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Aunomauun:  Paspaboman  cnocod  cummesa  MUOHUKOMUHAMUOA — peakyuel
MUOHUPOBAHUSI HUKOMUHAMUOA C UCNOAb308aHuem peacenma Lawesson. Ilposedena oyenxa
OUoI02UeCKOU AKMUBHOCMU COCOUHEHUII.

Annomayun: TuonuxomuHamuoou cunme30eo0e peazenm Lawessondy xondouyy menen
HUKOMUAMUOOU MUOHUPIIOO DEeaKYUSCHIHbIH bIKMACbl uwmenou. buonocusnvik oupukmenepoun
aKmugsoyyayey 6aananoul.

Annotation: A method for the synthesis of thionicotinamide by the reaction of
nicotinamide thionizing using Lawesson reagent has been developed. The evaluation of the
biological activity of the compounds.

Knwuesvie cnosa: Cummes, Huxomunmamuo, peacenm Lawesson, ¢usuko-xumuueckue
CBOUICMBA U NPOSHO3 OUONOSUHECKOU AKIMUBHOCTb.

Aukviy co30ep: Cunmes, HuUKomuHamuo, peazenm Lawesson, @OU3UKATLIK-XUMUSLIbIK
Kacuemmep H#aHa OUONOUANBIK AKMUBOYYAYKKO OOHCOMOIL.

Keywords: Sintez, nicotinamide, reagent Lawesson, physical-chemical Zeldman
Prediction biologiceskoy aktivnost.

VYcnexu B o0nacTu cuHTE3a (PU3MOJOTUYECKU AKTHUBHBIX COEAMHEHHUH TECHO CBSI3aHBI C
pa3pabOTKOIl HOBBIX CHHTETUYECKMX METOJOB U peakUui, MO3BOJSIOIIUX TPOBOAUTH
crenuguueckre TpaHcGopMali MOJIEKYIIbI.

N3oruncuueckue mpeBpalieHus MPeACTaBIA0T co00il peakluu, ¢ MOMOIIbI0 KOTOPBIX
MO>XHO M3MEHHUTh (DYHKLIHMOHAJIbHbIE IPYMIbl, MPUBOISIINE K CHHTE3Y HOBBIX OMOJIOTMYECKU
aKTUBHBIX coeMHEeHNI. OHU NMOApa3eA0TCs Ha PEAKIIMK JITUMUHUPOBAHUS, IPUCOEIUHEHUS U
3ameneHus. Hamu Obuta u3yyeHa peakiusi H30TUIICHYECKOr0 3aMEIIEHNUs, B pe3yIbTaTe KOTOPOil
OJIUH 3JIEKTPOOTPHUIIATEIbHBIN aTOM OOMEHMBAETCS Ha APYTON 3JIEKTPOOTPHULIATENIbHBINA aTOM:

cC—0 — Cc—sS

B nocnennue roapl BO3poc MHTEpeC K pa3paboTKe CHHTE3a OPraHMYECKUX COEIMHEHUM
ceppl. B 3TOM 1mulaHe BechMa TEPCIEKTUBHO NpuMeHeHue peareHta Lawesson (LR) s
THOHUPOBAHMSI OPTaHUYECKUX coeMHeHUH. bpuin mokazanel npeumymiectBa LR mo cpaBHeHuto
C IPYTUMU KJIACCHYECKUMU peareHTaMu THOHUpoBaHus [1].

W13 nmuteparypsl U3BeCTHO, 4To peareHT Lawesson (LR) ucmonbsiyercs mist THOHUPOBaHUS
KETOHOB, JIAKTOHOB, CIIOKHBIX J(HUPOB, aMHHOKHCIOT W JPYIHX BEIIECTB, a MpEeBpalleHUe
aMHJIOB B 0OJiee aKTUBHBIE THOAMUIBI IPUBOUT K TMOTYICHHIO HOBBIX OMOJOTHYECKH aKTHBHBIX
coeMHEeHM [2].

Panee namm Oblma mnpeaniokeHa MoAM(UIMpPOBAaHHAs METOJIMKAa CHUHTE3a peareHTa
Lawesson u3 kpacHoro ¢docdopa, cepsl 1 aHuzona [3].

B Hacrosmieit pabote mpencTaBieHbl JaHHBIE 1O 3aMEIICHUIO KHCIOPOACOAEpIKaleit
IPYIIBI HA CEPOCOepIKaIyto aeiicTBreM peareHTa Lawesson (LR) Ha nmpuMepe HUKOTHHAMU/IA.
Peakuuro THOHMPOBAHUS HUKOTUHAMUA MTPOBOJIMIIN B KUIIAIEM TeTparuapodypane. KoHTpoib
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32 XOJIOM PEaKIUH OCYIIECTBISUIM C MOMOIIBIO TOHKOCIOWHON Xpomarorpaduu B CHCTEME:
oenson: TT'® (1:9).

MexaHu3Mm THUOHHUPOBAHUA HUKOTHHaMUJa IIPEACTaBJICH Ha CXCEME!
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Kak BugHO W3 CcXeMbl Ha TeEpBOM cTaauu mpoucxoauT pacmay LR Ha
autrnomeradocdoHar, KOTOpeId HMeeT pe3oHaHCHyto cTpykTypy (l). B3aumoneiicteue (I) ¢
HUKOTHHAMMJIOM IPUBOAMUT K 0Opa30BaHUIO MPOMEKYTOUHOTO IuKIndeckoro tnokerand (1) mpu
MOCJIEAYIOIIEM Pa3IOKEHUH KOTOPOTro obpaszyercst koHeuHbIi mpoaykt (111).

CTpykTypa THOHUKOTHHAMHJA Oblla JIOKa3aHa (PU3WKO-XHMHUYESCKHUMU METOJIaMHU
uccnenoanus (Tabdmn. 1).
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Ta@mua 1. ®u3uKOo-XMMHUYECKHUE XapaKTEPUCTHKU CUHTE3UPOBAHHBIX COG,Z[I/IHCHI/Iﬁ

Harigeno, % HK-criekTp,
(Beruucneno,%) (KBr, v, em™)
. Brixog, 0 " Awmun 1
N bopryna % | ¢ | R c y N | P=S |NHzC=S, | (C=0), | NHz | .
pP-C C=S Awmun 2 NH
(N-H)
837
4195 | 3,78 804
1. LR 66 228-229 - (4157) | (3.49) - 689 - - - 1653-1459
615
N —C—NH, 1423
5 ’ 77 130-131 0,79 | 58,53 | 500 | 22,96 i i 1698 3367 1395
' 0 0,50 | (59,04) | (4,95) | (22,94) 1682 3156 1029
Z 703-604
N
NG, 51,77 | 507 | 20,13 1458 1681 %g
3. ’ I 80 | 189-190 | 0.97 | 215 | 2'ag) | 2027y | 1402 1635 | 3566 699
S ’ ’ ’
N/ 1313 1589 630
cuctema: 6en3on-TI'D (1:9) “cucrema: 6yranon-Boja
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B UK-cnektpe THOHUKOTMHAMUAA UMEIOTCA CIEAYIONIME XapaKTEPUCTUUYECKHE IOJIOCHI
MOTJIOIICHUS: MHTEHCUBHBIC MOJOCHI moryonieHuss npu 1681, 1635, 1589 e oTHOCATCH K
nedopmarmonHeiM kosiebanusm rpynmbl (NH>), B o6mactu 1458, 1402, 1313em™ MIPOSIBIISIOTCSI
BajieHTHBIE KoyieOanus rpynmel (C=S), obmacte 734-630 emt CBUJIETEIILCTBYET O HATUYUHU
nedopMamoHHbIX Kojebanuit rpymsl (C-H).

DKCrepuMeHTalbHasl YacTh

HK-criekTppl ~ CHHTE3UPOBAHHBIX  COCIUHEHUN  CHATBI Ha  cHekTpodoTomerpe
«NicoletAvatar-370» DTGS ¢upwmsi ElectronCorporation 4000-400 cm™, KBr.

NuauBuAyalbHOCTh  COCOUHEHMM M XOA  peakuuid  KOHTPOJHUPOBAIUM  METOJOM
TOHKOCJIOIHO# xpomarorpaduu Ha miactudkax SilufolUV-254 B cucremax 6enzon - TT'® (1:9) u
OytaHoI - Bojia. TemrepaTypy IIaBJICHUS U3MEPSIM Ha MUKPOHArpeBaTeIbHOM cTojirke Boetius.

CuHTe3 HUKOTHHAMM/IA

K 15r (0,1 MOab) HUKOTHHOBOW KUCJIOTHI MPH MEPEeMELIUBAHUU NPUIUBatOT 18 M 25%-
HOT'O BOJHOIO aMMHaKa. PeakIMOHHYI0 CMECh HArpeBaroT 10 100-105°C 1 OTrOHSIOT H3GBITOK ¢
amMmuakoM. Temmeparypy HOBBIIIAIOT 0 180-185°C u MPOIMYCKAIOT Ta3000pa3HbIi aMMHaK B
teuenne 30 wuacoB. IIpoAyKThl peakiuu OXJIAXKMAIOT 0 90°C wu pacTBopsitoT B 12 mi
JUCTUJUTMPOBAHHOW BOABI. PacTBOp o0eclBeunBalOT aKTHMBHPOBAHHBIM yriem. HukoTuHamug
KPHCTAIUTH3YIOT B TeueHue 3 gacos mpu 5°C.

Beixon: 11,5t (77 %). Tuy=130-131°C. Rf=0,97 (cucrema - 6enzon: TT'® (1:9), 0,50 (cucrema:
OyTaHOJ-BOJIA)).
CsHsON> 122, 127. Haiineno %: C-59,04; H-5,00; N-22,96.
Beruncieno %: C-59,01; H-4,95; N-22,94.
UK-criextp (KBr, v, em™): 3367, 3156 v (NH,), 1698, 1682 (vC=0, 8N-H), 1423, 1395, 1029,
703, 645, 625, 604 5 (C-H).
CuHTEe3 THOHUKOTHHAMU/IA

K cmecu 0, 246r (0,002 Monp) amuga HMUKOTUHOBOM kucioTel W 0,251 peaktuBa LR
N00aBIAIOT 5 M TeTparuApodypaHa U KUISATAT ¢ OOpaTHBIM XOJIOAWJIBHUKOM B TeueHue 30
MHUHYT. 3aTeM oXJaxaaroT, 100aBistoT 0,25r peaktuBa LR u kunsatat 30 munyt. Conepxumoe
KOJIOBI yIIApUBAIOT, OCTATOK POMBIBAIOT BOJIOH M MEPEKPUCTAIITN30BBIBAIOT U3 CIIUPTA.

Boixox: 0,22r (80%). Try=189-190°C. Rf=0,97 (cucrema: 6erzon - TI'D (1:9)).

CsHsSN2 138, 196. Haiineno %: C-51,77; H-5,07; N-20,13.
Brraucneno %: C-52,15; H-4,38; N-20,27.

WK-crextp (KB, v, em™): 3566 v (NHy), 1681, 1635, 1589 v (N-H), 1458, 1402, 1313 v (NH,-
C=S), 916, 737, 645, 699, 630 & (C-H).

HamMu ObT1  mpoBeneH CpaBHUTENBHBIA MPOTHO3  OMOJOTHYECKOW  aKTUBHOCTHU
CHHTE3MPOBAaHHBIX COCIWHEHWA Ha OCHOBE KBAaHTOBO-XMMHYECKHX pACUYETOB C ITOMOIIBIO
nporpamMmmbl  PASS [4]. B pesynpTare aHanmu3a MONYYEHHBIX pE3YNbTAaTOB MpeCKa3aHa
MIPOTHBOOITYXO0JIEBasi, aHTUBUPYCHAsl, aHTHCEOOpETHUYECKas, MPOTUBOTYOEPKYJIe3Hast U ApPYyrHe
BUJBI AaKTUBHOCTH. BBIABIEHO, YTO 3aMeHa aToMa KHUCJIOpOJa Ha aTOM Cepbl TMPUBOAHUT K
M3MEHEHHIO CIIEKTPa (hapMaKOJIOTUIECKOTO IEHCTBHS.

HukoTuHamMua TpOSBISET BBICOKYIO aHTHCEOOPETHUYECKYIO, MPOTHBOOMYXOJEBYIO,
AHTHACMATUYCCKYI0, AHTHAHCMHUYCCKYI0 AKTUBHOCTh W OTHOCHTCS K KIIACCy HETOKCHYHBIX
BEIIECTB, 4 THUOHUKOTHMHAMHUJ OO0JalaeT BBICOKOW aHTHACTIPECCUBHOW, aAHTHUCEKPETOPHOM,
MPOTHBOTYOEPKYJIC3HON aKTUBHOCTHIO M MaJIOW TOKCHYHOCTHIO (Tabn. 2). B cBsa3u ¢ 3TuM,
MIEPCTIEKTUBHBIM SIBIISIETCS pa3padoTKa CIOCOOOB CHHTE3a HOBBIX MPOU3BOJHBIX HUKOTHHAMUIA U
THUOHUKOTHHAMHU/IA.
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Ta6J'II/II_[a 2. KOMHBIOTepHBIfI IIpOrHo3 OMOJIOrMYECKOM aKTHBHOCTH HHUKOTHHaMHJa 1 THOHUKOTHHaAMH a4

Bux Ouostornueckoi akTHBHOCTHA

CpencTtBo Ipo- Antu-
AHTH- , AnTtu-
AHTH- AHTH- AnTH- | Amna- TUBO- | AHTU | MHUKO-
cebo- ctumynu- | [Ipotuso- aHe- Toxk-
Jenpec acma- cekpe | jentu | AHTHBH- | TyOep | amko- | Oak-
dopmyina pe- pyroliee | Oomyxo- MHYEC cHY-
- THYEC TOp- yec- pycHas -Ky- | IOJib- | TepH-
THU4yec- CJIFOHO- JIeBasd - HOCTb
CHUBHas -Kas HasAa Kada JIC3- Has aJIbHa
Kasda OTACIICHU Kas
e Hasa A
0,705 0,595
0,030 0.077
N—c—nn,| 0,82 ( m’ homa (Arbovirus 0,313
| I 4 | | o781 yp) 0,630 | 0628 | | 0599 ) 0,540 | 0,573 | 0,453 (0,104
“ ° 0,02 0,007 0.496 0,004 | 0,038 0,010 0,546 0,008 | 0,005 | 0,018 |Anti-
1 01082 0,045 toxic
s (Picorna-
(leikemia) )
Virus)
0,492
0,133
0,393 (Arbovirus
0,277 )
x—c—nt,| 0,78 :
| I 7 3 |o0806| 0733 ('ymp)homa | 0,369 | 0,602 o7%7 | 0666 | 0346 | 0585 0373
S 0,03 | 0,020 | 0,018 0,201 | 0,020 ! 0,004 | 0,046 | 0,007 (0,118
3 0,560 (Picorna-
0,076 virus)
(leikemia) 0,405
0,035
(Papilloma)
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