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IEPEJIK YMOBHHX TIO3HAYEHD

Hal I"anmoreH

AMCO (DMSO) JuMeTuncynbQoKcua

AMDA (DMF) Humerundomamig

TI'® (THF) Tetpariapodypan

T Temneparypa II1aBIcHHs

T Temneparypa KUIIHHS

R Pagukan

Me Metun

Et Etun

Ac Anetun

Ph DeHin

An AHIOH

Asc Ackop0ar

1.t KimMHaTHa TeMmeparypa

Kat Karanizarop

Sol PO3YMHHUK

TMC TerpameTniicuiian

M. Y MinBiiOHHI YaCcTKH

' I'epu

& XiMIuHHI 3CYB

C CuHrnier

I Hybner

T Tpurer

M MyJIBTHIUIET

A Jybner nybnerin

At HyO6neT TpuILIeTiB

T Tpumier ay6naeTie

1Y cnektp [HdpadepBOHUIT CIEKTP

Cruextp AMP 'H CnexTp SAepHOr0 MarHiTHOTO PE30HAHCY
Ha aapax 'H

Cruextp AMP 13C CHexTp AAEPHOro MarHiTHOrO PE30HAHCY
Ha sapax PC

Cuekrp [IMP CnexTp MpOTOHHOIO MarHiTHOTO
PE30HAHCY

PCJ1 PEHTrEHOCTPYKTYPHE AOCTKEHHS

KYO KoJsioH1€yTBOPIOBAIBHA O JUHHULA




BCTYII

AkTyanbHicTh TeMH. TToxiaHI O€H30TIa30My € AOCTaTHRO A00PE AOCHALIKEHI K
cyGeTpaTH A OJEpPyKaHHA LJIOTO pAAy KOHACHCOBAHMUX Ta TOPUIHHX MOMIHKITYHUX
TeTePOLHUKIIIB, fAKI TPOABISAIOTh PI3HOMAHITHI OIOJNIOTIYHI AKTHBHOCTI, a caMe
NPOSABNAIOTE TNPOTHPAKOBY, AHTHMIKPOOHY, AHTHOKCHIAHTHY AaKTHBHICTh, MOXYTh
BUKOPHCTOBYBATHCA SK AHTUAIA0CTHYHI 3ac00M, AHAIBIETHKH, IHTIOITOPU BIPYCHHUX
indekuii, Tomo. OTHUM 13 IUIAXIB CHHTE3Y KOHACHCOBAHMX TeTEPOLMKIIIB HA OCHOBI
OEH30TIA30ITy € peakiiii eMeKTPO(LUIFHOI BHYTPIIIHEOMONEKYIAPHO] IUKI3aIii Horo S-
ANKCHIUTPHUX MOXIOHHX A OI€I0 TATOTCHOBMICHHX eNeKTpo(duibHUX peareHTiB. B
JITEpaTypi BiOOMI peakmli TaJOreéHOUMKITi3alii TEePMIHATBHHX AaJUIBHUX TIOETEPIB
OCH30TIa30/Ty, [0 NPUBOJAATH A0 AHETIOBAHHS TIA30MBHOrO LHMKIY. [lukmizamii sk
IHTEPHAJIBHUX ~ QIUIBHUX Ta  QIKIHUIBHUX — TIOETEPIB €0  PI3HOMAHITHHX
TAJIOTEHOBMICHUX €NEKTPOPUIBHMX PEarcHTIB AOCIIKEHI HEAOCTaTHBO. ToMy Taki
AOCTLIKEHHS € aKTYATBHOI NPo0IeMOl0.

3’130k pob6OTH 3 HAYKOBHMH MNpPOrpaMaMH, IUVIAHAMH, TeMAMH.
JOoCnKEHHsT TPOBOJMWIOCH Y  BIAMOBIAHOCTI 3 HAYKOBO-ZOCHIAHOI TEMATUKOK)
kadeapu oprauiunoi ximii JABH3 «YXropoacbkuii HAiOHATbHUHA YHIBEPCHTET» B
MeXaxX ACPKOKKETHHX TeM «DYHKIIOHANBHI Ta KOHJEHCOBAHI a30JM Ta a3sHHH SIK
HOBI BHCOKOC¢(eKTUBHI OakTepuumaHi i ¢yHrinpgai 3acobu» (AP-0122U000936),
npoekty  HOAY  «Crpareria  CnpsAMOBaHOIO  CHHTE3Y  (PYHKIIOHAJIBHHUX
XaJbKOTEHTAIOTCHHUX JAaHHUX MaTepiaiiB i MOTPed MEAUIMHH i CHEPreTHKN)
(Ne216/0176).

Mera Ta 3aBIaHHA JOCHALIKeHb. Meroww pobotTM € 3’ ACYBaHHA
3aKOHOMIPHOCTEH €NeKTPO(LIBHOI reTEPOIMKII3ALi TEPMIHANIBHUX TA IHTEPHANIBHUX 2-
S-anKeHITBHUX Ta AQJKIHUTBHUX TOXIAHUX O€H30TIa30/My MiA M€K TaJIOTeHIB |
XAJIbKOTEHIAJIOTeHIAIB, po3poOKa METOAIB CUHTE3Y a3a-reTEPOLMKIIIB, AaHETbOBAHUX 10
OEH30TIa30My.

JIns1 JOCSATHEHHs NOCTABICHOI METH HEOOXITHO OYII0 pO3B’A3aTH TaKl 3aBJaHHS:

1) cuHTE3yBaTH MOAEIIBHI AJIKCHUTBHI Ta ANKIHUIBHI TIoeTepH OeH30Tia30y,



2) pmocmautH mepelir peakuii  enekTpoaBHOI  reTepouMKmzamii  2-
ANKCHUT(LMHAMAJ, TIPEHUI, aNij, MeTaiii, OyTeHUI, ICHTEHIT) Ta 2-anKiHUKponaprim,
OyTIHUI, MEHTIHUI)TIOO0EH30TIaA30My MiJ JI€l0 TAKHX €NEeKTPO(MIIBHUX PEarcHTIB K
rajoreHd (OpoM, Hox, Opomia 1 XJopuA HoAy) Ta  XaJbKOTCHTANIOIEHIIIB
(apunTeNy pTPUXIOPHAIIB, TETPATralOTeHIAIB TEIYPY Ta CENIEHY ),

3) BU3HAYUTH PETIOCENIEKTUBHICTE AHEIKOBAHHA HOBOTO LHKIY B 3aJCKHOCTI Bij
npupoau cyOcTpary (KpaTHOCTI 3B’43KY HEHACHYCHOTO 3aMICHUKA, HAgBHOCTI
3aMICHHUKA OUId TEPMIHAIIBHOTO aTOMy KapOOHY HEHACHYEHOTO (pparMeHTa), MPHPOAH
eNeKTPOPUIBHOrO areHta Ta po3poOMTH MNpEnapaTUBHI METOAW OACPKAHHSA HOBHUX
MOJIIUKITIYHUX CHCTEM B psiay OeH30Tiaz0Iy,

4) MOCTIANTH XIMIYHI Ta O10OTIYHI BIACTHBOCTI T1a30JI0(TIa3UHO YO€H30T1a30/TiB.

O6’exm Oocaioxcenns: peakuii eneKTpodinpHOl rerepouHKIizamii ma i€
TAJIOTEHIB Ta XAIbKOTEHTANIOTCHIAIB AQJKEHUIBHMX Ta QIKIHUIBHHX TIOCTEPIB
OEH30TIa30My.

IIpeomem oocnioxcerHsn: 2-S-alKeHITbHI Ta ANKIHUTBHI MOXiAHI OSH30TIa30/1y Ta
HOTO a30J10(a3MHO JaHeJILOBAHI MOXIAH].

Memoou Odocniodcenna: OpraHiYHWI CHHTE3, €JEMEHTHHUI aHali3, CIEKTPabHI
metomu ('H Tta BC SIMP-ciekTpockormis, roMo- Ta TETEPOSIAEPHI KOpeLlii,
PEHTTCHOCTPYKTYPHE AOCTIIKECHHA, XPOMATOMAaC-CIICKTPOMETPIs, €ICMEHTHUI aHai3).

HaykoBa HOBH3HA Oep:KaHHX pPe3yabTaTiB. BCTaHOBNIEHI 3aKOHOMIPHOCTI
eNEKTPOPLIBHOI  reTepolMKiizamii  2-S-alKeHUIBHUX Ta AaJIKIHUIBHHUX —TIOETEPIB
OGeH30TIa301y MiJ JI€I0 TANOreHIB 1 XaIbKOTCHIAIOTeHIAIB, pO3p0o0ieHi METOOH CHHTE3Y
HOBUX Tia30JIbHUX(TIA3UHOBHX, TIA3EMIHOBHUX ) HUKJIIB, AHENBOBAHUX A0 O€H30TIa30My.

3HAlIeHO, W0 TMpH TaJONCHYBaHHI IHTEPHAIBHUX AIUIBHUX TIOETEPIB
OGEH30TIa30/1y PETIOCENICKTHBHO AHETIOETHCS TIA3MHOBHH LUK A0 OCTOBY O€H30TIa301y
3 YTBOPEHHSAM TIA3MHOOEH30TIA30MIHIA TaNOreHidiB, AKI ¢(pEeKTUBHO BCTYIAIOTH B
peaxiiii HOHHOro OOMIHY.

BusieneHa  perioceNeKTHBHA  TANOUUKIIZALNA TEPMIHANBHUX — AJIKIHUTBHHX

TioeTepiB OCH30TIa30Jly 3 YTBOPEHHAM TIA30MO(Tia3HHO, TIA3eMmiHO)OEH30TIa30iHil
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raJlOTeHIMIB, CTEPEOCENEKTHRHICTE AKOi 3aJIEKUTh B JOBXXUHH JIAHIIOTa AJIKIHUTBHOTO
3aMICHHKA Ta MOJIAPHOCTI PO3YMHHHKA.

HoBeaeHO, 1LI0 TNPOXOMKEHHA XAIBKOTCHOIHAYKOBAHOI UHKMZamii  2-S-
ANKCHUTBHUX Ta AQIKIHUIBHUX TIOETEPIB OCEH30TIA30Jy 3aJieKUTh BIA NPUPOAH
XalbKOTeHyY. [IpH BUKOPUCTAHHI TEMYPOraJIOreHITHUX €EKTPOPIIIB YTBOPIOKTHCA COMI
Oen3oTiazominii reKcarajJoreHoTenyparip 9u MOJICKYJIAPHI KOMILIIEKCH
ANKCHUTOCH30TIa301y 3 apuarenypxjopuaaMd. HaToMicTh, 0OpH  BHKOPHUCTaHHI
TETPAaOPOMLAY CEICHY B 3aJICXKHOCTI Bl TEMIIEPATYPH BLAOYBAECTHCA CEICHOIHYKOBAaHA
HEPETIOCEICKTURHA TEeTEPOLMKIIAIIA UM YTBOPEHHS VHIKAJIBHOTO CEJICHOBMICHOTO
LBITEP-10HY.

ExcrniepuMeHTanbHO BU3HAYeH] (PYHr10aKTEPHLIMAHI aKTHBHOCTL AOCHTIUKYBAHUX
PECYOBMH, cepel AKWX 3HAWOCHI CHOMYKM JHACpH, 1LI0 MPOABIAIOTh BHCOKY
aHTHOAKTEpIaNbHy AKTHBHICTE MO BIAHOIICHHIO A0 Escherichia coli, Staphylococcus
aureus.

IIpakTHuHe 3Ha4vennsa. Ha ocHOBI peakuii enekTpoduibHOI TreTepoLMKIm3aLii
po3pobneHO e(PEKTHBHI METOAM CHHTE3Y HOBHUX TeJIOr€HO- Ta XAJIBKOTCHOBMICHHX COJICH
a30710(a31HO, a3eMIHO )JaHETBOBAHNX OEH30TIA30MIK.

[ToxazaHa MOMUIMBICT MOTEHIIHHOIO BUKOPUCTAHHS TEIYPO- T MEPKYPIHBMICHUX
noxigHux O€H30Tia3oyy SAK aHTHOAKTepiambHUX 3ac00iB, €(EeKTUBHICTh AKHUX
30UTBIIYETHCA TPU HU3BKOIHTEHCHBHOMY JIA3€PHOMY BUIIPOMIFOBAHHI.

Anpobanisa poGotH. 3a MaTepianaMu poOOTH onyOnikoBaHo 19 HaykoBHX poOiT,
y TOMY 4YHCII 4 HayKOBI CTATTI, 3 3 AKX Y KypHalIax 3 HAyKOMeTpU4yHOi 6azu Scopus
kpaptumro Q 3 1 4, ta 15 Te3 pAomoBiAeH MDKHAPOMHHUX, YKPAiHCBKMX Ta
YHIBEPCHUTETCHKUX KOH(EPEHIILAX.

Pesynpratu podotu gonosiganuck Ha XV ta XVII Beeykpaincbkiii kondepeHmii
CTYAEHTIB Ta acmipanTiB «XiMiuHi Kapazinceki yutanasa XKY — 2023, 2025 » (Xapkis—
2023, 2025); XIX Ta XXI Haykosil koH}pepenuii «JIbBIBCBKI XIMiUHI YHTaHHA — 2023,
2025» (JIeBiB—2023, 2025), VI MobknapoaHii HayKOBO-NMPaKTHYHIA KOH(EPEHLi
«KyivLvivPharma-2023. ®apmaneBTHUHA TEXHOIOT A Ta (papMaKooris B 3a0e3MeYeHHI

akTHBHOTO NOBromtTs»; X[ MikHApo HIi HAYKOBO-NIPAKTHYHIH 1IHTEPHET-KOHPEPEHLIL]



7

«Xi1Mid 1 cydacHi TexHozori» (J{Himpo, 2023); VII Muknapoauiil (XVII YkpaiHchKiii)
HayKOBil KOH(EPEHLIi CTyACHTIB, aClIPaHTIB 1 MOJIOANX YYCHHX «XiMIUHI MpoOIeMu
ceorogeHHs - 2024y (Binnuug, 2024); XX VI Vkpaincekiii koHdepeHLii 3 opranianoi
ta Oloopraniunoi xiMmii (Yskropoa, 2024), MmixkHaponaHiii koH(pepeHiii «International
Chemical Hud Forum “Chemistry and Ecology Nexus: Igniting Innovation and
Sustainability for Future Generations™ (Uzhhorod, 2024), miacyMKOBHX HayKOBHX
CTYACHTCBKUX KOH(pepeHiax JBH3 «Yxropoachkuii HalllOHAJIBHUN YHIBEPCHUTET.
Cekmis «XIMIYHHX Hayk Ta ekoxorii» (2023-2025); miaCyMKOBHX HAyKOBHX
KoH(pepeHLisX mpodecopcrKo-BHKIAAAUBKOTO CKiIaay XimiuHoro dgakyinerery JABH3
«YKrOpOACHKUI HALIOHANBHUH YHIBEPCHTETY, (2023-2025).

Crpykrypa i odcar poOoru. JlummoMHa po0OTa MaricTpa CKIQmaerbes i3
BCTYIy, TpPbOX PO3AUIIB, BHUCHOBKIB, MEPENiKy BHKOPHUCTaHMX mKepen (45
HalfMCHYBaHb), MICTUTE 33 PUCYHKH Ta 4 Tabnuui. Y neploMy po3Aull y3araabHEHO
NITEPATypHL [JaHI MO PEAKIisM €NeKTPOPUIBHOI LUKMI3alli HEHACHUYECHHX MOXITHHX
OenzoTiazony. Pe3ynbTary BIacHHX AOCTIIKECHB BUKIAACHI Vv APYTOMY PO3ALUIL, SKHH
NPUCBAYCHUI peakuisM eNeKTpodimbHOI TreTepouuKiizamii  2-S-aJKeHUIBHHX —Ta
ANKIHITBHUX O€H30TIAa30/11B HiJ AI€I0 TaloreHiB 1 XaJbKOTeHIaOreHiAiB. TpeTii po3aLn
MICTHTh METOJUKH CHHTE3Y Ta (PI3UKO-XIMIYHI XAPAKTEPUCTHKH OTPUMaHHX CIOJYK.
3aranpHuit 06car podoTH CKnagac 62 CTOPIHKU.

Ocobuctuii BHecok. OnpalloBaHHA JITEPATyPHUX JAHHUX 3a TEMOK JUILIOMHO1
po0OTH MaricTpa, NPOBEACHHS €KCTICPUMEHTANIBHUX JOCILKEHb, 00po0Ka OTpUMaHuX
pe3ynbTariB, (GOPMYITIOBAaHHS OCHOBHHX IIOJNIOKEHB Ta BHUCHOBKIB poOOTH 3poOneHi
OCOOUCTO AHUILIOMAHTOM.

ITocraHoBKa 3a7a4i Ta OOTOBOPEHHS PE3YJBTATIB POOOTH MPOBEAEHI 3 HAYKOBUM

KEePIBHUKOM, A.X.H., Ipo¢. M.IO. Onucekom.



PO3/ILT 1. JITEPATYPHUH OT'JISI/

DYHKIIOHATI30BaH1 TMOJIKOHACHCOBAHI OEH30TIa307M BUSBISAKOTL O10J0TIYHY
aktuBHicTe  [1-7].  Tomy  miTeparypHMii  OrJisii ~ TMPUCBSIYECHHMH  CHHTE3Y
MOJIKOH/ICHCOBAaHUX ~ OCH30TIa30MiB, SKI CHUHTE30BaHI METOJIOM  E€IEKTPO(PLILHOT
reTepoLMKIIIZaLii.

1.1. CuHTe3 HEeHACHYEHHX TioeTepiB OeH30Tiazo/1y

Binomo, 1m0 2-1uHamMuITio0eH30Tia30/1 2 OTPUMYIOTh AJIKITYBAHHSM JOCTYIHOTO
2-MepkanToOeH30Tia30ly, OJHAaK JCsKi METOAM MNOTPeOYIOTh  BUKOPUCTAHHS
KaramizatopiB [8, 9]. B mux Bumagkax BHMKOPHUCTOBYIOTH SK aJKUIYKOUl are€HTH

HEHACUYEH1 CIIMPTHU, MPOBOASAYM peakiito MiiyHoOy.

H
N N
Sy # HO" N R KAl g @[ H»—s"FR
s S
1 2,3

R = Ph(2), CH5(3)
kat = Pd®, PhOPPh,

Cxema 1.1

Bibll MpoCTUMU € KJIACU4HI METOJAM AJKUTyBaHHsS 2-MepKanToOeH30Tia30iy
HEHACMUYCHUMH  alKUIrajJoreHijaMu B mpucyTHocti  ocHoBu [10, 11]. Taxk,
BUKOPUCTOBYIOUM SIK OCHOBY KaJlii TAPOKCUJ YW NOTAll B CEPEIOBUILI ALETOHITPUITY
abo TosyeHy OyJi0 oiep:kaHO OyTEHIIbHUMN, aTiJIbHUM, METAIUILHUIA Ta MpONnaprijibHui
TIOETEPH.

Cxema 1.2

H
N N
R
¥=S + HalR DAl g »—s"
S sol S
1 4-7

R= 7N @), —NF 5, /\]/ ®, /— M
B = KOH, K2C03
sol = MeCN, MeCgH5;

Cnia BiAMITUTH, L0 BUXOAM B PI3HUX METOAAX KOPEIIOKOTh, OJTHAK APYTUil METO

€ MPOCTIIIUM 1 He OTpedye KaTai3aropis.



1.2. EnexkrpoginbHa ranioreHouuKIizamis 2-S-ajJKeHiIbHUX (ANKIHITbHHX)
noXiTHUX OeH30Tia3o.ry

1.2.1. EnekrpoginbHa rajoreHonuK/Iizanis 2-S-ajikeHijiden3oriazony

Mertoa enexkTpouibHOI rerepouukiizamii A00pe 3apekoMeHyBaB cebe sk
NPOCTUI y BUKOHAHHI Ta J03BOJIIE OTPUMYBATU MOJILMKIIYHI FETEPOLMKIN PI3HOI
npupoau. Lleit meroa onmcanmii B ornsgax [12, 13| maykoBuiB Hamoi xadenpu, ae
BKA3aHO BHUKODUCTAHHS PI3HOrO THIY €JIEKTPO(PUIBHUX PpEarcHTiB (rajoreHis,
XJIbKOTCHIJIONCHIIB, KUCJIOT) I €JIEKTPO(UIBHOI reTeponuKiIizanii HeHACUYEHUX
€TEPIB, €CTEPIB, AMIHIB K HAAJUUIKOBUX, TaK 1 ACPIIUTHUX TETEPOLMKITIYHUX CHCTEM.

BigoMocTeit mpo reTepouMKIIizaliio aJKeHIUIBbHUX YK aJKIHUIBHMX TOXIAHMX
OeH30Tia30ly € oOMekeHa KUIbKicTh. [Ipuyomy, ciif BIAMITHTH, LIO0 B ONUCAHMX
METO/1aX BUKOPUCTAHO TUIbKH OJMH BUJ €NEKTPOMIILHUX PEAreHTIB — FaJIOreHHM.

Bigomo, mo ranorenu (ioa ta OpoM) €(pEeKTMBHO BUKOPUCTOBYHOTH Y PEAKIIfAX
eNEeKTPOPUILHOT  BHYTPIIIHBOMOJIEKYJISpHOT  Lukiizauii. BukopucranHs B Takux
peaKIisax PI3HUX 3a MOJAPHICTIO POZYMHHMKAX MOXKE CYTTEBO BIUIMHYTH HA HANpsSMOK
LUKJTI3a1iii Ta, BIAMOBIAHO, 1 HA CTPYKTYPY Ta BUXOIM MPOAYKTIB IUKIi3allli. ABTOpaMH
[14] BkazaHo, WO mnpu OpOMYBaHHI AIUILHOIO TIOETEPY S B OUTOBIH KUCIOTI 4H
J10KCaH1 3 BUXOJ0M 52% oJepaHo TiazuHoOeH30Tiazon 8.

Cxema 1.3

Br

N N*
= B
O (L)
S AcOH or S
8

5 1,4-dioxane r.t.

Hatomicts, B poboti [15] BkazaHo, mo OpoMOUMKIIIZaLis aTUIbHOIO TIOETEPY
OeH3oTiazony S B TeTpaxjopoMeTaHi 3a 1 TOAMHY YTBOPKE CyMIll 130MEPIB
Tia30J11HOOEeH30TIa301HIA TpuOpomiaie 9, 10, 110 10BEAEHO CNEKTPANbHO. ABTOPH HE
PO3UISUIA YTBOPEHY CYMILI, @ YTBOPEHHSI TAKUX 130MEPIB MOSICHIOBAIA MEXAHI3MOM,

sKuii nependavae yTBOPEHHs TIIPAaHOBOIO LUKITY.
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Cxema 1 4.

Br
Br Br
}ﬁ ‘ol
\>_S/\/ \>/S
CCI4 s
S 10
[TomiOH1 130MepH1 TiazomiHOOeH30TIa30miHIH Tpuioauan 11, 12 oTpumani mpu

HonyBsaHH1 2-anunTiobeH3oTiazony S B eranodl [16].

Cxema 1.5.

|
la” \X\' I3 |
N I N* N*/\K\
(Lo im OO - 5
S C2HsOH s S
5 " 12

[Tpu 30UIBIIEHH] Yacy MPOXOKEHHs peakilli HoIyBaHHs 2-aiiiTio0eH30TIa30/Ty
5 B eranomi a0 48 roAMH pEriOXIMIS TPOILECY 3MIHIOETHCSA, IO TPHUBOAWTH 0

YTBOPEHHS MOHOHOIMAIB T1a30100eH30T1a301t0 13 Ta Tiazunoben3oriazonio 14 [16].

ABTOpPH NOSCHIOKOTH YTBOPEHHS TAKUX CIOJIYK TEPMOJUHAMIYHUM (PaKTOpOM.

I I
r j\‘ ) fg
O e O - O
s — .
S C2Hs50H S S

5 13 14

Cxema 1.6.

bpomyBanus 2-amuITiO0EH30TIA300y 5 B TETPaXJIOPOMETaHI MPUBOAUTEL [0
YTBOPEHHsI CyMIlll 130MepiB TiazoyiobeH3oTiazomnii Opomimis 9, 10 Ta perioizomepy
TiazuHOOeH30TIazomii Opominy 8 [16].

Cxema 1.7.

Br
Br Br Br Br fg
N :>\¥ N*/Y\ N’
\ N~ Bn s S N—8
©:s%s Gl @S\Y " @:S\Y ' ©:s>/

5 9 10 8
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Agtopamu [16] 3miiicHeH0 OpoMO- Ta HOJOLMKIIIZALID THUIONO TEPMIHAJIBHOIO
aluIbHOrO TioeTepy OeH30TIazony — 2-MeTanminTioOeH30Tiazony 6. [anonmkmizaiio
TioeTepy 6 mpoBOAMIM B XJIOPO(opMI, B pe3ysbTaTi 4oro micis 0OpoOKH alleTOHOM YU
KaJIii HOAMIAOM OTpUMAHO Tia3oa1HOOEH30Tia30/iHii MoHoramorenian 15, 16. Cnin
BIZAMITUTH, 1110, HA BIAMIHY BiJ LUKJI3alii aJIUIbHOIO aHAIOTY S, reTepoLMKIIi3allis B

IIbOMY BUMIAAKY TPOXOIUTh PETIOCETEKTUBHO 3 YTBOPEHHSAM OJHOTO MPOIYKTY.

Cxema 1.8.
Hal
Hal
N Hal N§<’
2 BB
O wa= O
S s
15, 16

Hal = Br, |

1.2.2. EnektpodinbHa rajoreHouuKIizamisi 2-S-nponaprindeH3oria3zony
["amonmkmizaiiss NponapriibHOTO TIOETEPY 7 3AIMCHIOETHCS PETIOCETCKTUBHO 3
YTBOPEHHAM Tia307100€H30Tia301i ranoreHiaiB B 17, 18 3 Bucokumu Buxogamu [17].

Cnia 3ayBakuTH, WO 3MiHA TMOJSPHOCTI PO3YMHHUKA HE BIUIMBAE HA PErioXiMilo

TIPOIIECY.
Cxema 1.9

Hal

Hal \
N ,—=Hal, N s

=g O

S CH,CI, or S

7 CaHsOh 17,18

Hal = Br, |

OnHak, cCIiJ 3a3HAYUTH, WO L€ € OJWHWYHHMIA BHIALNOK BHUKOPUCTAHHS
ANKIHIIBHOTO TIOeTepy O€H30TIa30J1y B peaKkiisX eIeKTPOoQLIbHOI reTePOLMKITI3allli.

MoHOUMKITYHMNA mponapruibHuil TioeTep Tiazony 19 takoxx OyB JOCHIHKEHUN B
peakuii ionouukiizanii. BCTaHOBIEHO, 0 BIACYTHICTH KOHJIEHCOBAHOIO OEH3EHOBOIO

S7pa HE BIUTMBAE HA PETIOXIMIIO TPOLIECY 1 YTBOPKETHCS Tia30iHOTIa30iHIM Hoxua 20.
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Cxema 1.10
|

A\
N = 2y | N\S\‘S
\[S\>_ . CH,Cl, \[s>/

19 20

BaxmBo Bigmituty, wo is cnoayk 17, 18, 20 sajmmwiacs HeBU3HAYCHA
KOH(Irypauisi eK30LUMKIIYHOI raJIoreHOMETWIIACHOBOI  Ipynu, TOMY [MTaHHs

CTEPEOCETEKTUBHOCTI MPOLIECY 3ATMIIAETHCS BIAKPUTHM.

Pe3rome JliTepaTtypHOro orjsiay

Takum YMHOM, 3 JITEPATypPHOr0 OMISIAY CHIAYE, 10 peakiii eneKkTpoduIbHOI
reTepomKiIizaiii € ePeKTUBHUM METOAOM CHHTE3Y MOJILMKIIYHUX TeTePOLMKIIYHMX
cucreM. Takl peakuii Ha OCHOBI HEHACMYEHUX TIOETEPIB OEH30TIA30Jly BHBYAIUCS
HEIOCTAaTHBO 3 BUKOPMCTAHHSM TUIbKM aliIbHUX, METAIUIBHUX Ta MPONapribHUX
noXigHUX O€H30TIa30Jly 1 3 BUKOPUCTAHHAM JIMIIE OAHOTO BHAY EIEKTPOPUIBHUX
peareHTiB — rajioreHiB. ToMy BUBUCHHS IHIIIUX HEHACHUEHUX TIOETEPIB OCH30TIA30Iy Ta
BUKOPUCTAHHS PI3HOMAHITHUX €JIEKTPO(PUIBHUX PEarcHTIB B PeakLisiX reTepoLMKIIi3aLii

€ Hapasl aKTyaJIbHOI MPOOIEMOI0 1 MOTPEOYE MOAANBIINX AOCIIHKEHD.
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PO3/11JI 2. OGTTOBOPEHHSI PE3YJIBTATIB

JlitepatypHuii OrisiA BKa3ye€ Ha TMOTYKHI CHHTETMYHI MOMIIMBOCTI METOMY
eneKkTpodinbHOI  reTepouMKIizamii sl  CHMHTE3y  MOJIUMKIIYHUX — MOXIJHUX
Oenzoriazony. Jlis  3’sCcyBaHHS LBOrO MOTEHLIally MM JOCHIAMIM  peakuii
eJIeKTPOPUIbHOT  LMKII3alii  IHTEpPHAJIBHUX Ta  TEPMIHAJIBHUX  AJIKCHUIBHUX,
TEPMIHAJBHUX ~ AJKIHUIBHUX TIOETEpiB OEH30TIa30/y TMiJ JJI€EK TajJoreHiB  Ta
XaJIbKOI'€HI AJIONeHI/IIB.
2.1. CunTe3 Ta eieKTpodijibHA reTepouHKIi3anisa 2-aaKeHiITio0eH30Tia301iB
2.1.1. I'astoreHouMKJIi3aist iIHTEPHAJIBLHUX AJIKEHILHHUX TioeTepiB 0eH30Tia3oury

[lepmvmM  IHTEpHATBLHUM  TiOeTEpoM  O€H30Tiazomy  And  JOCIIDKEHHS
rajoreHouukiizanii  BuOpano  2-uunaminriodensoriazon 2. Bigomo, wmo  2-
LMHAMIITIOO0EH30Tia3011 2 OTPUMYIOTH  QIKLITYBaHHSM JOCTYITHOTO 2-
MEPKanTOOECH30Tia30/1y, OJHAK AaHI METOAW MOTPEOYIOTh BUKOPUCTAHHS KaTali3aTopiB
[8, 9]. Mu orpumanu TiOeTEp 2 alKUIyBaHHsAM MepkantoOeHsotiasony 1
[UHAM UTXJIOPUJIOM B PUCYTHOCTI QJIKOTOJIATY HATPIHO.

Cxema 2.1.

N /\/\@
N—sH
©: S EtONa/EtOH ©:

1

sovig3 -180

5 8 8 & 8 8 3 8 8B § E

|
|

L L] i a0

120 115 110 10S 100 S5 S0 &5 8O0 75 70 ﬂl.(!:w 60 55 50 45 40 35 30 25 20 15 10 OS5

Puc. 1. Cnextp IIMP 2-umnaminrioGeH30Tia3omy 2
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B cnektpi [IMP (puc.1) HasgBHI CUrHAIM NPOTOHIB UHAMUJILHOTO 3aMICHUKA, SIKI
NPOSBIAIOTLCS Y BUMIAAL ayonety npoToHiB S-CHy-rpynu npu 4,24 M.4., MyJBTUHIIETY
ta ayonery mpotoHiB —CH=CH- ¢parmenty npu 6.48 Tta 6.78 m.4., 1m0 pasom 3
CUTHAJIaMU QPOMATUYHUX [TPOTOHIB CBIAYUTH MPO AJIKUTYBAHHS MEPKANTOOEH30TIa301y.

2-1{uHaminTio0eH30TIa30J1 2 PErioceIeKTUBHO LMKIII30BaHUN rajoreHamu (Opom
Ta o) B xjaopodopMi 3a KIMHATHOI TeMmeparypu. BCTaHOBIEHO, 110 B pe3yJbTaTi
raJIoNMKJTI3allii MOJEIBHOTO TIOETEPY 2 HAJTMIIKOM raJIOTCHY aHEFOETHCS Tia3uHOBUI
UK 3 YTBOPEHHSIM Tia3MHOOEH30Tia3omii TpurasoreHinis 3, 4, ski e(eKTuBHO
JETAOTEHYOTHCS allETOHOM YW HaTpiit Cyab(iTOM 3 YTBOPEHHSIM MOHOTAJIOTEHIIIB S,
6. Cnig 3ayBakuTH, IO Tia3MHOOEH30TIa30ii Tpuiioaua 3 OyB OTpMMaHMi paHile,
OJHaK Tia3uHOOeH30TIa30ii TpuOpomia 4 Ta BIANOBIAHI MOHOTAJIOreHiAU S, 6
CHMHTE30BaHI BMepiie. AHEIIOBAHHS CaM€ TIia3MHOBOTO LHMKIY MMiATBEPIKYETHCS
cnexktpanbauMu ganuMu (AMP 'H ta *C) tpuranoreninis 3, 4, ki 100pe KOPETHOKOTH
13 onucanumu B [18]. B cnekrpi [TMP tpubpominy 4 (puc.2) BUAHO 3MIHY XapakTepy
nposiBy anmiarMyHMX TPOTOHIB, a4 CaMe€ HasABHICTH JBOX AyOJIETIB MPOTOHIB
EHIOLMKITYHOI METUJIEHOBOT rpynu npu 3.56 Ta 3.85 M.4., IBOX CHTHAJIIB METIHOBUX
npotoHiB rmpu 5.80 m.u. (mynsTumier) 1 npu 7.05 m.u. (cunrner). [aui cnekrpis AMP
I3C ninTBepuKy0Th YTBOPEHHS caMe TIa3MHOBOIO LHKITY. 3ayBaXkKUMO, 110 TPHOpOMi 4
MO)KHa OTpUMaTH 3 MOHOOpOMiay 6 [0/JaBaHHSAM €KBIBAJIEHTY OpOMY B OLITOBIi
kucnoti. Criextp [IMP yTBOpeHOro TakiuM YMHOM TPUOPOMiaY 4 MOBHICTIO CHIBNAMAE 3
CIIEKTPOM, 1110 HABEACHUI HA PUCYHKY 2, a CyMILI HE Ja€ JAenpecii TOUKU TOIUICHHS.

Cxema 2.2

S S>\
/ 2Hal, ©iN/>\S i ©:N/* :

N — —
\>—S CHCIl; or AcOH, Haly Hal
S rt Hal Hal

3,4 5.6
Hal = | (3,5), Br (4,6)
i = Na,SO4 (5), Me,CO (8)
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|

L o J'.ath l | J

T g T ¥ 3 rr ? T _ITTETT T e

Puc. 2. Cnextp [IMP Tpubpominy 4 Puc. 3. Cnextp [IMP monoOpomiay 6

Jlnst nopiBHsHHS HaBeaeHO cnekTp [IMP monoOpomiay 6 (puc.3), B SKOMY BHIHO
AHAJIOrI4YHI CUTHAJIM BCIX MPOTOHIB, LI0 CBIAYUTHL MPO 30epekeHHs OyJ0BH KaTIOHY.
YTBOPEHHS caMe€ MOHOOPOMITY JOBEACHO €IEMEHTHUM aHATI30M.

[1pu nMKmizanii UHAMIIBHOTO TIOETEPY 2 TIOpUAHMMH rajoreHaMu (OpomizoM
Ta XJIOPUIOM HOAY) B OUTOBIM KUCIOTI 4M XJIOpodopMmi BUALICHO HogoauOpomia Ta
HO10 I XTIOPU L 1010T1a3UHOOEH30TIA301110 7, 8. o M1ATBEPILKEHO
PEHTTEHOCTPYKTYPHUM AOCTIKeHHSAM (puc.4). Cnonyky 7 mnepeBeeHO B HOAWMMI
H010TiIa3MHOOEH30TIA30J1110 S peakUiero HOHHOrO OOMIHY JI€I0 Kastiil HOAUIY B alleTOHI.
YTBOpEHHSl CKJIaly MOHOMOAMIY JOBEICHO EJIIEMEHTHUM aHaji30M, a CTPyKTypa

KaTiOHY CHEKTPaJIbHUMH AOCTIIHKEHHAMU (puc.S Ta puc.6).

Cxema 2.3

/ Clry .. L

N |-Hal " Ki/Me,CO |
—_— n = 3 o
@ \>—S AcOH or I An = IBr; I

s CHCly, rt.

7,8 5
Hal = Br, CI
An = 1Br; (7), ICl, (8)
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Qe

Puc. 4. PCJ] #iopommuxnopumy 8

omoen =y

RESEECEEE T

.__...__.LJUU' 1 JIML J : ; l “ l L

(ELEER i T o Ilmry | |

%5 M E5 M 25 0 65 &1 S5 B8 45 4 35 L0 5 W 15 W 0

Puc. 5. Cnextp [IMP #onoaubpominy 7 Puc. 6. Cnextp [IMP mono#onuny S
Peakuito #oHHOTO 0OMIHY MpoBeneHO 1 HA MOHOOpomial 6. Tak, mpu a1i HATpiH
HEePXJIOPATy B METAHOJII CHHTE30BAaHUH MEPXIJIOPaT OpOMOTIA3MHOOEH30TI1a301i0 9, 1m0
TAKOK JIOBEIEHO PEHTIEHOCTPYKTYPHHM aociikeHHsM (puc.7). Chig BIAMITHTH, IO
cnekrpanmbHi xapaktepuctukn (AIMP 'H) comeit 5-9 Bkasyote Ha 30epexkeHHS
CTPYKTYPH KaTIOHY T1a3WHOOEH30TIa30mito (puc.8).
Cxema 2.4
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c13 o
® c
@ 7

e
N/
®

_/6\ /ca ‘ Br1 N ‘
c10 q . ‘ | ! !
?‘ N ) ‘\.:,,% 02 Al'___‘uJ'vlL I J U\J \ |
Puc. 7. PCJ] nepxmnopary 9 Puc. 8. Cniextp [IMP nepxnopary 9

[HIIMM 1HTEPHATBHUM aJJIBHUM TIOETepOM OE€H30TIa30y Ui BHU3HAYCHHS
perioximii rerepoumkiizaiii BuOpaHo 2-mpeHinTiodeH3oriazon 10, CHHTE3 SKOTO
OPOBOAWJIM 32 METOAMKOK, 1o J00pe cebe 3apeKoMeHjayBajla [P CUHTE3I

HUHAMLIBHOIO TIOETEPY 2.

N cl = N
N S
EtONa/EtOH
S 8
10

Knrouosumu curnanamu B cnektpi SIMP 'H s Tioerepy 10 € curHanm

Cxema 2.5

1

anipaTUYHUX [POTOHIB Yy BHUIVISAI CUHIVIETIB METWIBHUX TIpyn Ta JyOneriB S-
METHJICHOBOI Ta MITIHOBOI IpyII.

B nmiteparypi BiOMi peakiiii rajouMiiizaiii mMpeHUIbHUX €TEpiB, TIOETEPIB YU
aMIiHIB a30JIiB Ta a3MHIB, B PE3yJbTaTi 4Oro BiAOYBAIOCS AHEIKOBAHHS a30JIbHOTO YH
A3UHOBOIO LIMKITY 10 0A30BOr0 reTepoLMKITy. AHAII3 JaHUX CBIIYMB, IO PO3MIP LIUKILY,
IO AHETIOETHCS 3a/IekaB BiA MPUPOAM a30J1y YW a3uHy. TOMY BH3HAYEHHS HAMpPSIMKY
raJloreHOreTEPOLMKIIIZALli MPEHITLHOTO TioeTepy OeHzoTiazony 10 mae MOXKIMBICTH
pPO3LIMPUTH JliTepaTypHy Oa3y asaaHenboBaHuX aszouiB. lluximizauito Tioerepy 10
POBOMIIA MOJIEKYJISPHUMU rajioreHamu (Opom, #oa) ta Opomizom Hoy B cepeloBULI
xjnopoopmMy 4M OUTOBOI KMCIOTH. Y BCIX BHMAJKaxX BiaOyBayacs pErioceneKTUBHA

rajIolHAyKOBaHa LMKJI3alls, $Ka NPUBOAMIA, 3TIIHO CHEKTPAIbHMX JaHUX, [0
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aHEeJIIOBAaHHS TIA3UHOBOrO LUMKIY O€H30Tia30y 3 YTBOpEHHsAM Tpuraioreniais 11, 12, a

Takok Hoapommdpomiay 13. Ilpu aii Ha TpuOpomia 12 aeToHy BUALIEHO MOHOOPOMIT
14.

Cxema 2.6

S
P—S
\>/ 1Ha| 2Hal _ Ml o N*
CHCI3 or AcOH TAn=br, Br
Hal Br

'Hal = |, Br 11-13 14
2Hal =1, Br
An =15 (11), Br; (12), IBr, (13)

Jlns miaTBEpIKEHHS KOHJAEHcalli A0 O€H30Tia30/y camMe TIa3MHOBOTO IMKITY
MoHOOpominy 14 3ailiCHEHO 3a JOMOMOrOK  E€KCHEPUMEHTIB [0 TIOMO- Ta

reTePOsIACPHUM KOpeIsiLisaM (puc.9).

BA419673-73

1H DMSO-dé 600MH

3~s

3 / N 1992
( HMBC .
\ Br

noe\__,/ Br

1 N \.JMUL

AT N oy e
imom  im am am 10 1 am

50 145 140 1335 130 125 120 115 110 105 00 PS5 90 &5 KO Y5 YO A5 40 55 S0 45 40 35 30 25 20 15
11 {ppr)

Puc. 9. I'ereposinepHa kopensuis crnojayku 14
Omxe, JOCHTIKEHHS TaIOT€HOIHAYKOBAHOI €1EKTPO(LIBLHOT reTepOLMKITi3antii
IHTEpHAJIBHUX AJIKCHIJIBHUX TIOETEPIB OEH30Tia30/y BKa3all HA CENCKTUBHICTD
perioximii aHeJTFOBaHHSI TIA3UWHOBOT'0 LIUKITY 10 OEH30TIa30/1y HE3AJIIEIKHO Bifl BUY

3aMICHUKA OISl TEPMIHAILHOIO AJIIJILHOO KapOOHY .
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2.1.2. XanbKOreHOUHUKIi3aisi HHHAMUIBHOTO TioeTepy OeH30Tia301y

[Ipn BUKOPUCTaHHI B SKOCTI €IEKTPO(DIIBHUX PEareHTIB TeTparajoreHiaiB
TEAYPY UM M-aJKOKCH(EHINTENYPTPUXJIOPHAIB LIMKII3AlliS [MHAMUIBHOTO TIOETEPY
OeH30Tia30/ly HE BIAOYBA€TbCS HA BIAMIHY BiJ TEIyPOIHAYKOBAHOI LMKIIi3aLii
NpoNapruibHUX TioeTepiB XiHazominy. [lpm naii Ha Tioerep 2 Teinyp MIOKCHIY B
HQUIMIIKY  TalOTE€HIAHOI  KHUCJAOTH  TPOXOAWTH  MPOTOHYBAHHS  HITPOTEHY
OCH30TIa30JIbHOTO LMKy 1  YTBOPIOKOTHCS  AKBAKOMIUIEKCH  OEH30Tia30I1iHiN
rexkcarajoreHorenyparis 15, 16. Sk suano 31 cnexkrpa [IMP coumi 15 (puc. 10) curnan
BOAM 3MilllCHUN B Oulbll ciabKe MmoJsie, CUTHAAM TPOTOHIB LIMHAMIJIBHOTO 3aMICHUKA
KOPENIOKTh 3 BUXIAHUM TioeTepoMm 2. B miTepaTypi 3yCTpIHarOThCs TaKl alMKIIuHI Ta
reTepOLMKIIIYHL  opraHil rekcarajoreHorenypat [19, 20]. Harowmicts, mis n-
ATKOKCU(PECHUITETYPTPUXJIOPUIIB HA 2-IMHAMINTIOOEH30TIa30J1 2 MPHUBOAUTH 0
VTBOPEHHS MOJEKYJSIPHUX KOMIUIEKCIB 17, 18 y cCHiBBIOZHOWIEHHI TioeTep 2
eqektpoin = 2:1. Takl KOMIJIEKCHM YTBOPIOBIKUCS IPU apUITEIYPOXJIOPYBAHHI
anunaudeninryaniguny [21]. TenypoinaykoBaHa mykiizaiis He BinOyBaeTbes (puc. 11)
HABITb MPHU 3MiHI YMOB TPOBEACHHS peakilii: 30UIbIIEHH] MOJSPHOCTI PO3YMHHHUKA
(x710poOpM HA OLITOBY KUCIIOTY), BBECHHS JOMIHI-100aBOK (HATpiil nepxyiopar).

Cxema 2.5

TeO, + 6HHal S
» S
CHCly or G * 0.5TeHalg?> * 2H,0
AcOH N

15,16
/ TeCl,

" _—
(L
N TeCl,
? /
s
OR s +05
OR

Hal = Br (15), CI (16) — />
R = CH, (17), C,Hs (18) s K
SN RS AcOH

17,18
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JJJL e lwlu LT S

....................................

Puc. 10. Cnextp [IMP coni 15 Puc. 11. Crnexrp [IMP komriekcy 18
Haromicte, mpu mpoBeaeHHI peakili 2-UMHAMUIOEH30TIa301y 2 3 JIOKCHAOM
ceneHy B OpPOMOBOJHEBIH KHCIIOTI B JaHWX YMOBaX BIIOYBA€ThCS HeperioceqeKTHBHA
CEJICHOIH/IyKOBaHA LMKJII3ALlls 3 YTBOPEHHSM CyMIIIl 130MEpIB, SKUM, 3IIHO JaHUX
[IMP-cnexrpockomii, npunucana Oyuzosa 19, 20. B cnekrpi [IMP cymimn (puc. 12)
BUJHO CHUTHAJI MPOSIBY MPOTOHY METIHOBOL Ipynu npu 7.15 mM.4., KU BIAHOCHUTBECS IO
CTPYKTYpH 19, a CHrHaAN MpOTOHY METIHOBOI IPyMH B OUTBLI CHIBHOMY NOJI MpH 6.75

M.9. BIIHOCHTBHCS IO CTPYKTypH 20,

Cxema 2.6
S S
/ S
/ - :
S Se0, + 6HBr N N
—_—
/>*S CHCl,, r.t Br + Bir 5 7
N SeBr; r Br
2 Br
19 20
/
;
/;‘ o

.........................................

Puc. 12. Cnexrp [IMP cymim 19,20
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[TpoTe npu 3MiHI PO3UMHHHMKA HA OLTOBY KUCJIOTY Ta OXOJO/UKEHHI peaKiiiHol
CyMilll BHSIBJIEHA PETIOCENCKTUBHA CEICHOIHAYKOBAaHA LMKII3allis LMHAMUIBHOTO
TIOTEPY 2, B pe3yJbTaTl YOTO aHEIIETHCA TIA3MHOBMN LMK 10 OEH30TIa301y 3
YTBOPEHHSIM  LBITEP-iOHY, IO JOCTOBIPHO BCTAHOBJICHO PEHTI€HOCTPYKTYPHUM
AOCHKEHHSIM (puc. 13).

Cxema 2.7

N+ »,
SeOz + 6HBr
AcOH, T= 0°C 9 o
C9 Sel
-
2 o1 . c10 ?2 Br1
S1

Puc. 13. PCJI cnonykwu 21

\

YTBOpEeHHS TaKOro LBITEP-10HY 3 BUKOPHUCTAHHSM METOY
XaJIbKOr€HOIHAYKOBAHOT FeTEPOLIMKITIZALIIL € YHIKAIBHUM, a B JIITEPATyPl 3yCTPIYAETHCS
HA  TOpHUKIaAl  TENyporaJioreHyBaHHS  QlKIHUIBHMX  Ta  alKCHUIbHUX  4-
(YHKIIOHATI30BaHUX MIPa30JiiB 1 celeHoranoreHyBanHs N-ankininapeniB [22, 23]. B
IHIIUX OJUHUYHUX BUIMAJKAX CEJICHOBMICHI 1M1/1a30J1i€B1 Ta MIPUAMHIEB] LBITEP-10HU
YTBOPIOBAJIUCS OPOMYBAHHAM IeTEPUIICENICHOHIB [24-27]. M1 nponoHyeMO HACTyHUH
MEXaHI3M CEJIEHOIHAYKOBAHOI Te€TePOLMKIIIZalli 2-IMHAMIITIOOEH30TIa30/1y 2 Mija JIEK
cesied  (IV) okeuay B IOPUCYTHOCTI  HAMIMIUKY OpOMIIHOI  KHUCIOTH, A€ SK
CNIEKTPO(PUIbHUN areHT MO)Ke OpaTv y4acTb sK TETPaOpOMIJ CEICHY, Tak JUOpOMin
CEJIEHY, 5Kl 3HaXOAAThCS B PIBHOBA3I.

Cxema 2.8

Se0,+6HBr —mH,SeBry —=SeBr, <~SeBr,+Br,
-2HBr

N &
\
C[sxs/\/\r»n

SeGrg
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TakuM YHHOM, MOMKJTUBICTE TTPOXOIKEHHS XaJIbKOI€HOTHIYKOBAHOI [UKJII3aI(li 2-
IIAHAMINTIOOEH30T1a30/ly  3aleXWTh Bl ~ NPHPOAM  XanbKOT€Hy  —  TPH
TeJIypOrajloreHyBaHH1 yTBOPIOIOTHCS COJIl @00 KOMIUIEKCH, a IIPU CeIeHOraIoreHyBaHH1
B1IOYBAETHCS PEriOCEIeKTHBHA Ta HECEJIEKTUBHA CEJICHOIHYKOBAHA IreTePOIUKIII3alis
B 3aJIEKHOCT1 BIJI OJIIPHOCT1 PO3UMHHKUKA Ta TEeMIIEPaTypH.

Hamu Takox 3aidcHeHa cnpoOa BHKOPHCTATH B SIKOCTI IHKIIZYIOUOIrO AreHTy
mepkypid (II) xmopun. MepkypiroBaHHS 2-0UHAMUITIOOEH30T1a30/1y 2 MPOBOJUIIA B
€TAHOJIl 3 METOK MPOBEIEHHS peakilli B TOMONeHHUX yMoOBax. 3rigHo mgaHux [TMP-
cnekTpockomli (puc. 14), BCTAHOBIEHO, 11O, 5K 1y BUIAAKY aPHITEYPOXJIOPYBAHHS,
YTBOPIOETHCS KOMIUIEKC 22, CKJIaJ SKOTO BCTAHOBJICHUH €J1€MEHTHUM aHAI130M.

Cxema 2.9

EtOH

ﬁ//—@ o 7
©:S/>—S L O: /}S + HgCl,
22

2

LVDG1?

Puc. 14. Cnexrp [IMP xommniexcy 22
2.1.3. CuHTe3 Ta HUKJII3aUia 2-uuHaMiicyabdoHii6eH30Tiaz001-1,1-gi0kcHay
Hamu npoBemeH! DOCHIIKEHHS IO MOXKIMBOCTI OKMCHEHHs Tioertepy 2. B
JITepaTypl 3yCTPIYAKOTHCA BIAOMOCTI MPO OKHCHEHHS TIOETEPIB HAIKHCIOTAMH, IO
MPUBOAATH 10 YTBOPEHHS BIAMOBIAHKMX Cynb(oriB [28-33]. Mu mpoBenn OKMCHEHHS

IIAHAMUIBHOTO TIOETEPY 2 TIPOreH MEPOKCHIOM B IIPUCYTHOCTI aMOHIH BOJIb(ppaMary.
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B pesynabrari 3 [OMIPHUM BHXOJOM OTPUMAHO HEOYIKYBaHWH MNPOAYKT 2-
uuHamincyabdoninoensoriazon-1,1-giokena 23. B cnextpi [IMP  mucynsdony 23
CIIOCTEPITAETHCS CYTTEBE 3MILICHHS CUTHANY S-METHJICHOBOI rpynH B Oulbll ciadke
noJie¢ B MOPIBHAHHI 3 BUXIAHUM TioerepoM 2 (puc. 15). YTBOpeHHs auCyab(OHY
MIATBEPLKEHO TAKOXK €JIEMEHTHUM aHaIi30M. Takuil mpoayKT B JIITEpaTypl 3yCTpiyaBcs

MPU OKMCHEHHI MPONAPriJIbHOrO TIoeTepy OEH30TIa301y HaAKUCIoTaMu [34].

Cxema 2.10
& /_//_Q HiO; + (NHJ WO, ©:N\ S
77\
@ />—S EtOH s O/\O
N 7\
O O
2 23

_.___JL_JU ‘ I LW J\__._,. Y| —_—

o gt | e e o rpe

Puc. 15. Cnextp [IMP 2-nmnamincynsdonindensoriazon-1,1-giokcuay 23

["anorenouuiizanis AUCYIb(POHY 23 MOXKE MPUBECTH A0 3MIHH PErioximii
ukmi3anii ado 1o ii BiacytHocti. Peakuito aucynb(ony 23 3 OpoMOM MPOBOAMIIM B TUX
caMMX yMOBax, IO I LMHAMIILHOTO Ccyabdiny 2. B pesynbrari 3a JaHUMH CHEKTPY
[IMP (puc. 16) BinOyBaerbcss OpOMOIHIYKOBaHA UMKITi3alisi 3 aHEJIOBAHHSIM
TIa3MHOBOIO LKLY 14, TOOTO perioxiMist MPOLECY HE 3MIHIOEThCS. [1J1sl MIATBEPIKEHHS
ckiamy OyJnio 3HATO Mac-cnekTp (puc. 17), sKuii Bka3aB Ha CKIaj KaTiony (mik mpu 427).
[ToniOHMIA MPOAYKT LMKII3ALlii, SKUK Ma€E IBA MIECTUKOOPAMHOBAHI aTOMHU Cylb(ypy B

JiTeparypi He 3yCTpIYaIuCs.
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Cxema 2.11
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Puc. 17. Mac-cnektp Tpubpominy 24
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Otxe, IHTEpHAIbHI AJIKEHUIbHI TIOETEpH OEH30TIa30J1y 3apEeKOMEH IyBaIu cede sIK
eekTrBHI CyOCTpaTd A CHUHTE3Y MOJIUMKIIYHUX CHOJYK, OTPUMAHUX METOJIOM
eNeKTPOPIIbHOT reTepOLMKITIZaLLii.

2.1.4. I'aoreHo UK. Ii3a11isi TEPMiHAJIBHUX 2-aJIKEHIJILHHUX TioeTepiB 0eH30Tia30/1y

Hactynmuum  eranmoM  AOCHIDKEHb IO €IEKTPO(UIBHIA  rerepouukiiizanii
HEHACMYEHUX TioeTepiB O€H30Tia30jly OyJ0 BHUKOPUCTAHHS B TaKUX PEaKIIisgX
TEPMIHAIBHUX AJKEHUILHUX TioeTepiB OeH3oTriasony. /it uboro 0yjao CUHTE30BaHO 3a
3HAMICHOK  METOAMKOK) 3 BHCOKMMHU  BHXOAamMu  2-ajij(metaii, OyTeHul,

NEHTEHLT)TI00eH30TIa3011 25-28 y BUIIIs A1 TEMHO-KOPUYHEBUX OJTIHA.

5 R-Hal 2 S
/>—SH g ,>/ “R
N EtONa/EtOH N

1 25-28
Hal = Br, CI
R= "\ (25) 28, 7 X @27), NN (28,

Cxema 2.12

B nitepaTtypHOMY OMJIsiAl HABEAEHO AOCTIMHKEHHS aBTOPIB MO TaJIOreHOUMKITI3alli
IUJIBHONO Ta METAIIBHOrO TioeTepiB Oenzoriazony [14-16], ane BkazaHo, Lo,
HE3QJIKHO BiJl YMOB MPOBEIACHHS peakilii, MPOCIIAKOBYETECS 3aKOHOMIPHICTb
YTBOPEHHS CyMIIl PErioi30MepiB Uil aliJIbHOTO TIOETEPY UM PETIOCENIEKTHBHE
AQHEJTIOBAHHS TIa30JIbHOTO LMKIY JUIS METANUILHOTO TioeTepy OeH3oTiazony. Tomy mu
cnpoOyBajii BU3HAUUTH HAMPSMOK PeaKLii TaKUX TIOETEPIB 3 MOPUIHUMHU rajJOreHaMu
B OuTOBIM kucnori. Tak, mpu aii Ha 2-anmiaTiodeH3oTiazon 25 mMoHoWoauay Opomy
YTBOPIOETHCS CYMIIl PETioi3oMepiB  HOa0AMOpoMiaiB Tia30y00eH30TIa30ni0 29 Ta
Ti1a3uHOOEH30TIa30/11t0 30, WO MIATBEPIKYE BIAOMY B JITEPATypPl HEPETIOCECICKTHUBHY
raJloreHOreTepolMKiizaiio. HaromicTe, HOAOIHAYKOBAHA TeTepoOLMKIiZamis 2-
METANITIOOeH30TIa301y 26 TPUBOAWTH [0 YTBOPEHHS 3 XOPOIIMM  BHXOJIOM

ifogomOpominy TiazonobeH30Tiazoito 31.
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Cxema 2.13

L - Oy -2 @VV& (L

e + R =CH; N*

IBr 1B, \\.2 R, AORTL gy, X
| 25, 26

|
20 31

[TonoBxkeHHsT KapOOHOBOI'O JIAHIIOra B TEPMIHAIBHOMY AJIKEHUIBHOMY TIOETEpI
OEH30TIa30y BHUSBWIOCS CHOPUITIMBUAM JUIs CEJIEKTMBHOI TaJIOT€HOTETEPOLIMKII3aLii
M €0 MOJIEKYJISPHMX Ta riOpuaHux rajoreHiB. Tak, npu rajoreHyBaHHI
OyTEHUILHOrO TioeTepy 27 B XJIOpopOPMIi YU OLTOBIN KUCIIOTI BiZOyBaeThCst OPOMO- YU
HOI0-IHAYKOBaHA TETEPOLMKIIZAISA 3 YTBOPEHHSM TaJON€HOMETHII  3aMIILIEHUX
rajioreHiiiB TiasuHoOeH3oTiazonio 32-35, a npu aii Opomy, Hoay um Opominy oy Ha
2-neHTeHUITIO0eH30TIa301 28 OUTOBIH KHCJIOTI 4YM aUETOHITPUIl — BiA0yBaeThCs
CEJICKTUBHE AHEJTFOBAHHS TIa3€MIHOBOTO LUKITY 3 (hopMyBaHHSM

raJIOT€HOMETHWITIA3EMHOOEH30TIA301k0 TaioreHiais 36-39.

Cxema 2.14
S S _~ 'Hal*Hal S Na,SO4/H,0 S
>/ Sl P—s LSOO »—S
/ CHCl5, AcOH or N* An=lsn=2 N
N MeCN, r.t. ) i
27,28 An .
2 "Hal = Br, | — i
An = Brs (32, 36), |5 (33), 2Hal =Br. .Gl 32-38  'Hal |

IBr, (34, 37), ICl, (35, 38)

10 (CHED) BCT7IE 16 l L,
»
| "
[ =
|

Bri

Puc. 18. PCJI cnionyku 37 Puc. 19. Cnekrp Honoauxnopuuy 35
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[TigrBepKeHHsIM yTBOPEHHS (papMakO(pOPHOro Tia3emHOBOrO LMKIY € JaHl
PEHTETHOCTPYKTYPHOTO AOCHIDKEHH it HopoauOpominy 37 (puc. 18). Cnektp AMP
'H #omomaxnopuny 35 (puc. 19) Bkasye Ha aHENOBAHHSA Tia3WHOBOIO ILMKIY JI0
OeH30Tia301y.

Omxe, PperioxiMisi rajoreHOreTepoLMKIIizanli TEPMIHAIBHUX  ATKECHUIbHUX
TioeTepiB OCH30TIa30/y 3aJEKUTh Bl JOBKMHU KapOOHOBOTO JIAHIKOra Ta HAsSBHOCTI
3aMICHMKa B  IOJOXKEHHI 2  aJKeHU1a. AJIJIBHWHA — TIOETEp  LMKII3YEThCS
HEPEriOCENEKTUBHO, a METaIUIbHUNA, OYTCHUIbHUN, TMEHTECHUIbHUIA CEJICKTUBHO
AHEITIOKOTh TIa30JIbHMI, TIA3MHOBHUH, TIA3€MIHOBHI MK BIAMOBIIHO.

2.2. CuHre3 Ta eJ1eKTPOoQLILHA reTepouHK/Ii3anis 2-aJaKiHlITio0eH30Tia30/1iB
2.2.1. 'anoreHonMKIi3aNisa 2-aJKiHINTIOOEH30Tia301iB

Hactymaum  kpokom  Oyslo  AOCHIMKEHHS — peakuiid  enexkTpodiibHOi
reTepoOIMKII3allll ANKIHIIBHUX TIOETEPIB 2-TiokcoOeH3oTiazony 1. Jlng mporo Oyio
CHHTE30BaHi TEPMIHAJIbHI AIKIHLIBHI(ITPONapruibHuii, Oy TIHUIbHUH,
neHTiHUIbHUI )TioeTepn  40-42 3 pI3HOW  JOBKMHOK — KapOOHOBOTO  JIAHLIKOTA
TepMIHAIBHOTO ankiHiia. Chia 3a3HauuTH, 1O NMponapriibHuit TioeTep 40 Bigomuii B
mreparypi, a OyTiHUIbHUN 41 Ta neHTUIbHUI 42 TIOETEPU CUHTE30BaH1 Breple. JlaHi
TIOETEPH BUILIEHI Yy BUMIISII TEMHO-KOPHYHEBHX OJ1it, siki inentudikosani SIMP 'H ta
B3C (puc. 20, 21). B cnekrpax SIMP 'H Buano curdanu anidatnyaux METHIEHOBUX (2
4y 3) rpyn aJKiHUIBHOIO 3aMICHUKA Ta MPOTOH METIHOBOI IPyIH, 110 pa3oM 3 JABOMA
aybiaeraMu Ta JABOMA TPUIUIETAMH apOMATHYHOIO KUIbLS MIATBEPIUKYE YTBOPECHHS
TioeTepiB 41 1 42.

Cxema 2.15

S R-Br = S
/>—SH _— = />/ R
N EtONa/EtOH N

1 40-42
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L 1511 . I i Eis

Puc. 20. Cnextp [IMP Tioetepy 41 Puc. 21. Cnektp IIMP TioeTepy 42

JIOB)KMHA TEPMIHAIBLHOIO TIOAIKIHUILHOIO 3aMICHUKA MOKE CYTTEBO BILUIMHYTU
HA PO3MIp LMKIY, ULI0 AHEIIEThC A0 OEH30TIa30iy IMpU  TFaloLMKIII3aLii.
["anoreHonMKII3aIls MPOMAPribHOTO TIOETEPY AOCIKYBAjacs paHille, xoya 1 He
Oyna Bu3HAueHAa KOHQIrypauis MPOAYKTY LMKII3auii. A Taki JOCTIDKCHHS 3
OyTIHIJIBHUM Ta MEHTIHUIBHUM TI0€TEpPOM O€H30TIa30j1y HE MPOBOAMIMCS B3arail. SIK 1
y BUMAQAKY UMHAMUIBHOTO TIOETEPY Ul BUBUYEHHS MPOLECY TajoOUMKIIi3alii TIOeTepiB
40-42 BUKOPHCTOBYBaJIM OpoM, HOA B CEPEAOBHILI XJI0pOPOPMY YHM OLITOBOI KHCIIOTH,
OpoMin Ta XJopua HOAYy B OLTOBIA KHUCIOTL. Y BCIX BHMaakax BigOyBaiacs
PETIOCENEKTUBHA TANOIHAYKOBAHA LIMKII3Allis, IO CYMPOBODKYBAJIACA AHEITHOBAHHSIM
Tia30abHOTO 43-46, Tia3uHoBOrO 47-50 uM TiazeniHoBoro 51, 52 uMKIY 3 YTBOPEHHSAM
rajjoreninis. B cnekrpax SIMP ciin 3BepHYTH yBary Ha XIMIYHWH 3CyB CHUTHAJLY
NPOTOHY TaJIOFCHOMETHJIIZICHOBOT TPy, SKUW TPOSBISETHCS B ClIaOKOMy MOJi Y

BUMIISAAI CUHIIETY nipu 7.67-8.02 m.u. (puc. 22-24).
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Cxema 2.16
S
n=1 i S
il B N
An /)
L 43-46
. Hal
s
? ——  'Hal-’Hal n=2 /S
P st
N n CHCI; or
ACOH, r 1. An- 47-50
40-42 ¢
H” Mgl
S
Hal = Br, |
2Hal = Br, |, CI S />—S
An = Br, (43, 47, 51), |, (44, 48), — N*
IBr, (45, 49, 52), ICl, (46, 50) AT, 51, 52
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Puc. 22. Cnextp [IMP #tonoaudpominy 45
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Puc. 23. Cnextp [IMP tpuiionnny 48
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Puc. 24. Cnexrp [IMP tpubpominy S1



BpaxoByroun  HasBHICTb  €K30LMKJIIYHOI  TaJIOTCHOMETUJIIICHOBOI  IPynu
BOKJIMBUM € BHU3HAUEHHS CTEPEOCENIEKTUBHOCTI peakiii. /s uporo Oysio mpoBeacHO
EKCIMEPUMEHT romMosiiepHoi kopensiuli (eexkt Oepxaysepa) (puc. 25) i BCTAHOBJICHO,
1o npu Hopouukiizanii OyTiHUILHOro Tioetepy 41 B XJIOpPO(OPMI CTEPEOCETEKTUBHO
YTBOPIOETHLCS /£-130MEP.

Cnig  BIAMITUTH, 110 TPW TMPOBEAEHHI JAHUX EKCIEPUMEHTIB BHSBICHA

HECTAOUILHICTB yTBOpeHUX couieit B po3unHi JIMCO 3 yacom (puc. 26).

Viaxel sy

1H DMEO-4 S00MH: 1H DNSO-GS 600MHz

| i H h N
_|; " o 1 MTTTTAT

Puc. 25. Edext Orepxaysepa Puc. 26. Edexr OBepxay3epa
s Tpriiouay 48 HononuGpominy 45 yepes 2 1Hi
YTBOpPEHHS TakMX 130MEPIB BIAMIYANOCA 1 MPHU TaJOLMKII3allii mponapriibHuX
TioerepiB y xyiopodopmi. OnHak, Mpu MPOBEACHHI TAIOLUKITI3ALli MPONaprilbHUX Ta
NEHTIHUIBHUX TIOETEpIB y ouTOBId kuciaoTi 3a jgaHumu  [IMP-cnektpockomii
YTBOPIOKTHCA CyMill KOH(DIrypaumiiHux i3oMepiB (puc. 27), 110 MU HE CIOCTEpIiraau

Juist OyTIHIIBHOTO TioTETEPY 41.

e

e 1 ol 7 il 4 T

T

__ld V_fA,'yf\_‘_g"

Puc. 27. Cnexrp [IMP tpuGpominy 51, CUHTE30BaHOTO B OLTOBIHA KUCIIOTI



Jlns cunresoBanux ionoaubpomiais 45 1 49, sk 1 ans cnoayk 6, 7, npoBeaeHO
peakuli #OHHOro oOMiHy. Peakiili mpoBOAMIM B alETOHI 3 BUKOPUCTAHHSM Kaulii
ioauay. B pesynbrari OTpUMaHO HOJOMETWIIIACH 3aMIlICH] Tia30J100€H30Tia30MiHIi 53
Ta Tia3uHoOeH30TIa30Mii 5S4 moHoHomuau. Sk BuaHo 31 cnekrpis [IMP (puc. 28, 29)

CTPYKTYpa KaTioHy 30€piracThesl.

Cxema 2.17
S
/>\s >\s
N+
_ >/())n Me,CO
IBr, C/ e 8 C
H” N H” \
45, 49 53, 54
% 28 50
‘l‘Ju_J L \..__.‘___«) A'“ |\A._.4. : J"_JJ‘L ' ‘ “ k«J.—:
i ! o i 9 3] A

e P N P A P A B P P A P T " P PO A PRl
Puc. 28. Cnekrp [IMP monoiiomuay 83~ Puc. 29. Cnexrp [IMP monoionuay 54
2.2.2. XaJbKOreHOra/JI0reHyBaHHs 2-aIKiHIITIO0eH30Tia301iB
J1nst mponaprijiHOro Ta OYTIHUILHOTO TIOETEPY MPOBEACHI TAKOK PEaKILii 3 TEMyp
OKCHJIOM Y TaJIOTCHOBOJHEBINA KUCAOTI. BCTaHOBIEHO, WO SIK 1 Ul  LMHAMUIBHOIO
TIOETEPY JaHl AalKIHIIbHI TIOOCTEPU B TAKUX PEAKLISIX YTBOPIOKOTH KOMILIEKCH.
CnexTpanbHi  Xapaktepuctuku comi 56 (puc. 30) mMIATBEPKYIOTH YTBOPEHHS
OEH30TIa30J11HIEBOTO KATIOHY.

Cxema 2.18

N N'
©: \>_S\M/‘E TeO, + 6HHal @ \>—S\€/)/: « 0.5 TeHalg>
S s CHCly r.t. s ;

40, 41 55-58

n=12
Hal = Br (55, 57), CI (56, 58)
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Puc. 30. Cnextp [IMP comni 56
2.2.3. Moaupikauis aJKiHLUIbHHX TioeTepiB 0eH30Tiazo.ry

Peakiito OKUCHEHHS TPOBEJACHO 3 aJKIHUIbHUMU TioeTepamu 41, 42 tak camo, sK
1 AJIs LMHAMUIBHOTO TioeTepa 2. YHACHIIOK Aii TAporeH MEPOKCHAY B MPUCYTHOCTI
Karajgizatopa BIAOYBAETbCS OKMCHEHHS E€K3OLMKIIYHOTO Cyiab(ypy 3 YTBOPEHHSIM
cyabponiB 59, 60, na BigmiHy BiJ TioeTEpy 2, A€ YTBOPIOETbCS AUCYIb(oH 23.
Otpumanns cynb(oHiB 59, 60 miareeprkeHo cnekTpaibHuUMu ganumu SAMP Tta

XpoMaromac-cnekrpomeTpii (puc. 31, 32).
Cxema 2.19

s |l S
S, _S == Ha0z+ (NH,),WO, @E >/ﬁ —
>/ N > 7”8 Vh
N/ n EtOH N

41,42 n=1,2 59, 60
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Puc. 31. Mac-cnekrp Tpudpomiay 59 Puc. 32. Mac-cnektp tpubpomiay 60

3 TEpMIHATBHUMH ANKIHUIbHUMHM TioeTepamu 41, 42 mpoBEACHO MOCTIIKCHHS
peakuii 1,3-AUMONSPHOrO LUKJIONPUEAHAHHS 3 APOMAaTHYHUMM Ta ali()aTUYHUMU
azuaaMu. Bimomo, 110 KynpyMKaTamTHYHY KIIK-PeaKilito MPOBOASITh BUKOPHUCTOBYHOUN
pi3HI PO3YMHHMKM Ta Katamizatopu. B jiteparypi 3yCcTpiyarOThCs — peakiiii
OpOMApPriIbHOro Tioerepy O€H30TIa30iy 3 asujaMu, B SKHX SK PO3YUHHHK
BUKOpUCTOBYBaM cymim JIM®A-Boma um TpeT-OyTaHONI-BOAA, a K Karaai3aTopu —
KynpyM cyibgar Ta HaTpiid ackopoOat [35-45].

[erepoumkiizauito tioerepis 41, 42 ¢enut-, OeH3WIA3UAOM MPOBOJWIA B
npucyTHOCTI ackopOary Harpito Ta kynpyMm (II) cynedary. Sk cBiguats pesynbratu
€KCTMIEPUMEHTY HalOIIbll eQEKTUBHUM PO3YMHHMKOM € cyMmim TI'®-Boga s
OyTtinuibHOTrO Tioetepy 41 3 penutazuaom. OHAK, peakilis MEHTIHUILHOIO TioeTepy 42
3 (peHu1- Ta OCH3WIA3MIOM Kpallle MPOXOAUTH MPU BUKOPUCTAHHI po3unHHUKa JIMDA-
Boda. Sk pesynbrar, oTpumaHo ridpuaHi 1,2.3-tpuazonintiodeHsoriazonu 61-63 3
BHCOKMMHM BHUXOJaMH, OyIOBY SKHMX MiATBEPKEHO crektpamu SIMP 'H, 3C Ta

XpOMaTOMac-CleKTPOMETPI€O (puc.33).
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Cxema 2.20
(:[ />/ he NaOAsc, CuS0;, o WN g
N THF:H,0 or DMF:H,0 N=p
41,42 n=1(61), 2 (62, 63) 61-63

R = Ph (61, 62), Ph-CH, (63)
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Puc.33. Mac-cnektp TpuazonintiodeHzoriazony 61

Otox, BrEpIIe CUHTE30BaHI MOPUAHI TPUA30JIUITIOOEH30TIa30/M, SKI PO3/ALICHI
JEKUIbKOMA METHJICHOBUMU ClieiicepaMy, 110 € MEPCIEKTHBHUM JUIs MOIIYKY iX HOBHX
O1070TTYHUX AKTUBHOCTEH.

2.3. ®ynridaKkTepHUHAHI BJACTHBOCTI CHHTE30BAHHX CIOJIYK

Y cmiBnpaui 3 kojaeramu 3 JIbBIBCbKOI MOJITEXHIKA MPOBEACHI NOCIIDKEHHS 10
(yHr10aKTepULIMIHINA aKTHBHOCTI JOCIIKYBAaHUX PEUYOBMH. BUSBICHO, 1110 CHOMYKOHO-
JIAEPOM € Cilb TekcadpomoTenypary HMHaMuITIOOeH30TIazomiio 15, sgka mposBise
BUCOKY UYTIMBICTb N0 FEscherichia coli, Staphylococcus aureus. Takox nomipHy
AKTUBHICTB MPOSBISAE KOMIUIEKC LIMHAMIATIOOEH30TIA30/1y 3 MEPKY i XaopuaoM 22 no
BIIHOLICHHIO sIK A0 OakTtepiit, Tak 1 n0 rpuOkiB. Caig BIAMITATH HU3bKI MiHIMabHI

iHrioytroui konuerpauii (MIK), minimanbhi 6akrepuuuani (MBK) 1 ¢pynrinuani (M®OK)
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KOHIETpaWii KoMIUIekey 22 Mo BiAHOWIEHHIO N0 FEscherichia coli, Staphylococcus

aureus, Candida tenuis, a cymimi ceneHoBMicHMX OenzotiazoniB 19, 20 no Candida

fenuis.

Pe3yibTati J0CIKEHD

Tabmung 1

DyHridakTepuuuAHa AKTUBHICTD JOCTIZKYBAHHX CIIOJIYK (MeTOX A)

i

Kox Konmentpa | [liaMeTp 30H IPHTHIYEHHA POCTY MIKPOOPTaHi3MiB, MM
CIIOAYKH 1ist, %
E coli S.aureus | Mluteum | C.tenuis | A.niger

3 0,5 0 0 0 0 0
0.1 0 0 0 0 0
6 0,5 0 0 0 0 0
0.1 0 0 0 0 0
15 0.5 35.0 35.0 7,0 0 0
0.1 27,0 19,0 0 0 0
19,20 0,5 0 15,0 23,0 16,0 0
0,1 0 10,0 10,0 7,0 0
18 0,5 0 0 0 0 0
0,1 0 0 0 0 0
16 0.5 27.0 15.0 0 0 0
0,1 0 0 0 0 0

22 0,5 15,0 13,0 25,0 17,0 12,0
0.1 0 0 11.0 10,0 7,
4 0,5 0 0 0 0 0
0.1 0 0 0 0 0

Tabnuus 2

IToka3uuku MiHiMaabHOT OakTepuuuaHOl KoHUeHTpauii (MBK) i minimaabHol

inrioyrouoi konuenrpauii (MIK) cnonyk meToaom cepiiinux po3seaesb (Metoa b)

Koz KyneTypn 6akTepiii
CHOTYKH Escherichia coli Staphvlococcus. Mycobacterium
aureus luteum
MIK, MBK, MIK, MBK, MIK MBK
MKI/MJII | MKI/MJI | MKID/MA | MKD/MJI | MKI/MI | MKID/MI
3 + + =+ + 125.0 250,0
6 + + + + 250,0 500,0
15 62,5 125,0 250,0 500,0 + -
19, 20 i + 250,0 500.,0 31,2 62,5
4 250,0 500,0 250,0 500,0 125,0 250,0
18 + + + + ¥ +
16 31,2 125,0 62,5 125,0 + -
22 7,8 15,6 7,8 15,6 <0,9 0,9
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Tabmung 3

[Tokazuuku MiHiMaabHOT PyHrinuanol koHuentTpauii (M®K) i minimajabHol

inrioyrouoi konuentpauii (MIK) cnosiyk Metoaom cepiiinux po3seaens (Meroa b)

Koz KynasTypu rpubis
CITOJIYKH
Candida tenuis Aspergillus niger
MIK, MOK, MIK, MOK,
MKT/MJIT MKI/MIT MKIT/MIT MKT/MIT
3 250,0 500.0 250,0 500,0
6 250,0 500,0 250,0 500,0
15 + + + +
19,20 7.8 15,6 + +
4 15,6 31,2 + +
18 + + 500,0 %*
16 - + - -
22 3.9 7.8 62.5 125,0

[To3HaueHHS: «+» B AOCHIIKYBAHUX KOHLEHTPAILISX CMIOCTEPIraBcs picT
MIKPOOPraHi3My Ha pPiBHI KOHTPOJIIO.

«*» B IOCIIDKYBAHUX KOHLUEHTPALISX MOKA3HUKK O101IMIHOTO €PEeKTY HE
BCTaHOBJICHO.

JInsg AesKuX CHHTE30BAHMX TaJlOreH- Ta XaJbKOT€HTATOr€HOBMICHHMX CIIOIYK
OCH30TIa30J1y JOC/IUKEHO BIUIMB HU3bKOIHTEHCHBHOIO JIA3€PHOIO BUIPOMIHIOBAHHS
(HIJIB) uyepBOHOro CHEKTPY HaA YYTJIMBICTH KIIHIYHOTO I1HOKYJATY Staphylococcus
aureus (S. aureus). JlaHi CKPUMHIHTOBUX AOCTIMHKEHb MOKA3yKTh, IO BCI MPOTECTOBAHI
peuoBMHU B KOHUEHTpauli 500 MKI/MJ IMOBHICTIO MPUTrHIYYBAIM PICT KJIIHIYHOIO
HOKYJIATY S. aureus. HaiiOuibll BUpaKeHY aHTUMIKPOOHY aKTUBHICTBH MPOSBUJIA ClIb
reKCaxJopoTeNnypary nponaprintiodensoriazonito 56. i MIK B KOHTpOIbHUX cepisix (3
HEOIPOMIHEHUM 1HOKYJISATOM) cTaHOBWIIA 31,25 MKI/MII.

OnpomineHHs S. aureus npusseno 10 3HwkeHHs sk MIK, tak 1 MBK cnonyku 57
3 250 Ta 500 Mkr/mn y koHTpoJi 10 125 ta 250 mxr/mu BianoBiaHo, a MIK cnonyku 56
3HM3mnacs 3 31,25 Mkr/miu y KOHTpoai ao 15,62 MKr/Mia micis ONPOMIHEHHS 3a

nonomororo npuiany «LIKA-therapisty Ta «Medic 2K».
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Tabmuug 4

BB HH3LKOIHTEHCHBHOIO JIa3epHOro sunpominosanus (HIJIB) na yyriausicrs

Staphylococcus aureus

Koz MIK MBK MIK MBK MIK MBK MIK-2 MBK-2

CITOTYKIH (KOHTD.. (xoHTD.. (LT, (LT, (LS, (LS, (MED/™MT) | (MET/MT)
MKL/MIT) MEL/MI) | MKD/MIT) | MKD/MIT) | MED/MT) | MED/MIT)

55 250 500 250 500 250 500 250 250

56 31.25 125 15625 125 15.62 125 62.5 125

37 250 500 125 250 125 250 250 500

58 250 250 250 250 250 250 250 250

44 125 250 125 250 125 250 250 250

AHaTI3YI0YM TUHAMIKY aKTMBHOCTI PEYOBUHM, JJIsi OLIBLIOCTI CIIOJYK BOHA HE
3MIHIOBalacs Yepe3 ABa Micsll micas CcuHTe3y. Jlume y Bumagkax coii 56 Ta
Tpuitonuay 44 cnocrepiranocs aBopa3oBe 30uibiieHHs MIK. OmiHoO0YM  BIUTMB
onpoMiHeHHs MikpoOHOro 1Hokyasty HIJIB Ha dytmiuBicTe 10  A0CHIIKYBAHUX
PEUOBHMH, OYJI0 BIA3HAYEHO ii MiABMILECHHS 10 CNOAYK 56 Ta 57.

Omxe,

CUHTE30BAaHUX CIOJIYK HA OCHOBI OEH30TIa30Jly CBIAYATH MPO MEPCHEKTUBHICTH iX

€KCIMIEPUMEHTAIbHO ~ BU3HAUCHI  (PyHriOaKTepuuuaHi  BIACTMBOCTI

BUKOPHCTAHHS SIK OAKTEPULMIHUX Ta MPOTUIPUOKOBHX 3ac0O0IB, B TOMY YMCII NpuU Aii

HU3bKOIHTEHCHMBHOTO JIA3€PHOTO BUTTPOMIHIOBAHHSI.



PO3ILI 3. EKCIIEPUMEHTAJIbHA YACTHHA
Crnexrpu SAMP 'H (400 MHz) ta *C (100 MHz) OTpHMaHO Ha CIIEKTPOMETPI
Mercury-400 Bignocno TMC. Mac-cnexktpu BuMipsHi Ha Agilent 1100 LCMSD SL
instrument (ximMiuHa ioHizamis (APCI)). Temneparypnm mUIaBIeHHS BH3HAUEHI Ha
npuiaai Stuart SMP30. EnemeHnTHuii aHamiz BHkoHaHO Ha nmpuiaial Elementar Vario
MICRO.

2-Ilunaminrio6ensoriazon 2.

Ho 10 mMonp OeH30Tia30/1-2-TIOHY JOAAKOTh €TAHOJBHUH PO3YMH ETHIIATY
Hatpito (10 MMosb HaTpito B 15 M1 €TaHOJy ) A0 NOBHOTO PO3YMHEHHA. [0 yTBOPEHOrO
po3uHHy fAojarTh 10 MMONB LMHAMUT XJIOPHAY 1 MEPEMIINYIOTh NpH KIMHATHiH
temneparypi 12 rogun. Ocag 6i10ro Koapopy (UIBTPYIOTh, TPOMUBAIOTEL €TAHOJOM I
NEPEKPUCTATIZOBYIOTE 3 MeTaHony. Buxin 65%. Tn 57-60 °C. 'H SAMP (400 TI'n,
JIMCO-ds): & (M.u.) 8.01 (n, 1H), 7.90 (a, 1H), 7.47 (1, 1H), 7.42 (n, 2H), 7.36 (T, 1H),
7.31 (1, 2H), 7.26 (1, 1H), 6.78 (1, 1H), 6.48 (M, 1H), 4.24 (a, 2H). C AMP (100 I'u,
AMCO-ds): & (m.u.) 166.1; 152.8; 136.2; 134.8; 133.9; 128.8; 128.0;, 126.5; 124.6;
124.0; 121.9; 121.3; 354,

3-Hono-4-denin-3,4-narinpo-2H-[1,3]riazuno[2,3-b][1,3]6en30Tiaz0.iii
TpHiioaua 3.

Jo 0.35 MMOnb 2-IHHAMINTIOOEH30TIA301y 2, PO3UYHHEHOTO Y 5 MIT XJI0podopMy,
nonarotk 0.7 MMOnb Hoay, posuuHeHOro y 10 mn xnopodopMmy, NEpeMIlllyIoTh MpU
KIMHATHIiE Temmneparypi mporaroM 9 roa. Ocag TEeMHO-KOPUYHEBOTO KOJIBOPY
(pLIBTPYIOTH, MPOMUBAKOTE XJIOPOGOPMOM, CYIIATh HAa MOBITPL. Buxia 59%. Ty, 137-138
°C. 'H SIMP (400 ', IMCO-ds): 8 (M.u.) 8.43 (1, 1H), 7.85 (M, 1H), 7.73 (M, 2H), 7.45
(m, 3H), 7.33 (1, 2H), 6.99 (¢, 1H), 5.69 (M, 1H), 3.70 (x, 1H), 3.40 (x, 1H). 3C AMP
(100 T'u, AMCO-ds): & (M.u.) 176.0; 140.8; 135.5; 129.8; 129.3; 128.4; 127.6, 126.3;
124.7; 114.8; 66.5; 34.0; 17.4. Pozpaxosano ansa CisHisuNS,, %: C 24.27; H 1.64; N
1.77. 3naiipeno, %: C 25.16; H1.55, N 1.86.



3-bpomo-4-denin-3,4-guriapo-2H-[1,3]riazuno|2,3-b][1,3]6en3oriazo.tiii
TpuGpomin 4.

Memoo A. o 0.35 MMOIb 2-UMHAMUITIOOEH30TIA30/Iy 2, PO3YHHEHOTO V 5 MII
xnopogopmy, nomarote 0.7 MMone OpoMy, posumHeHoro y 10 mi xiopodopmy,
NEPEMINIYIOTH MPHU KIMHATHIA TeMnepaTypl npotaroM 5 roa. Ocaa >KOBTOTO KONBOPY
(PUIBTPYIOTH, IPOMHBAIOTH XJIOPOGOPMOM, CylaTh Ha MoBiTpi. Buxia 78%. Ty, 176-177
°C. 'H SIMP (400 T, AMCO-ds): & (M.u.) 8.44 (M, 1H), 7.85 (M, 1H), 7.71 (M, 2H), 7.45
(M 3H), 7.35 (1, 2H), 7.05 (¢, 1H), 5.80 (m, 1H), 3.85 (x, 1H), 3.56 (1, 1H). °C sIMP
(100 T'u, AMCO-ds): & (m.u.) 176.6; 141.2; 135.2; 130.2; 129.7; 128.8; 128.1, 126.7;
125.7, 115.3; 65.7, 42.5; 32.6. Pozpaxopano ana C;sH,;BrsNS,, %: C 31.84; H 2.16; N
2.32. 3naiineHo, %: C 32.16; H 1.95; N 2 .46.

Memoo B. Ho 0.15 mMone GpoMigy 6, pozuuHeHoro B 10 M neoasHoi oUToBO1
KUCJIOTH, 10AalTh 0.15 mMMmonbp OpoMy, po3umHeHoro B 10 M nbOASHOI OLTOBOI
Kkucnoty. Peakuiiiny cymim nepeMimyroTs 4 roa. Ocaj )OBTOTO KOIBOPY (PUIBTPYIOTH,
NPOMHBAIOTH JIBOASHOKO OLTOBOK KHCI0TOW. Buxig 81%. Ty, 176-177 °C. 'H SAMP
(400 T'u, AMCO-de). 6 (m.u.) 8.42 (m, 1H), 7.84 (m, 1H), 7.70 (M, 2H), 7.45 (M, 3H),
7.33 (M, 2H), 7.03 (¢, 1H), 5.79 (m, 1H), 3.82 (n, 1H), 3.56 (1, 1H).

3-Hono-4-denin-3,4-narinpo-2H-[1,3]riaznno[2,3-b][1,3]6en30Tiaz0.iii
iioaun S.

Memoo A. Mo 0.2 mMons Tpuiioauay 3 B 5 M aleTOHY AOJAXOTE HACHUYCHHI
PO34HH HATpifl cyap(ITY 1 MEPeMIMYIOTh 2 roa. Ocal CBITIO-KOPHYHEBOTO KONBOPY
GUIBETPYIOTE, IPOMHMBAIOTE BOAOK) Ta aueToHoM. Buxix 48%. Ty 141-142 °C. 'H AMP
(400 T'u, IMCO-dg): o (M.4.) 8.46 (1, 1H), 7.86 (M, 1H), 7.72 (M, 2H), 7.48 (M, 3H),
7.30 (m, 2H), 7.05 (¢, 1H), 5.71 (M, 1H), 3.71 (a, 1H), 3.42 (x, 1H). Po3paxoBano ans
CisHi31aNS2, %: C 35.75; H2.42; N 2.61. 3naiigeno, %: C 34.98; H2.41; N 2.43.

Memoo B. o pozunny 0.36 mMons iogoaudpomiay 7 B 10 Mn aueToHi JOAAKOTH
posunH 0.44 MMoab kaniii iioauay B 10 Mn aneroHy. Peakuiiiny cymilll nepemilnyoTs 4
rog. Ocag CBITIIO-KOPUYHEBOTO KONBOPY (GbTpyroTh. Buxia 54%. Ty, 142-143 °C.
'H SIMP (400 T'u, AMCO-ds): 8 (M.u) 8.42 (m, 1H), 7.84 (m, 1H), 7.71 (¢, 2H), 7.44 (m,
3H), 7.32 (M, 2H), 6.98 (c, 1H), 5.68 (M, 1H), 3.69 (a, 1H), 3.35 (a, 1H).
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3-bpomo-4-denin-3,4-guriapo-2H-[1,3]riazuno|2,3-b][1,3]6en3oriazo.tiii
opomin 6.

Ho 0.2 mMons Tpudpomigy 4 moparots 10 mul auerony 1 nepemimnyiote 30 XxB.
Ocal CBITIIO-)KOBTOTO KOJBOPY (DUIBTPYIOTH, MPOMHUBAKOTH alleTOHOM. Buxina 48%. T,
207-208 °C. 'H SIMP (400 T'u, AMCO-ds): & (M.u.) 8.46 (1, 1H), 7.86 (x, 1H), 7.70 (n,
2H), 7.44 (¢, 3H), 7.33 (a, 2H), 7.06 (c, 1H), 5.80 (M, 1H), 3.84 (a, 1H), 3.55 (a, 1H).
Pozpaxosano s CisHi:BraNS,, %: C 43.34; H 2.93; N 3.16. 3natineHo, %: C 44.06; H
2.95; N 3.46.

3-Hono-4-dpenin-3,4-murinpo-2H-[1,3] riazuno[2,3-b] [1,3]6ensoTiazomiii
iioxoauOpomin 7.

Jlo 1 MMonp 2-IHMHAMINTIOOEH30TIA30My 2, PO3YHHEHOTO0 y 5 MII JIbOAAHOI
OLTOBOI KHCIOTH, AomaroTe 20 Ma po3umHy Opomimy i#oay (C(IBr)=0.05 monw/m).
Peakiiiiny cymill MepeMILIyIOTh MPU KIMHATHIN TeMmepatypi npotsrom 8 rog. Ocan
CBITJIO-’)KOBTOTO KOJILOPY (PUIBTPYHOTh, MPOMHUBAOTE JILOAIHOK OITOBOK KHCIOTOO,
cymaTh Ha noBitpl. Buxin 48%. Ty, 171-173 °C. 'H AMP (400 I'u, IMCO-ds): & (M.4.)
8.42 (1, 1H), 7.84 (1, 1H), 7.71 (M, 2H), 7.44 (M, 3H), 7.32 (M, 2H), 6.99 (c, 1H), 5.68
(M, 1H), 3.69 (n, 1H), 3.38 (a, 1H). Pospaxosano misa CisHisBr2bNS;, %: C 27.57; H
1.88; N 2.01; S 9.20; Br 22.93; 1 36.41. 3naiineHo, %: S 11.38-11.47; I 35.30-35.59; Br
22.89.

3-Hono-4-denin-3,4-narinpo-2H-[1,3]riaznno[2,3-b][1,3]6en30Tiaz0.iii
iiopoauxjopuna 8.

Ho 1 Mmonp 2-HUMHAMUITIOOEH30TIa30y 2, PO3UHHEHOTO V 5 MI xJiopodopmy,
A0AaTh | MMOJL XJOpuAy HOAy IHAMBIAYATBHOTO, AKHW PO3YHHAKOTH B 15 M
xjopodopmy. PeakuiiiHy cyMinl NepeMINIYIOTh NPU KIMHATHINA TEMIEPATypl NPOTATOM
10 roa. Ocag opaHkXeBOro KOJIbOPY (LIBTPYIOTh, IPOMHBAIOTH XJIOPOGOPMOM, CYyIIATh
Ha moBiTpi. Buxin 44%. Ty, 188-189 °C. 'H AMP (400 I'u, IMCO-ds): & (M.u.) 8.42 (T,
1H), 7.84 (1, 1H), 7.71 (M, 2H), 7.43 (M, 3H), 7.31 (M, 2H), 6.99 (¢, 1H), 5.68 (M, 1H),
3.69 (m, 1H), 3.38 (1, 1H).
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3-bpomo-4-denin-3,4-guriapo-2H-[1,3]riazuno|2,3-b][1,3]6en3oriazo.tiii
nepxJiopar 9.

Ho pozumny 0.24 mmons Opomigy 6 B 10 M meraHony mogarote po3uuH (.29
MMOJIb HATpill mepxiopary B 5 MJI MeTaHOMy. PeakiiiiHy cyMiml nepeMilyoTe 8 rof.
Ocan OUTOro Koasopy (PUIBTPYIOTH, NPOMUBAIOTE BOAOK. Buxin 42%. Ty, 257-259 °C.
'H AMP (400 'u, IMCO-d¢): 8 (m.a.) 8.42 (m, 1H), 7.84 (m, 1H), 7.71 (T, 2H), 7.45 (
M, 3H), 7.33 (1, 2H), 7.03 (¢, 1H), 5.79 (M, 1H), 3.82 (a, 1H), 3.55 (a, 1H).
Pospaxopano mnsa CisHpj3CIBINOS,, %: C 41.51; H 2.81; N 3.02. 3naiineno, %: C
4091, H2.77; N 3.13.

2-IIpeninriodensoriazon 10.

Jo 20 mMomb O€H30Tia301-2-TIOHY AOAAKTh €TAHOIBHHMI pO3YUH ETHIATy
Hatpito (20 MMosb HaTpito B 30 MJ1 €TaHOJTy ) A0 MOBHOIO PO3YMHEHHA. [0 YTBOPEHOTO
PO3YMHY HEBEIMKUMH KaIUIIMHM J04at0Th 20 MMOJIB NMPEHUT XJIOPHAY Ta NEPEMIIYIOTh
npy KiMHaTHIi TeMmnepatypi 12 roauH. PeaxuiliHy cyMill BHIMBAKOTE Y BOAY,
EKCTParyTh eTWIaueTaToM (x2). Opraniunuii wap MpoOMHBAIOTE BOAOI0, HACHYCHUM
po3uunoM NaCl, cymate Na SOy, Tioerep 10 BUALIAIOTE Y BUMIIAAI TEMHO-KOPHYHEBOI
omii. Buxix 92%. 'H IMP (400 T't, IMCO-d¢): & (m.4.) 8.01 (1, 1H), 7.85 (n, 2H), 7.46
(1, 1H), 7.36 (1, 1H), 5.40 (1, 1H), 4.02 (1, 2H), 1.74 (¢, 3H), 1.71 (¢, 3H). °C SIMP
(100 'y, AMCO-d¢): 6 (m.u.) 166.4; 152.7; 137.7, 134.6; 126.3; 124.4; 121.7; 121.1;
118.2;31.1;25.4; 17.8.

3-Hoao-4,4-namernn-3,4-quriapo-2H-[1,3] ria3suno[2,3-b][1,3]6enzoTiazoniii
Tpuiioaua 11 (MeToauka oxep;kaHHa TpHioAHAY 3)

Buxina 32%. Tyy 108-110 °C. 'H SIMP (400 T'u, AIMCO-d¢): & (m.4.) 8.42 (1, 1H),
8.34 (n, 2H), 7.71 (m, 1H), 5.41 (M, 1H), 4.17 (a, 1H), 3.94 (M, 2H), 2.17 (c, 3H), 2.01
(c, 3H).

3-bpomo-4,4-qumeTnni-3,4-auriapo-2H-[1,3]|tia3zuno| 2,3-b] [1,3]0eH30Tiaz0miii
TpHOpOMIa 12 (MeTOAHKA oaepKaHHA TPpuGpomiay 4)

Buxiz 43%. Tyy 175-177 °C. 'H SIMP (400 T'u, AMCO-ds): 6 (m.4.) 8.44 (m, 1H),
8.35 (m, 2H), 7.71 (m, 1H), 5.49 (m, 1H), 4.23 (a, 1H), 3.93 (M, 2H), 2.14 (¢, 3H), 1.99
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(c, 3H). BC SIMP (100 Ty, IMCO-dq): & (M) 177.2; 141.4; 128.9; 128.0; 127.9;
124.8; 119.3; 68.4; 54.9; 33.2, 27.8; 26.0.

3-Hono-4,4-1umernn-3,4-muriapo-2H-[1,3] riazuno[2,3-b] [1,3]6ensoTiazomiii
iionogudpomia 13

Memoo 4. o 1,3 mmons 2-npeninTiodeH30Tiazony 10, po34HHEHOTO B JIbOAAHIM
ouroBiii kucnmoti gogaroTe 26 ma IBr (c(IBr)=0,05 monp/m B OUTOBIH KHCJOTI).
Peakuiiiny cymim nepemimyiote 5 roa. Ocag (UIBTPYIOTh, MPOMHBAIOTH OLITOBOK)
KHCTOTOXO.

Memoo B. o 1,3 Mmonp 2-npenintioGeHzotiazony 10, po3uMHEHOro B
ximopodopMi 4HM JILOASHINA OLTOBIH KHCIOTI AoJaroTh 1,3 MMone #HozoaubGpomindy,
poudHeHoro B 10 Ma xyopodopMy uM oUTOBOI KHCHOTH. Peakuifiny cymiim
nepemimyots 5 rog. Ocag PinBTPyIOTh, MPOMHBAIOTE XITOPOYOPMOM YK OLITOBOK)
KHCJIOTOI0.

Buxina 32%. Tyy 112-113 °C. 'H SIMP (400 T'u, AMCO-d¢): & (m.4.) 8.40 (1, 1H),
8.33 (n, 2H), 7.70 (m, 1H), 5.40 (m, 1H), 4.16 (xa, 1H), 3.93 (M, 2H), 2.16 (¢, 3H), 2.00
(c, 3H).

MeToauKa CHHTE3Y IeéKCcarajoreHoreyparie 2-nuHaminbeH3oriazoliw 15,
16.

Ho 0,35 MMoab 2-upHaAMINTIOO0EH30TIa30y 2, pO3UYMHEHOTO ¥ 5 MII Xiopodopmy
YY OUTOBOI KHCJIOTH, AOJAIOTh PO3YMH TENYPreKCaraloreHiAHO1 KHUCIIOTH, OTPHUMaHOi
npu posqyuHeHH1 0,35 mmone tenyp (IV) okcuay y 6-kpaTHIH KUIBKOCTI FaJONEHLTHOL
kucnotu (HBr, HCl). Peakuifiny cymim nepemimyiotrs 1.5 roguan (TeO,+HCI) 1 6
roquH (TeO,+HBr). Ocan (uibTpyrTh, NPOMHUBAKTE XJIOPOPOPMOM YH OLTOBOIO
KHCJIOTO), CYIIATh HA MOBITPL.

I'ekcaGpoMoTenypar 2-HHHAMLITIOOeH30Tia30/1i10 Iuriapar 15 .

Buxin 65%. ITomapanueBa TBepaa peuosuHa. Ty, 152-153 °C. 'H SAMP (400 I'n,
JIMCO-ds): & (M.u.) 8.00 (n, 1H), 7.87 (n, 1H), 7.46 (1, 1H), 7.41 (a, 2H), 7.36 (a, 1H),
7.31 (1, 2H), 7.23 (1, 1H), 6.77 (a, 1H), 6.45 (M, 1H), 4.22 (a, 2H). *C AMP (100 I'u,
AMCO-ds): & (M.u.) 133.9; 128.8; 128.0;, 126.5; 124.6; 124.0; 121.9; 121.3; 354.
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Pozpaxosano qns CisHisBrgNO2S2Tegs, %: C 22.22; H 2.08; N 1.62. 3HaiineHo, %: C
2091, H2.17; N 1.53.

I'ekcaxyioporesypar 2-nHHaMiNTIO0eH30Tia30/ii0 quriapar 16 .

Buxin 57%. XKosra TBepaa peyosnHa. Try 138-140 °C. 'H SIMP (400 T'u, IMCO-
ds): & (M.u.) 8.00 (n, 1H), 7.88 (n, 1H), 7.47 (n, 1H), 7.42 (n, 3H), 7.36 (a, 1H), 7.31 (T,
2H), 7.24 (1, 1H), 6.77 (o, 1H), 6.46 (M, 1H), 4.22 (1, 2H). *C AMP (100 'y, AMCO-
de): 0 (M.u.) 133.9; 128.8; 128.0; 126.5; 124.6; 121.3; 124.0; 121.9; 35.4. Po3paxoBaHO
ans CisHisClsNO,S2Teg s, % C 32.16; H 3.02; N 2.35. 3uaiineno, %: C 32.61; H 2.98;
N2.43.

MeTtoauka cuHTe3y KoMILIekcis 17, 18,

Mo 0,35 MMoab po3vuHy 2-DHHAMIITIOOEH30TIa30y 2 ¥y 5 M XjaopodopMy 4u
OLTOBOI KHCIOTH O0Aa0TE (.35 MMMONB #-METOKCI(€TOKC1)peHIITeny pTpuxIopuay,
po3uuHeHoro y 30 mur xnopogopMy 9H OLTOBOI KMCIOTH 1 NEPEeMImyIOTh 48 roAMH.
Ocan GpinbTPyOTH, MPOMUBAIOTE JUETWIOBHM €(IpOM.

Kommieke 2-HHAMIITIO0EH30TIa30J1y 3 N-MeTOKCi(heHiITe/Ty pTPHXIOPHAOM
17.

Buxin 57%. XKosra TBepaa pewoBuHa. Try 125-127 °C. 'H SIMP (400 T'u, IMCO-
ds): & (M.u.) 8.,33 (1, 2H), 8.00 (n, 1H), 7.88 (n, 1H), 7.64 (M, 2H), 7.46 (1, 1H), 7.43 (1,
2H), 7.36 (1, 1H), 7.31 (1, 2H), 7.24 (8, 1H), 7.03 (1, 2H), 6.76 (a, 1H), 6.46 (M, 1H),
422 (n, 2H), 3.79 (c, 3H). PospaxoBano msa CisH 3NS,*0,5C7HC1;0Te, %: C 50.13;
H 3.53; N 2.99. 3naiineno, %: C 49.68; H 3.38; N 2.69.

Kommiexke 2-HHHAMUITIOOEH30TIA301y 3 R-eTOKCi(peHIITeyPTPHXJIOPHIOM
18.

Buxin 57%. XKosra TBepaa pewosuHa. Ty 116-117 °C. 'H SIMP (400 T'u, IMCO-
de): & (m.u.) 8.31 (1, 2H), 8.00 (n, 2H), 7.88 (n, 1H), 7.47 (n, 1H), 7.42 (n, 3H), 7.36 (x,
1H), 7.31 (1, 2H), 7.24 (g, 1H), 7.09 (a, 2H), 7.02 (a, 2H), 6.77 (a, 1H), 6.46 (M, 1H),
4.22 (n, 2H), 4.07 (1, 2H), 1.33 (1, 3H). *C SIMP (100 I'n, AMCO-de): & (M.u.) 166.2;
160.5; 159.8; 152.9; 143.8; 136.2; 135.4; 134.9; 134.0; 128.9; 128.1; 126.6; 124.7,
124.1, 122.0, 1214; 114.5; 1140, 63.6, 35.5; 14.7. Po3paxoBaHo i
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Ci6H13NS,2*0,5CoHoCl130Te, %: C 50.67; H 3.70; N 2.96. 3uaiineHo, %: C 49.75; H
3.45; N 2.68.

Cymim  4-¢penin-3-(rpudpomo-A*-cenanin)-3,4-nuriapo-2H-[1,3] riazuno[2,3-
b][1,3]0en3oTia3zoaiii Opomiay 19 Ta 4,4-au6pomo-3-|opomo(penia)mern]-3,4-
maurigpo-2H-4A*-[1,4,3| riacesnenazuno|2,3-b][1,3]6ensoriazomiii Gpominy 20.

Jo 0,35 MMOJIb 2-1IMHAMIATIOOEH30TIa30i1y 2, PO3YMHEHOI0 Y 5 MJI XJIOpohopmy,
JA0JIa0Th PO3YMH CENEHTEeKCAraJOreH1IHOI KUCI0TH, OTPUMAHOI npu po3unHeHHl 0,35
mmonb cenel (IV) okenay y 6-kpaTHii KiTbKOCTI OpOMOBOIHEBOI KMCIOTH. Peakiiiiny
cyMill nepeMimyoTs 6 rogud. Ocaja OpaHKeBOr0 KOJbOpY (PUIBTPYIOTH, IPOMUBAIOTH
xnopodopMom, cymark Ha noBiTpi. Buxin 57%. Ty 105-108 °C. 'H SIMP (400 I'n,
JIMCO-d6): 6 (m.u.) 8.47 (a, 1H), 8.34 (a, 1H), 7.85 (m, 1H), 7.69 (m, 4H), 7.56 (M,
5H), 7.41 (m, 21H), 7.06 (c, 1H), 5.79 (c, 1H), 4.58 (¢, 1H), 4.09 (M, 1H), 3.87 (m, 3H),
355 (m, 1H).

JAudpomo(4-¢penin-3,4-quriapo-2H-0en3o|4,5|riazom10]2,3-b|[1,3]| ria3zun-5-iii-
3-in)cenenar (II) 21.

Ho 0,35 mmonb 2-uuHaMinTiOOEH30TIa30y 2, PO3YMHEHOIO0 Y 5 Ml JIbOASHOI
OILITOBOI KMCIIOTH, 0X070KYHOTh A0 0 °C 1 mpu nepemiiyBaHH1 A04at0Th po3uuH 0,35
mmonb cened (IV) okemay y 6-kpaTHOMY HaUIMIIKY OpOMOBOJHEBOI KUCIIOTH.
Peakuiiiny cymimn 1 roa nepemimyroTh OpU OXOJIOMKEHHI, HACTynHI 6 rOAUH Ipu
KIMHaTHIH Temmneparypl. Ocam OpaHKeBOro KoOJbOpy (UIbTPYHOTh, MPOMHUBAKOTH
JTHOASIHOK OLTOBOK) KUCIOTOR), CylIaTh MPH 3HWKEHOMY THCKY. Buxin 72%. Ty, 149-
150 °C. Mac-cnektp, m/z: 526 [M +H1". PospaxoBano misi CisHi3BraNS,Se, %: C
36.80; H 2.51; Br 30.60; N 2.68; S 12.28; Se 15.12. 3naiineno, %: C 30.57-30.76; H
2.03-2.23; S 10.51-10.69; Br 37.39-37.49. CtpyKTypa BCTAHOBJICHA 3a JONOMOIOK)
PEHTIEHOCTPYKTYPHOTO JOCIIDKEHHS (puc. 13).

Komnuexc 2-unnaminriodensoriazoay 3 mepkypii (I1) xaopuaom 22.

J1o 0,35 MMOJIb 2-1IMHAMLITIOOEH30TIa30i1y 2, PO3UMHEHOr0 y 15 M1 eTaHoiy,

noaaroTe pozunH 0,35 mmoinb Mepkypiit (11) xnopuay B 10 M1 etanony.

Peakuiiiny cymii nepemimyroTh 12 roguH. PO3YMHHUK BUIAPUIIH 1 OTPUMAITH
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wiboBui poaykT. Buxin 84%. Ty, 115-116 °C. 'H SIMP (400 I'u, JIMCO-ds): 6 (m.4.)
8.02 (1, 2H), 7.88 (1, 1H), 7.36 (M, 7H), 6.78 (1, 1H), 6.46 (M, 1H), 4.24 (1, 2H).

2-Iunamincyabgponiioensoriazon-1,1-giokcua 23.

Jlo po3umny 7,1 Mmonb 2-uuHamurtiodeH3oTiasony 2 B 15 M1 eraHoiny 10aroTh
1,775 wmmons (NH4),WO4 B 15 mi eranony, oxonomkyrwrs a0 0 °C 1 npu
nepemMiiyBaHHi A0aaroth 71 MMonb 35% po3uMHy TiAPOTeHNEPOKCUay. Peakiiiiny
CyMILIl MEepeMillyoTh npu KiMHaTHI Temneparypi 48 roxa. [lo 3akiHueHHIO peakuii
(xoutposs THIX) 1o po3unny aonarots 20 Mt 10% BOAHOrO po3unHy HATPIi Cyab(ITY.
Kpucraniuauit ocag 617010 Koabopy QuibTpyrOTh, TPOMUBAIOTH BOAOK Ta AIETHIOBUM
erepoM. [lepekpuctanizoByroTh 3 cymimi metanon-Boaa (1:2). Buxin 30%. Ty, 119-120
°C. 'H SIMP (400 ', IMCO-dg): & (m.4.) 8.92 (m, 2H), 7.69 (m, 2H), 7.31 (m, 5H), 6.77
(n, 1H), 6.21 (M, 1H), 4.67 (a, 2H). '*C SAMP (100 I'u, IMCO-d¢): & (m.u.) 165.9;
158.5; 152.1: 139.6; 136.4: 135.5; 128.7; 12835; 128.1; 127.9: 126.5; 124.9; 123.3;
114.8; 58.0.

3-bpomo-4-¢enin-3,4-aurigpo-2H-[1,3| riazuno|2,3-b|[1,3]6en3oTiazoiii-
1,1,10,10-rerpaokcua Tpudpomiza 24.

Jo 0,63 mmouib cynbpony 23, pozunneHoro B 10 w1 xsopogopmy, nonarors 1,26
MMOJIb OpoMy B 5 MJ XJ0podopMy, 1 NEPEMIIIYIOTh MPU KIMHATHIN Temmeparypi 5
roauH. Ocaa OpaHKeBOTO KOIbOPY PUILTPYIOTh, TPOMUBAIOTH XJIOPO(GOPMOM 1 CylIaTh
Ha nosiTpi. Buxin 49%. Ty, 137-139 °C. 'H SAIMP (400 I'u, IMCO-ds): & (m.4.) 7.82 (M,
1H), 7.71 (m, 2H), 7.61 (m, 1H), 7.33 (M, 4H), 7.18 (M, 1H), 5.96 (n, 1H), 5.76 (un, 1H),
4.07 (o, 1H), 3.98 (1, 1H). Mac-cnektp, m/z: 427 [M + H]*,

2-Aniarioben3oriazou 25 (meroauka oaep:;kanus rioerepy 10).

Buxin 90%. 'H SIMP (400 T, IMCO-ds): & (m.w.) 8.01 (a, 1H), 7.86 (x, 1H),
7.47 (1, 1H), 7.37 (1, 1H), 6.01 (™, 1H), 5.41 (1, 1H), 5.20 (1, 1H), 4.04 (a, 2H).

2-MeTtagainTio0eH3oTia3zon 26 (MeToauka oaepxkanus tioerepy 10).

Buxin 85%. 'H SIMP (400 T'u, AMCO-d¢): & (m.u.) 8.01 (x, 1H), 7.86 (1, 1H),
7.47 (1, 1H), 7.37 (1, 1H), 5.12 (¢, 1H), 4.95 (1, 1H), 4.05 (¢, 1H), 1.84 (¢, 3H).



46

2-byreninTiofen3oria3zon 27 (MeToguka oaepkannsa tioerepy 10).

Buxig 94%. '"H AMP (400 T'u, IMCO-ds). 8 (m.w.) 7.99 (g, 1H), 7.85 (a, 1H),
7.45 (1, 1H), 7.35 (1, 1H), 5.86 (M, 1H), 5.13 (a, 1H), 5.07 (a, 1H), 3.43 (1, 2H), 2.53
(M, 2H). BC SMP (100 T, AMCO-ds): 8 (M.u.) 167.0; 153.3; 136.4; 135.0; 126.8;
124.8; 122.1; 121.6; 117.3; 33.3; 32.6.

2-IlenTeHinTiofen3oTiazon 28 (Meroauka oaepxxaHHa Tioerepy 10).

Buxin 90%. 'H SIMP (400 Tu, IMCO-ds): 8 (m.u.) 7.98 (1, 1H), 7.84 (n, 1H),
7.45 (1, 1H), 7.35 (1, 1H), 5.82 (M, 1H), 5.06 (a, 1H), 4.99 (x, 1H), 3.34 (1, 1H), 2.18
(M, 2H), 1.85 (M, 2H). *C AMP (100 ['u, AMCO-ds): & (mM.u.) 166.6; 152.7, 137.4;
134.5;126.3; 124.3, 121.7, 121.0; 115.6; 32.2; 32.0, 27.9.

Cymiw 3-iionomeTn.i-2,3-aurigpo|1,3]riazono|2,3-b][1,3]6en3oriazoniii
iionoauOpomia 29 i 3-iono-3,4-aurigpo-2H-[1,3]riazuno|2,3-b][1,3]0en30Tiazomnii
iioxoanGpomia 30.

29 'H SIMP (400 T'i, IMCO-ds): & (M.u.) 8.27 (1, 1H), 8.10 (a, 1H), 7.70 (1, 1H),
7.62 (1, 1H), 5.80 (M, 1H), 4.49 (M, 1H), 3.93 (M, 1H), 3.91 (M, 1H), 3.76 (M, 1H).

30 'H AMP (400 I'u, IMCO-d¢): 8 (m.9.) 8.30 (n, 1H), 8.16 (u, 1H), 7.76 (1, 1H),
7.68 (1, 1H), 5.11 (nn, 1H), 5.02 (M, 1H), 4.83 (an, 1H), 4.02 (aa, 1H), 3.94 (ax, 1H).

3-Hoaomern-3-mernn-2,3-quriapo[1,3]riazono[2,3-5] [1,3]GensoTiazo.niii
iioxoauOpomia 31.

Buxin 30%. Opanxera TBepaa peuoBHHA. Ty 96-98 °C.'H SIMP (400 T,
JIMCO-dg): 6 (M.u.) 8.27 (M, 2H), 7.65 (M, 2H), 4.33 (n, 1H), 4.13 (¢, 2H), 4.08 (a, 1H),
2.11 (¢, 3H). 3C AMP (100 I'u, AMCO-ds): & (m.u.) 147.0; 135.9; 134.2; 128.8; 126.8;
125.3;74.1,49.3;, 234, 12.3.

4-bpomomerna-3,4-qurigpo-2H-[1,3]riasuno[2,3-b][1,3]6en3oTiazo.aik
TpHOpoMIA 32 (MeTOAHKA oJep:KaHHS TPpUOpominy 4)

Buxin 40%. XKosra tBepaa peuosuna. Ty, 120-122 °C. 'H AMP (400 I'n, IMCO-
ds): & (M.u.) 832 (0, 1H), 8.16 (1, 1H), 7.80 (1, 1H), 7.70 (1, 1H), 5.67 (¢, 1H), 3.99 (M,
2H), 3.65 (M, 2H), 2.96 (m, 1H), 2.43 (M, 1H). 3C AMP (100 I'u, IMCO-d¢): 8 (M.4.)
176.9; 141.4, 129.1; 128.1, 127.5, 124.4; 115.6; 55.4; 30.9; 24.2; 23.0.
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4-Hoxomerna-3,4-aurinpo-2H-[1,3]tiaznno[2,3-b][1,3]6en3oTiazomiii
TpHioAHA 33 (METOAHKA OIePKaAHHA TpHHOAHAY 3)

Buxin 43%. TeMHO-KOpHYHEBA TBEPAA pedoBuHa. Tr,; 128-130 °C. 'H AMP (400
I'n, AMCO-ds): 6 (M.u.) 8.32 (x, 1H), 8.10 (x, 1H), 7.81 (T, 1H), 7.70 (T, 1H), 5.53 (c,
1H), 3.68 (M, 2H), 3.59 (M, 2H), 3.30 (M, 1H), 2.99 (M, 1H).

4-Hoaomern-3,4-nuriapo-2H-[1,3]tiazuno|[2,3-b] [1,3]6ensoTiazomiii
iionoaudbpomMia 34 (MeToaHKa oaepkaHHsa HogoauGpomiay 13)

Buxin 46%. teepaa peuosnHa. Ty, 133-134 °C. 'H SAMP (400 ', IMCO-ds): 8
(m.u.) 831 (a, 1H), 8.10 (a, 1H), 7.81 (1, 1H), 7.70 (1, 1H), 5.53 (¢, 1H), 3.68 (1, 2H),
3.61 (M, 2H), 3.00 (M, 1H), 2.44 (M, 1H).

5-Hoxomerna-2,3,4,5-rerpariapo[1,3]riazenino[2,3-b][1,3]6en3oTiazo0uiii
iioxoauOpoMia 37 (MeToaHKA oaepKaHHA HopoauOpomiay 13)

Buxin 33%. Opamkesa TBepaa peuosuna. T, 128-130 °C. 'H AMP (400 I'w,
JIMCO-ds): & (M.u.) 8.43 (M, 2H); 7.94 (1, 1H), 7.83 (1, 1H), 6.04 (¢, 1H), 4.28 (T, 1H),
3.87 (m, 1H), 3.49 (M, 2H), 3.39 (M, 1H), 2.35 (M, 1H), 2.24 (M, 2H). *C SAMP (100 I'w,
AMCO-dg). & (m.u.) 175.8; 144.5; 131.3; 130.2; 128.8; 124.9; 117.7, 64.2, 36.5; 27.9,
24.2;0.4.

Mertoauka cHHTe3y Hogoauxjaopuais 35, 38

Ho 1,3 MMomb 2-ankeHintioben3oriazony 27, 28, po3unMHEHOro B XJ10podopMi 4u
NBOASAHIN OLITOBIM KUCIOTL JOAAKTH 1,3 MMONB HOAOMUXJIOPUAY, POUYMHEHOTO B 10 Mn
xaopodopMy 4M OLTOBOI KHCIOTH. PeakuiifHy cyMmim nepemimyrTs 5 roa. Ocan
(UIBTPYIOTH, IPOMHUBAIOTH XJIOPOPOPMOM YH OLITOBOK) KUCITIOTOIO.

4-Hoxomerna-3,4-aurinpo-2H-[1,3]tiaznno[2,3-b][1,3]6en3oTiazomiii
fiopoauxsopua 35.

Buxin 56%. Kopuunesa TBepaa peuoBuHa. Ty 98-99 °C. 'H AMP (400 I'w,
AMCO-ds): 6 (m.u.) 8.33 (z, 1H), 8.19 (a, 1H), 7.80 (1, 1H), 7.70 (1, 1H), 5.68 (¢, 1H),
4.17 (M, 2H), 3.64 (M, 2H), 2.93 (M, 1H), 2.41 (M, 1H).
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5-Hoxomerna-2,3,4,5-rerpariapo[1,3]riazenino[2,3-b][1,3]6en3oTiazo0uiii
fionoauxaopun 38,

Buxin 44%. Ceitino-xopuunesa TBepaa peuosnna. Ty, 149-150 °C. 'H AMP (400
'u, AMCO-ds): 6 (M.u.) 8.47 (M, 2H), 7.94 (1, 1H), 7.83 (T, 1H), 6.07 (¢, 1H), 4.29 (T,
1H), 3.87 (M, 1H), 3.49 (M, 2H), 3.42 (M, 1H), 2.34 (M, 1H), 2.27 (M, 2H). *C SIMP (100
[u, AMCO-ds): 6 (m.u.) 175.8; 144.5; 131.3; 130.2; 128.8; 124.9; 117.7; 64.2; 36.4;
27.9;242;04.

5-Hoxomerna-2,3,4,5-rerpariapo[1,3]riazenino[2,3-b][1,3]6en3oTiazo0uiii
iioaun 39.

Ho 2,5 Mmonp 2-nenteHUITIOOCH30TIA30ny 28, po3umHeHoro y 20 wu
ALETOHITPHIY JOAAKTH 7.5 MMOJB HOAYy, PO3YMHEHOr0 y 35 M aleTOHIpHUNY,
NEPEMIIIYIOTh MPU KIMHATHIN TeMmeparypl npotaroM 9 rog. PO3YHHHHK BHIAPIOIOTH,
00pobnsaroTe BOAHMM NaxSO;. Ocag TEMHO-KOPUYHEBOIO KONBOPY (PUIBTPYIOTH,
NPOMHBAKTH METHJI-TPETOYTUIIOBUM €TEPOM, CYLIATh HA MOBITPL

Buxin 41%. TeMHO-KOpHYHEBA TBEPAA pedoBuHA. Ty 144-145 °C. 'H AMP (400
['u, AMCO-ds): 6 (m.u.) 8.40 (M, 2H), 7.91 (1, 1H), 7.80 (1, 1H), 6.01 (c, 1H), 4.25 (T,
1H), 3.84 (M, 1H), 3.41 (M, 3H), 2.32 (M, 1H), 2.21 (M, 2H). “C SIMP (100 ', IMCO-
ds): 0 (m.u.) 177.3; 144.4; 130.3; 128.9; 124.9; 117.7;, 71.1; 64.3; 36.5; 28.0; 24.2; 0.39,

2-ITponaprintiobensoTiazon 40 (MeToaHKa oaep:kaHHA TioeTepy 10).

Buxin 95%. 'H SIMP (400 Tu, IMCO-ds): 8 (m.u.) 8.06 (1, 1H), 7.89 (n, 1H),
7.47 (1, 1H), 7.39 (1, 1H), 4.24 (¢, 2H), 3.26 (¢, 1H). C SIMP (100 'n, IMCO-ds): &
(M.a.). 164.6; 152.6; 134.8; 126.4; 124.6; 121.8; 121.3; 79.3; 74.5; 21.2.

2-byrininTio6en3oriazon 41 (Meroauka ogepxxanns tioerepy 10).

Buxin 92%. 'H SIMP (400 T, IMCO-ds): & (M.w.) 7.99 (n, 1H), 7.86 (1, 1H),
7.46 (1, 1H), 7.36 (1, 1H), 3.52 (1, 2H), 2.97.(c, 1H), 2.73 (1, 2H). *C AMP (100 I'n,
AMCO-ds): 6 (Mm.u.) 166.4; 152.4; 134.6; 126.7; 124.3; 121.6; 120.9, 82.3; 72.7; 31.8;
18.8.

2-IlenTininTioOeH30Tia30a 42 (MeTOIHKA OAepKaHHA TioeTepy 10).

Buxig 93%. 'H AMP (400 T'u, IMCO-ds). 8 (m.4.) 8.00 (g, 1H), 7.85 (a, 1H),
7.47 (1, 1H), 7.37 (1, 1H), 3.43 (1, 2H), 2.86 (¢, 1H), 2.35 (11, 2H), 1.96 (M, 2H). 13C
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AMP (100 T, IMCO-de): & (M.u.) 167.1; 153.2; 135.1; 126.7; 124.9; 122.3; 121.9;
83.9;72.6; 32.1; 28.1; 17.2.

Cymimn F- Ta Z-i3omepiB 3-Opomomerwaiaen-2,3-nuriapo[l,3]riazono[2,3-
b][1,3]6en3oTiazoniii Tpubpomia 43 (MeToaHKa oaepKaHHA TPpUOpomiay 4).

Buxin 68%. Ty 120-123 °C. 'H SIMP (400 I'u, AMCO-ds): 6 (M.4.)

E - 848 (1, 1H), 8.35 (1, 1H), 8.02 (¢, 1H), 7.73 (1, 2H), 7.69 (1, 2H), 4.85 (c,
2H).

Z - 8.03 (1, 1H), 7.85 (1, 1H), 747 (7, 1H), 7.38 (1, 1H), 7.17 (¢, 1H), 4.60 (c,
2H).

3-Hoxomernainen-2,3-auriapo[1,3]tiazono[2,3-b][1,3]6ensoTiazomniii
TpHiioana 44 (MeToAUKA OJePKAHHA Tpuioauay 3).

Buxin 46%. Ty 151-153 °C. 'H AMP (400 T'u, AMCO-ds): 8 (m.u.) 8.51 (1, 1H),
8.32 (1, IH), 8.00 (M, 1H), 7.73 (ar, 2H), 4.80 (c, 2H).

3-Hoaomerunninen-2,3-auriapo[1,3]tiazono[2,3-b][1,3]6en30Tiaz0miii
iioxoauOpoMia 45 (MeToaHKa oaepKaHHA HonoauOpomiay 13).

Buxizn 59%. Ty 170-173 °C. 'H SAMP (400 I'u, IMCO-ds): & (m.4.) 8.52 (g, 1H),
8.33 (n, 1H), 8.00 (¢, 1H), 7.73 (M, 2H), 4.80 (¢, 2H). Pospaxopano mis CoH/Br2[bNS,,
%: C19.41; H 1.14; Br 25.82;141.01; N 2.26; S 10.36, 3naiineHo, %: S 10.23-10.29; N
2.41-2.47, Br 25.42-25.43, 1 39.46-39.70.

3-Hoaomernainen-2,3-auriapo[1,3]tiazono[2,3-b][1,3]6en30Tiaz0miii
fiopoauxjopua 46 (MeToAHKA oAePKAHHA Hogoauxjaopuay 35).

Buxizn 64%. Ty 170-171 °C. 'H AMP (400 I'u, IMCO-d¢): 8 (m.u.) 8.51(a, 1H),
8.32 (m, 1H), 8.00 (¢, 1H), 7.75 (1, 1H), 7.69 (T, 1H), 4.79 (c, 2H).

4-bpomomerniigen-3,4-auriapo-2H-[1,3]tiazuno|2,3-b][1,3]6eH3oTiazoniii
TpHOpoMia 47 (MeTOANKA OAePKAHHA TPUOpoMiIay 4).

Buxin 59%(xnopodopm), 62% (ourosa kucnora). Ty, 256-257 °C. 'H AMP (400
I'n, IMCO-ds): 6 (M.4.) 8.34 (n, 1H), 8.06 (n, 1H), 7.74 (M, 3H), 3.72 (T, 2H), 3.31 (Mm,
2H). *C SAMP (100 T'u, AMCO-ds): 8 (m.u.) 177.0; 140.2; 134.3; 129.3; 128.1; 124.6;
116.4; 113.0; 30.9; 25.8.
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4-Honomernainen-3,4-qarigpo-2H-[1,3]riazuno[2,3-b][1,3]6en3oTiasouiii
TpHHOAHA 48 (MeTOAHKA OleKaHHA Tpuiioauay 3).

Buxia 43%. Ty 201-203 °C. 'H SIMP (400 'y, IMCO-ds): & (m.4.) 8.33 (g, 1H),
7.98 (1, 1H), 7.72 (m, 3H), 3.69 (T, 2H), 3.32 (M, 2H). 3C SIMP (100 I'n, IMCO-ds): &
(M.u.) 176.4; 140.2; 136.6; 129.3; 128.3; 124.5; 116.5; 88.5; 31.3; 29.3. Po3paxoBaHO
g CiHo4NS,, %: C 18.17; H 1.25; 1 69.83; N 1.93; S 8.82. 3uaiiacno, %. S 8.67-
8.91; N 1.84-1.89; 169.96-70.08.

4-Honomernainen-3,4-qarigpo-2H-[1,3]riazuno[2,3-b][1,3]6en3oTiasouiii
iioxoauOpomin 49 (MeToauka oaep:KaHHa Honoaudpomiay 13).

Buxizn 40%. Ty, 200-202 °C. 'H SAMP (400 I'u, IMCO-ds): & (m.4.) 8.33 (g, 1H),
7.98 (n, 1H), 7.72 (m, 3H), 3.68 (1, 2H), 3.31 (1, 2H). 3C SIMP (100 I'n, IMCO-ds): &
(m.a.) 176.4; 140.2; 136.6; 129.3; 128.1; 124.5; 116.4; 88.5; 31.3; 29.3.

4-Honometuainen-3,4-auriapo-2H-[1,3|riazuno[2,3-b] [1,3]6enzoTiazomiii
fiopoauxjopua SO (MeToaHKa oaepKaHHA Hogoauxjaopuay 35).

Buxig %. Tpr 98-99 °C. 'H AMP (400 I'u, AMCO-ds): & (m.1.) 8.33 (n, 1H), 7.98
(o, 1H), 7.75 (M, 2H), 7.70 (1, 1H), 3.68 (1, 2H), 3.31 (g, 2H). *C AMP (100 I'u,
JIMCO-de): 0 (M.u.) 176.4; 140.2; 136.6; 129.3; 128.3; 124.5; 116.4; 88.5; 31.3; 29.3.

Cymiw E- Ta Z-izomepiB S-6pomomerniioen-2,3,4,5-
Terpariapo[l,3|riazenine [2,3-b][1,3]0en3oTiazoniii Tpubpomin 51 (Meroauka
oaepkaHHs Tpudpomiay 4)

Buxin 55%. Ty, 123-125 °C. 'H SIMP (400 ', IMCO-ds): & (m.4.) 8.58 (T, 1H),
8.42 (1, 1H), 8.03 (¢, 1H), 7.99 (1, 1H), 7.93 (1, 1H), 4.01 (M, 2H), 3.28 (M, 2H), 2.58
(M, 2H).

5-Hoxomernainen-2,3,4,5-rerparigpo[1,3]riaszenino[2,3-5][1,3]6en3oTiazo.tiii
iioxoauOpoMia 52 (MeToaHKa oaepKaHHA HogoauOpomMiay 13).

Buxizn 69%. Ty 210-212 °C. 'H SAMP (400 I'u, IMCO-ds): & (m.4.) 8.05 (g, 1H),
7.88 (n, 1H), 7.67 (c, 1H), 7.50 (1, 1H), 7.36 (1, 1H), 3.56 (T, 2H), 2.76 (M, 2H), 2,07 (T,
2H).
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3-Honomernainen-2,3-auriapo[1,3]tiazono[2,3-b][1,3]6en3oTiazonili  fioaun
53 (meToauka oaepxaHHd Hoauay S meroa B)

Buxiza 39%. Ty, 268-270 °C. 'H SAMP (400 I'u, AMCO-d¢): 8 (m.4.) 8.52 (a, 1H),
8.36 (1, 1H), 7.99 (¢, 1H), 7.72 (ar, 1H), 4.79 (¢, 1H), 3.55 (¢, 2H).

4-Honomernainen-3,4-qarigpo-2H-[1,3]riazuno[2,3-b][1,3]6en3oTiasoutiii
iioaun 54 (MeToauka oaepkaHHA Hoauay S meron B)

Buxina 40%. Tyy 200-202 °C. 'H SIMP (400 T'u, AMCO-d¢): & (m.4.) 8.40 (1, 1H),
7.98 (n, 1H), 7.74 (M, 3H), 3.70 (n, 2H), 3.33 (a, 2H). Po3paxorano mia C;HoloNS,, %!
C 2792, H192;,153.64, N 2.96; S 13.55. 3uaiiacno, %: S 13.48-13.56, N 2.90-3.19; 1
53.49-53.65.

I'excabpoMoTenypar 2-mponaprisiTiobeH3oTiasosiio 5§ (MeTOaHKA
OJePKAHHA IeKCcarajioreHoreayparis 15)

Buxin 62%. Ty, 275-277 °C. 'H SAMP (400 T'u, AMCO-d¢): 8 (m.4.) 8.05 (a, 1H),
7.89 (n, 1H), 7.49 (1, 1H), 7.39 (1, 1H), 4.24 (¢, 2H), 3.31 (c, 1H).

I'ekcaxyoporenypar 2-nponaprinTio6eH3oTia3o i 56 (MeToaHKa
OJePKAHHA IeKCarajioreHoTeayparis 16)

Buxia 47%. Ty 160-162 °C (posknan). 'H SIMP (400 T'u, IMCO-dg¢): & (M.4.)
8.05 (n, 1H), 7.88 (n, 1H), 7.48 (1, 1H), 7.38 (1, 1H), 4.23 (¢, 2H), 3.29 (¢, 1H).

I'ekcaOpoMoTenypar 2-0yTiHijTioOeH30Tia30/1il0 57 (MeToaAHKa OJep:KaHHS
rekcarajoreHoreayparis 15)

Buxin 70%. Ty 255-256 °C. 'H SIMP (400 ', IMCO-ds): 8 (M.u.) 8.01 (a1, 1H),
7.87 (#, 1H), 7.46 (1, 1H), 7.36 (1, 1H), 3.50 (T, 2H), 2.96 (¢, 1H), 2.72 (1, 2H).

I'ekcaxnoporeaypar 2-0yTiHiiTioGen3oTiazonio S8 (MeToauka oaep’KaHHs
rekcarajioreHoreayparis 16)

Buxin 74%. Ty 215-217 °C. 'H SAMP (400 I'u, AMCO-d¢): 8 (m.4.) 8.01 (a, 1H),
7.87 (#, 1H), 7.46 (1, 1H), 7.36 (1, 1H), 3.50 (T, 2H), 2.96 (¢, 1H), 2.73 (T, 2H).

2-byrinincynbgoninéenzoriazosn S9 (MeToAHKA oePKAHHS CIOJIYKH 23).

Buxin 67%. Tuy 91-93 °C. Bimuii kpuctaniunmii nopowok. 'H AMP (400 T'n,
AMCO-ds): 6 (M.4.) 8.28 (m, 1H), 7.71 (m, 2H), 7.35 (a, 1H), 3.93 (1, 2H), 2.78 (¢, 1H),
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2.73 (1, 2H). BC SAMP (100 'y, AMCO-ds): & (m.u.) 166.0; 152.6; 136.9; 128.5; 128.7;
125.4; 124,0; 80.3; 73.6; 52.7; 13.2. Mac-cnektp, m/z: 252 [M + H]*.

2-TlenTinincyabdoninden3oriazon 60 (MeToauka oaepKaHHs CNOJYKH 23).

Buxin 70%. Ty 57-58 °C. Binuii kpucraniuamii nopomok. 'H SIMP (400 T'n,
IAMCO-de): 6 (M.u.) 8.34 (n, 1H), 7.28 (n, 1H), 7.71 (m, 2H), 3.75 (1, 2H), 2.88 (¢, 1H),
2.34 (m, 2H), 1.92 (M, 2H). 13C SIMP (100 I'u, IMCO-de): 6 (m.4.) 166.5; 152.7; 136.7;
128.7; 128.5; 125.4; 124.0; 83.1; 73.0; 53.4; 22.0; 16.8. Mac-cnektp, m/z: 266
[M +H]*,

Meroauka cuHTE3y TPHA30/1i1 TioOen3o0Tia3o.iB 61-63

Memoo A. Jlo 1.05 mmoms asuay B 10 mu cymimi TI'd:Boma—4:1 npu
nepemillyBanHi goaasaiu 1 mmons 2-Oytinurrioden3oriazony 41, 0.4 mmone NaOAsc
ta 0.2 Mmmonp CuS0s X SHR0 Peakuidiny cyminn nepeminrysaii 24 roji npu KiMHATHIMH
TeMIeparypi, yrBopeHuii ocan (piabTpyBaiu, 10 (iasTpary gogasanu 10 mu Boaw,
EKCTparyBaii €THjaleraroM (x2) , MpOMUBAIM BOJIOK, HacuueHUM po3zurHoMm NaCl,
cyumnu NaxS0, punaprosan.

2-|2-(1-Penin-1H-1,2,3-Tpuazon-s-in)erua|cyanpanin-1,3-rpuazon 61. Buxin
74%. Ty 105-107 °C. 'H SAIMP (400 MI'u, IMCO-ds), 6, m.u.: 8.70 (¢, 1H), 8.00 (x,
1H), 7.87 (m, 2H), 7.58 (1, 2H), 7.47 (1, 2H), 7.36 (1, H), 3.74 (T, 2H), 3.27 (T, 2H).
Mac-cnektp, m/z: 339 [M + H]*.

Memoo B. Jlo 1.05 mwmons asumy B 10 ma cymimi JM®:Boga—2:1 npu
nepeMinryBaHH1 gojaBanu 1 MMonb 2-neHTiHuITio0eH30TIazomy 42, 0.4 mMmons NaOAsc
ta 0.2 mmonp CuS04 X 5H,0  Peakuiliny cymim nepemimysanu 14-18 rox npu 60°C,
JOBOJMJIM JI0 KIMHATHOI TeMIepaTypy, BUIMBAJIU Y BOY, EKCTPAryBajild €TUIALETATOM
(x2), mpoMuBaiK BO0K, HacuueHUM po3urHoM NaCl, cymmmm Naz50., umaproBanu.

2-|2-(1-Penin-1H-1,2,3-Tpuaszon-S-in)nponin|cyaspanin-1,3-tpuazon 62.
Buxin 77%. Ty, 75-77 °C. 'H SIMP (400 MI'u, JIMCO-ds), 8, m.u.: 8.64 (c, 1H), 8.00
(m, 1H), 7.87 (n, 2H), 7.83 (n, 1H), 7.58 (1, 2H), 7.46 (T, 1H), 7.30 (T, 1H), 7.26 (T, 1H),
3.47 (1, 2H), 2.90 (m, 2H), 2.20 (m, 2H). *C SIMP (100 MI'u, JIMCO-ds), 8, m.u.:
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166.5; 152.7; 146.9; 136.8; 134.5; 129.8; 128.3; 126.3; 124.4; 121.7; 121.1; 120.4;
119.8; 32.3; 28.5; 24.0. Mac-cniektp, m/z: 353 [M + H]*.
2-|2-(1-ben3un-1H-1,2,3-rpuazoa-S-in)nponiajcyandanin-1,3-tpuazon  63.
Buxin 73%. Ty, 87-88 °C. 'H SIMP (400 MI'u, JIMCO-ds), 8, m.u.: 7.97 (m, 2H), 7.82
(a, 1H), 7.45 (m, 1H), 7.35 (M, 4H), 7.29 (m, 2H), 5.54 (c, 2H), 3.39 (1, 2H), 2.79 (T,
2H), 2.10 (m, 2H). °C SIMP (100 MI'u, JIMCO-ds), 5, Mm.u.: 166.5; 152.7; 146.0; 136.2;
134.5; 128.7; 128.0; 127.8; 126.3; 124.4; 122.2; 121.7; 52.7; 32.3; 28.6; 24.0. Mac-

crekrp, m/z; 367 [M + H]*,
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BHCHOBKH

Y mumuioMHid poGOTI MaricTpa BCTAHOBJICHI 3aKOHOMIPHOCTI €JIEKTPO(UIBHOI
reTePOLHKIII3alii IHTEPHAIBHHX Ta TEPMIHANBHHX 2-S-aJKCHUIBHHX Ta ATKIHUIBHHX
OCH30TIa30/IB M /€0 TAJOT€HIB | XaJbKOTCHTAJOTEHIAIB, PO3pOOIeH] METOAH
CHHTE3Y T1a30MbHUX(TIA3HHOBHX, TIA3€MIHOBHX ) [IUKJIIB, aHETBOBAHUX 10 OCH30TIa30y.

1. 3HaAEeHO, MO MpM TATOreHyBaHHI  IHTCPHANBHUX  AJIKCHUIBHHX
(LIMHAM1IBHOTO Ta MPEHUTBHOI0) TIOETEPIB OEH30TIA30/Iy PEriOCENEKTURHO AHENKEThCS
TIA3HHOBHH LMK O OCTOBY O€H30TIa30y 3 YTBOPEHHAM TIa3MHOOEH30TIA30MIHIN
raJIOTeHidiB, sKi ¢(eKTHBHO BCTYNAIOTh B peakuii HoHHOro oOminy. HatoMicte, mpu
TaJIOTEHYBAHHI TEPMIHAJBHUX ANKCHUIBHUX (ATLIBHOTO, METANUIBHOTO, OYTEHITBHOTO,
NEHTEHIIBHOrO) TiOeTepiB OEH30TIA30Jly PEriOCENeKTHUBHICTh pEaklii Ta po3Mip
AHEJIbOBAHOTO LIMKITY 3AJICIKUTH Bil JOBXHHU ANKEHUIBHOTO 3aMICHHKA.

2. Bcranoiena PEr10CENeKTHBHA FaJIOLMKITI3ALiA TEPMIHATIBHUX
ANKIHUTBHUX ~ TIOCTEpIB  O€H30TIA30dy 3 YTBOPEHHAM  TIA30J0(TIa3MHO,
Tia3€MIHO )OCH30TIA30MiHIH TaJIOreHIAIB, CTEPEOCENEKTUBHICTh AKOi 3aleKUTH BiJ
JOBKMHH JTAHLIOTA ANKIHITBHOIO 3aMICHUKA Ta TOJAPHOCT PO3UMHHHUKA.

3.  BudBneHO yTBOpPEHHA PpI3HOIO CKJIAAy  a3aaHENBOBAHMX  COJEi
O€H30TIa30M110, AKHH 3aI€KUTH BLJ BUAY TFaJOr€HYYOro eIeKTpoUIBHOTO PeareHTy.

4.  JloBeacHO, IO NPOXOMKEHHSA XalbKOTCHOIHAYKOBAHOI LMKmizamii 2-S-
ANKCHUTBHUX Ta AQIKIHUIBHUX TIOETEPIB OCEH30TIA30Jy 3aJCKUTh BIJ TNPUPOAH
XaJbKOTEHY Ta YMOB TMPOBEACHHA peakiii. [Ipu BUKOPUCTAHHI TEMYPOTaJIOTEHIAHUX
eNeKTPOPLIIB  YTBOPIOKOTBCA €O OEH30TIA30/iHIH TreKcarajoreHoTeNypaTiB  Yu
MOJIEKYJISIPHI KOMIUIEKCH aJKCHINOEH30TIa30/ly 3 apuiITenypxjaopuaaMu. Hatomicts,
NpH BUKOPHCTaHHI TETPAOPOMIAY CENECHY B 3aJICXKHOCTI BiJ TEMIIEPATYPH B1AOYBAEThCA
CENCHOIHAYKOBAHA HEPETIOCENIEKTUBHA TeTEPOLMKIIi3aLisl Yd YTBOPEHHA YHIKAJIBHOIO
CEJICHOBMICHOTO LBITEP-10HY.

5. TlokazaHa MOXMHBICTE MOAU(QIKALI ANKCHUTBHUX YH AJKIHIIBHHUX
TioeTEpiB OCH30TIA30/1y PEaKLisIMA OKHCHEHHS UM LMKJIOMPHEAHAHHS.

6.  EKCnepHMEHTAJBHO BH3HAYEHI CIONYKW Jiigepu ¢yHridakTepuumaHoi

AKTUBHOCTI MO BUAHOIUEHHK) Escherichia coli, Staphylococcus aureus, Candida tenuis.
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AJNIKIMTHEHACHYEHI [EKCAraJOreHOTENypaTH TiOOEH30TIA30MIK) € TNEPCTEKTHBHI VIS
BUKODHCTaHHA AK OakrepuumiHl Ta (QyHrigugHi 3aco0u, e(QEeKTUBHICTD AKHUX

30LTBIIYETHCA MPH HA3BKOIHTCHCUBHOMY JIA3€PHOMY BHIIPOMIKOBAHHI.
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PE3IOME

3HAHACHI 3aKOHOMIPHOCTI €NeKTpO(pUIBHOI reTepourKmizanii 2-S-aJKeHUIBHUX
Ta AQIKIHUTbHUX O€H30TIa30JIiB M M€K TaJOreHiB 1 XaJbKOTEHTaJIOr€HIIIB,
pO3po0IEHI METOAM CHHTE3y TIiA30JbHUX (TIa3MHOBHX, TIA3€MIHOBHX) LHUKIIB,
aHETBOBAHMX 10 O€H30Tia3oyay. BceTaHOBIEHA PErioCeNeKTHBHA  CEJICKTMBHA
ralOLMKII3alisl TepMIHAIBHUX Ta IHTEPHAIBHHX AJKEHUITIOOEH30TIa30M1B, 110
NPHUBOJUTH JI0 YTBOPEHHS raJOreH1THHX conei
Ti1a30J10( TIa3UHO, TIA3CMIHO )OSH30TIa30Mi0, AKi €¢(PEKTMBHO BCTYMAKTh B PEaKIii
HonHoro oOmiHy. HaTtoMicTh, MOMJUIMBICTD MPOXOMKEHHS XaJBKOTCHOIHOYKOBAHO1
IUMKTI3AMii 3aJIeKUTh BiJ MNPUPOAM XaTbKOT€HY Ta YMOB TPOBEACHHA PEaKIlii.
BusiBiaeHa perioceNeKTHBHA TATOLMKII3alis TEPMIHANBHUX AIKIHUIBHHX TIOETEpiB
OEH30TIa30/Iy, CTEPCOCCNEKTHBHICTE AKOI 3aJe)KUTh Bl JOBKHHH JIAHLIOTA

ANIKIHUTBHOIO 3aMICHUKA Ta MONAPHOCT] PO3YHHHUKA.
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SUMMARY

The regularities of electrophilic heterocyclization of 2-S-alkenyl and alkynyl
benzothiazoles under the action of halogens and chalcogen halides have been found,
and methods for the synthesis of thiazole (thiazine, thiazepine) rings fused to
benzothiazole have been developed. Regioselective selective halocyclization of
terminal and internal alkenylthiobenzothiazoles has been established, leading to the
formation of thiazolo(thiazino, thiazepino)benzothiazolium halide salts, which
effectively enter into ion exchange reactions. In turn, the possibility of chalcogen-
induced cyclization depends on the nature of the chalcogen and the reaction
conditions. Regioselective halocyclization of termunal alkynyl thioethers of
benzothiazole has been revealed, the stereoselectivity of which depends on the chain

length of the alkynyl substituent and the polarity of the solvent.
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