOIOH H
cymmiu B Bakyyme Haj P20s mpu 15 mm Hg. Ilomyuamu 55,12 r (76%) cnekTpajibHO YUCTOrO
cyabponmxiopuaa 6 B Bujae xenThix kpuctawioB ¢ T. wi. 48-50°C, Ri=0,42 B CCls, uncrora
>98%,.

SIMP H (CDCls, 6, m.x., J/Tn): 7,82 (c, 2H, Ar).

SIMP *°F (CDCls, 6, m.x., J/Tn): -61,32 (c, 3F, CFs).

Haiineno, %: C, 26,77; H, 0,61; F, 18,05. C7H2CI3F302S. Beruucneno, %: C, 26,79; H, 0,64; F,
18,18.
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BriBOaBI
ITokazano, uro napa-CF3-3aMelIeHHbIE apUIaMUHBI, COJEP)KALIUE B OpmMO-TIOJO0KEHUU
OJMH WJIM JIBa aTOMa XJIOpa, JIETKO B3aUMOJEWCTBYIOT B yCJOBUAX peakuun Meiiepseitna ¢ SO,
00pazysi COOTBETCTBYIOLIUE CYTb(OHUIXITOPUIBI 3a, 6 C BBICOKUMH BBHIXOJAMU.
Pa3paboTanbl npenapaTHBHBIC METO/BI MOMYYCHUs CyNbGOHMIXIOpHI0B 32,0 u 6, mupoko
BOCTPEOOBAHHBIX B KAYECTBE CTPOUTEIBHBIX OJIOKOB B CUHTE3€ OMOJIOTMYECKH aKTHBHBIX BEIIECTB.

M3yueHbl nepCreKTUBB MacITaOUpOBaHHS IIPHU UX HApaOOTKeE.
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