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AJIKI/I]II/II)OBaHI/ICM MOHO- M TPU3aMEIIECHHbIX UMW/1a30-
JITHOB QJIKUAJITAIOTEHUIAMU B YCJIOBHSIX MUKPOBOJTHOBO-
Tro U3JIy4eHUA CUHTEC3NPOBAaHbI HOBbIC N-3.':1M6LH6HHBI€
MPOM3BOMHBIE, M3YYeHA WX AHTUKOATYJSIIUMOHHAS U
AHTH-arperaroHHast akTHBHOCTD. [10Ka3aHo, 4TO MUK-
POBOJIHOBOE M3JIy4eHUE TT03BOJISIET COKPATUTD BPEMsI
peaxiuu Gosiee ueM B 10 pas u yBeJMUYUTh BBIXOJ [IPO-
AyKTOB 710 89%. OGHAPYKEHO, YTO BBE/IEHUE B MOJIEKY-
JIy IMH/IA30JIMHA aJUTHJIBHOTO ()parMeHTa He3HAUM-
TEJILHO CHUXKAET CKOPOCTH arperanuu TpoMOOIUTOB
10 CPAaBHEHMIO C al[eTUJICATHITUIIOBOM KUCIOTOM.

Kntoueswie caosa: AJIKUJITAJIOTEHU/IBI; aJIKUJINPOBA-
HUE; aHTHarperperannnoniad aKTUBHOCTb; UMU1a30JI11 -
HbI; Kap6OHOBbIe KUCJIOTBI, KOHAEHCAIIUA; MUKPOBOJI-
HOBO€ M3JIy4YeHUNE; ITUJICHANAMIH

Pa6oma evinonnena 6 pamkax zocyoap-
cmeennozo sadanus Munucmepcmea oopasosanus
u nayxu P®e cepe nayunoii desmenvrnocmu
MNFEUR-2022-0007 <Hegpmexumuuecxkue peazen-
Mbl, MACAA U MAMEPUATILL OJISL MENTIOIHEPLEMUKU> .

ITpousBoAHbIE UMUAA30IUHA 00IALAI0T IUPO-
KMM CIIEKTPOM OGMOJIOTHYECKON aKTUBHOCTH, BKJIIO-
Yast TPOTUBOOITYX0JIEBYIO -4 MPOTUBOTPUOKOBYIO 5,
AHTUTEJbMUHTHYIO °, a TaKyKe MCIIOJb3YIOTCS IJIsI
KOPPEKIIUH THIIEPTOHIN * 1 THIIeprInKeMuH o, Boico-
Kasl TUTIOTEH3WBHAasl aKTUBHOCTD BBISIBJIeHA Y 2-(e-
HWI-4,5-nurugapo-1H-umngasona u 2-gpeHokcume-
THI-4,5-quruapo- 1 H-umugasona 910,

Panee Hamu ObLIO [TOKA3aHO, YTO HEKOTOPBIE 2-
3aMelleHHbIe UMUIA30JIMHbI, cofiepKaniie Kapoo- u
reTepoluKJAnYecKre (pparMeHThl, 00JaJal0T aHTU-
arperanmoHHON aKTUBHOCTHIO Ha YPOBHE alleTUJICa-

JINIUJIOBOU KMCJIOTBI 11.

[ara nocrymienus 29.09.25

New N-substituted derivatives were synthesized by
alkylation of mono- and trisubstituted imidazolines
with alkyl halides under microwave irradiation
(MRI), and their anticoagulant and antiplatelet
activity was studied. Microwave irradiation was
shown to reduce the reaction time by more than 10-
fold and increase the product yield to 89%. The
introduction of an allyl moiety into the imidazoline
molecule was found to slightly reduce the rate of
platelet aggregation compared to acetylsalicylic acid.

Key words: alkyl halides; alkylation; antiplatelet
activity; carboxylic  acids; condensation;
ethylenediamine; imidazolines; microwave irradiation.

The work was carried out within the framework
of the state assignment of the Ministry of Education
and Science of the RF in the field of scientific activity
number FEUR-2022-0007 «Petrochemical reagents,
oils and materials for thermal power engineering».

B Hacrosieit paboTe ocyIecTBAEH CUHTE3 HO-
BBIX NPOU3BOAHBIX 4,5-puruapo-1H-umumgasonos,
Yyuc-2,4,5-TpUapUINMHUIa30JIMHOB, U3YUYEHO BIIUSTHUE
MUKPOBOJIHOBOTO n3nydennss (MBI) Ha nporeka-
Hue peaknuu NH-ankuianpoBaHus 2-3aMenieHHbIX
MMUIA30JIMHOB M MCCJIeI0BaHa aHTHUKOATYISITHOH-
Hasl U aHTUArperalioHHasl aKTUBHOCTh HEKOTOPBIX
CHUHTE3MPOBAHHBIX COEINHEHMUIA.

OO0cyskaeHne pe3yibTaToOB

Vcxomublie 2-anKuanMuIa30anHbl 2a-d mouy-
JaJ KOH/eH caIeil KapOOHOBBIX KUCJIOT (GeH30ii-
Hasg la, ¢eHokcuykcycHas 1b, cammiuaoBas 1c
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u 4-ruapokcubensoiinas 1d) ¢ sTuiIeHAMAMWHOM B
IPUCYTCTBUH KaTHOHOOOMeHHOU cMmosibl KY-2/8 B n-
kcusnosie B TeuyeHne 14 4. IleneBpie 2-3amernieHHbIe
UMUa30MHBI 2a-d GBI BBIIEJEHBI ¢ BBIXOAAMU 85—
92 % 12 VImupazommn 3 CUHTE3MPOBAIU B3AUMO-
NeliCTBUEM aHUCOBOTO JIBJIETU/IA C BOJHBIM PAaCTBO-
POM aMMMaKa € MOCJHEAYIONEN 2JIEKTPOIUKIN3AIneit
1o u3BecTHoi MeTouKe 3. Musuko-xumMmyecke xa-
PAKTEPUCTUKKM CUHTE3UPOBAHHBIX coeiuHeHnil 2a-d
COBIIQ/IAIOT C JIUTEPATYPHBIMU JAHHBIMU.

OGHapysKeHO, YTO AJKHJINPOBAHUE WMEIA30JIH-
HOoB 2a-d, 3 amkuiaramoreHugamMu B ycaosusx MBU
(IMCO, 400 Br, 40 °C, 30 mun, TOBAX, KOH)
IPUBO/IAT K TIETIEBBIM 2-3aMeENeHHBIM WMU/IA30IHAM
9a-d—14a-d c Berxomamu 10 89% (cxema 1), B TO Bpemst
KaK TIPY TIPOBEICHIN 3TOH PEAKIMI B CTAHJAPTHBIX YCJIOBUSIX
(ZIMCO, TOBAX, KOH (18.), 70 °C, 8 u) BBIXO/I 11€JIEBBIX
MPOXYKTOB He mpeBsImarn 10%.

aMCco

1
3-8 Y
R R
2a-d 9a-d-14a-d
Cxema 1
Tabnuuya 1

NH-ankunnupoBaHne nMupasonnNHOB

9a-d-14a-d B ycnoeusax MBU

(AMCO,400 Br1, 40 °C, 30 mMuH)
T

Ne | Lndp R R Boixog, %
1 | 9a Ph 82
2 | 9b | Ph-O-CH, Al 89
3 | 9c [2-(OH)CeHs 73
4 | od [4-(OH)CeHs 77
5 | 10a Ph 86
6 | 10b | Ph-O-CH, 82
CH,=C(CHs)CH
7 | 10c [2-(OH)CeHs| = (CH)CHz 59
8 | 10d |4-(OH)CeHs 73
9 [ 1a Ph 77
10 | 11b | Ph-O-CH, CH 86
11 | 11c [2-(OH)CeHa4 o 82
12 | 11d [4-(OH)CeHa 89
13 | 12a Ph 73
14 | 12b | Ph-O-CH, CoH 77
15 [ 12 ¢ [2-(OH)CeHa orhs 82
16 | 12d |4-(OH)CeHa 89
17 | 13a Ph ] 77
18 | 13b | Ph-O-CH;, 7 86
19 | 13c [2-(OH)CeHs| X, 82
20 | 13d [4-(OH)CeHs 82
21 | 14a Ph o 40
22 | 14b | Ph-O-CH, 42
23 | 14c | 2-(OH)CeHa (_g/\ * 45
24 | 14d [4-(OH)CeHs 43

O6HapysKeHo, 4TO BBeleHne 00HEMHBIX 3aMECTH-
Tesiell B 4 U 5 MOJIOKeHe UMUIA30JIMHUEBOTO KOJIbIA
He BiusgeT Ha TmpoTekanne NH-amkumpoBanus
(cxema 2). Tpusamenientbie UMuaa3oauab 18-23 06-
pasyioTcst ¢ Boixomamu 77—85 % (tabu. 2).

R1 R1 R‘l R1
aOMco
NYNH + R2X NYN—RZ
R? R!
Cxema 2
Tabnuua 2

YcnoBusa cuHTe3sa u Bbixop npoayktoe 18-23
B ycnosuax MBWU (400 Br, 40 °C, 30 muH)
1

Ne Ne R R Bbixona,

coeg-sl %
1 18 MeOPh All 82
2 19 MeOPh | CH,=C(CH3)CHO, 89
3 20 MeOPh CsH11 73
4 21 MeOPh CeH13 77

3k
5 22 | MeOPh Y/ 78
Cl Cl
(@)
6 | 23 |MeoPh (‘ N 83
0

WNsBectHo, uTO aprepuanbHas TUNEPTEH3US SIB-
JISeTCS OJTHUM W3 OCHOBHBIX (PAaKTOPOB PHCKa Pa3BU-
THSI AT€POCKJIEPO3a, UIIEMUYECKOi OOJIe3HN cepla 1
MPUBOIUT K CEPAETHO-COCYIUCTBHIM OCJOKHEHUSM,
TaKUM KakK MH(APKT MUOKAP/a, MO3TOBOIN WHCYJIbT U
XPOHWYECKAsI cepieyHasi HeJlOCTaATOYHOCTD, B PE3YJIb-
tare TpoMOG00Opa3oBaHusa. B To e BpeMs M3BECTHO,
yto 2-benun-4,5-quruapo-1H-umumgazon (2a) u 2-
denokcumernn-4,5-muruapo-1H-umunazon  (2b) %10
MIPOSBJISIOT BBICOKYIO THUIOTEH3WBHYIO (QHTUTHIIED-
TEH3UBHYI0) aKTUBHOCTb. B CBSI3W € 3THM B HaCTOsI-
tieil pabote ObLIa UCCIEN0BAHA aHTHATPETAIHOHHAS U
AHTHUKOATYJISIMOHHAS aKTUBHOCTb CUHTE3MPOBAHHBIX
4,5-nuruapo-1H-mugasonos 2a-c¢, 9b-d, 15, 18 in vitro.

WNamepenne aHTHKOATYJSHTHOW  aKTHBHOCTU
MIPOBOJIUJIA € TIOMOIIBIO OOIIENPU3HAHHBIX KJIOTTHH-
TOBBIX T€CTOB. DBIIM M3yueHbl MoKa3aTequ aKTUBUPO-
BaHHOTO TAPIUAJIBHOTO TPOMOOILIACTHHOBOTO BpeMe-
uu (AIITB), mporpombunosoro spemenu (IIB) u
KOHIleHTpalrmu GubpuHoreHa mMeroxoM Kiaycca, oc-
HOBAHHOM Ha W3MEPEHUW BPEMEHH, HEeOoOXOAMMOro
st obpasoBaHUMsST  HEPACTBOPUMOTO  (puOpUH-
moJiuMepa B Pa3Be/leHHON I1a3Me KPOBU IOCTEe [0-
GaBeHus: 6OJIBIIOrO KosmuectBa TpoMbuna 4. Bouro
obHapy:KeHo, 4To coequHeHus 2a-c, 9b-d, 18 we obia-
JIATOT AHTUKOATYJISTHTHOW aKTUBHOCTBIO M B KOHIICH-
tparmu 5-10™ r/Mu1 He BIMSIOT Ha IOKa3aTesb KOHIICH-
Tpauun dubpuHorena u 1B u He M3MEHIIOT MOKa3a-
TeJTh BHYTPEHHETO Iy Tu cBepThiBaHus KpoBu AITTB.

HcenmenoBanvie BAMSIHAS Ha arperamuio TpoMGo-
IIMTOB TIPOBOIAIN 10 MeToy Bopma '3, Onpenenene
AHTHATPETAaHTHOH AaKTHWBHOCTH WCCIEAYEMbIX COeIN-
HEHUH U TIpenapaToB CPaBHEHUS MPOBOIMJIN B KOHEU-
Hoit konmentpamun 1072 Moab/m. B kauectse
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WHYKTOPOB arperaiuu McioJib30Balu aJleHO3UH/IU-
docdar (AID) B koutenTpaiuu 20 MKT/MJI 1 KOJI-
JlareH B KOHIIeHTpanuu 5 Mr/mit. [IpoBoanIn OleHKY
MakcuMaiabHO# ammiauTyasl (MA) arperanuu, cko-
POCTH arperaiuu, BpeMeH! JOCTUKEHUSI MAKCUMAJIb-
Hoii ammmutyael (MA) u ne3arperaiiuu B MpuUCyT-
CTBUU U3YYaeMbIX COEJIMHEHUN TP arperaiyuy TpoM-
6oruros, nHayuposanuoin AJMD. TIpu Kosraren-
WHIYIIUPOBAHHOM arperamnuu TPOMOOIIUTOB
OIIEHUBAJIM JIATEHTHBIN TIEPUOJ, BO BPEMSI KOTOPOTO
npoucxoauT aktuBanus ocdonumnasel C (4TO TIPH-
BOAUT K 06pa3soOBaHWIO BTOPUYHBIX TTOCPEIHUKOB,
BCJIEJICTBUE Y€TO PA3BUBAETCS CEKPENUs TPOMOOTIH-
TapHBIX TPaHyJI U cMHTE3 TpoMOOKcara A2) (tabur. 3).

Biusitivie BriepBble CHHTE3UPOBAHHBIX COEMHE-
HUI U TIPernapaToB CPaBHEHUS HA CUCTEMY TeMOCTa3a
B yCJIOBHSIX in vitro, Me (0.25-0.75), peacraBiieHbl
B TabI. 3.

ITonyuennsie pesyiabrarsl (Tabu. 1) mokasamim,
YTO, B OTJIMYME OT AlleTUJICATTUIIUIIOBOI KICJIOTBI, CO-
exnnenus 2a-c, 15, 9b-d, 18 cratucrnyecku yseam-
YUBAIOT JIATEHTHBIN IMePUOJI, YTO COOTBETCTBYET pe-
aKIUK BBICBOOOKIEHUS] TPOMOOIIMTOB MPHU KOJIJIa-
reH-WHIYIIUPOBAHHOI arperanuu TpoMOoIuToB. B To
’Ke BPeMsl [IPU arperaiuy TpOMOOIUTOB, WHILYIIUPO-
pannoi AJID, umuzgasonunsl 2a-c¢, 9b-d, 15, 18 cnu-
xatoT MA arperariy TpOMOOIUTOB U HE YCTYHAOT
10 CBO€I aKTUBHOCTH ITUPOKO UCIIOJIb3yeMOMY TIpe-
napary — aleTuJIcaauIuiIoBoi kuciaore. Ciemnyer ot-
METHUTD, YTO BBEJIEHUE B MOJIEKYJTY MMUIA30/IMHA aJI-
nuabHOro dparmenta (coepunenus: 9b-d) nesnaun-
TEJIbHO CHUZKAET CKOPOCTh arperainuu TpoMGoInToB
10 CPaBHEHWIO C AIEeTUJICATUIMIOBOU KUCJIOTON.
Cpenu TecTUpPyeMBbIX TTPOU3BOHBIX JAHHOTO PsIa
HaunboJiee BHIPAKEHHYIO0 aHTUKOATYJISAIMOHHYIO aK-
TUBHOCTb W TIPOArPeranTHbIN 29 (PeKT MPOSBUIO CO-
ennHenre 13, KOTOPOe YCUIUBAIO arPeraruio TPOM-
6o1ToB. IIpu aToM HabJTIO1AIOCH TIPOJIOHTUPOBAHHUE
peakIuu BbICBOOOKAEHUST TPOMOOLUTOB, yBEIUYEHUE
CKOPOCTH arperanuu TPOMOOIUTOB U COKpallleHue
Bpemenu goctiskenus MA tpombonuTos (Tab. 3).

SKCHepMMeHTaJIbHaﬂ 4YacTb

Crnexrpet 'H n '3C IMP perucrpuposamu Ha
cekrpomerpax «Bruker AM-300» ¢ pabounmu yac-
toramu 300.13 u 75.47 MI'11 cooTBeTCTBEHHO, BHYT-
pennuii cranaapt — Me,Si. MK-criektpsr peructpu-
posasin Ha nipubope «IR Prestige-21 Shimadzu» B
ToHKOM cyoe. UccnenoBanus metogom KX mpoBo-
i Ha ipu6ope «Chrom-5» (mmHa kosoHky 1.2 M,
HemoaBuskHast (asza — cunmkon SE-30 (5%) Ha
Chromaton N-AW-DMCS (0.16—0.20 mm), paboyast
temieparypa 50—300 °C), raz-HOCUTENb — TEJIUIL.
Xpomaro-macc-crekTpsl ([ X/MC) peructpupoBain
Ha npubope «Kpucrami-5000 M» ¢ macc-crekTpo-
MeTpudeckuM setektopoM «Finnigan DSQ II» npu
nonusupyiomnieMm Hanpszkenun 70 sB. Temmeparypa
nonnoro ucrounnka 200 °C. Paznenenue Ha KOMIIO-
HEHTBI OCYIIECTBJISIIN Ha KoJoHKe hupmbl « Thermo
Scientificy TRACE® TR-5MS (asuna 30 M, BHYT-
pennuit quametp 0.25 MM, TOJIIMHA HETIOIBUAKHON
KUIKoi hassl 0.25 MKM), CKOPOCTD ITOTOKA Yepe3 KO-
JioHKy 0.7 MJ1/MUH, ra3-HOCUTEJb — reJinid. crosibaye-
Mble B paboTe pacTBOPUTENH (TOJIYOJT, TEKCAH, ITHIIAIIe-
TaT, METUI-mpem-OyTUIOBbI 9hUp) OUMIIATA II0
cranapTHbIM MetonnkaM 16 2a-d, 18-23, 9b, 14a-14b,
13a-c 6bLIM [OJTyYEHBI 110 U3BECTHON METOAUKE 10-13,

NH-Anxunuposanue umuoazonunos (oowas
Memoouxa).

K pactBopy nmuasosmta 2a-d, 3 (2 MMoJib) 1 co-
OTBETCTBYIOIIEro rajorenua 3—8 (2 mmosib) B 20 mi
IMCO mo6asasiiu 0.025 v (0.1 mmosnn) TOBAX n
0.1 r (2 mmourp) TBepmoro KOH. TTosyuernyio cmech
MepeMeIlBaIu TIPU  KOMHATHOW TeMIlepaType
10 MuH, 3aTeM IIOABEPraju MUKPOBOJIHOBOMY 00JIy-
yenuio B revenue 30 mun (400 B, 20—25 °C). O6pa-
30BaHMeE MPOAYKTA KOHTPoJaupoBaiu MeTojoM TCX
(Metanos-xjopucthiii MetuiieH, 9 : 1). Ilocne okon-
YaHUSI PEAKIUU CMECh OXJIAXK/IAIU /10 KOMHATHOU
TeMIIEPATYPhI, TPOMBIBATH BOMOH (2x40 M) 1 9KCT-
parupoBaau MeTUI-mpem-0yTuaoBbiM aupom (2x25
mir). O6beIMHEHHBIE OPTaHWYECKIE CJION TIPOMbIBAJIH
15%-nbIM BogHbIM pacTBopoM NaOH, 3atem Bomoii 10

Tabnuua 3

14

BnusHue BnepBble CUHTE3UPOBaAHHbIX COEAUHEHNA U NpenapaToB CpaBHEHUs
Ha cucTemMy remocTtasa B ycnoBusax in vitro, Me (0.25-0.75)

Ne Wndp JlaTeHTHbIV nepuog, Amax CkopocTb arperauun, | Bpemst gjoctmkeHns

% K KOHTPOIto % K KOHTP Ot % K KOHTposto MA, % K KOHTponto
1 2a +9.2(8.1-12.3) -15.6 (12.4-17.9) -15.8(12.6-18.4) +13.5 (11.9-15.6)
2 2b +5.4(4.3-9.2) -15.3(11.5-16.7) -8.4(6.2—11.3) +19.3(17.2-23.2)
3 2c +5.2(4.3-8.6) —18.3(15.7-20.4) -14.7(11.5-16.4) +17.6(15.4-20.2)
4 9b +5.2 (4.8-7.3) —-12.9 (10.5-14.6) —-17.5(12.7-19.3) —-13.5(10.4—14.2)
5 9c +4.7 (4.2-7.3) -11.4 (9.6-14.5) -12.1(10.8-13.2) +11.5 (10.3-14.2)
6 9d +10.4 (8.6-13.1) -9.5 (8.7-11.9) -11.6 (9.5-13.8) -16.2 (16.1-18.3)
7 15 +6.5(3.4-7.1) -10.5(8.1-12.4) +15.3 (14.2-19.1) -11.4 (10.2-15.4)
8 18 +18.5 (16.7-20.4) -19.3 (15.7-22.6) —21.4 (18.5-24.7) +11.3 (10.2-14.5)
9 | Auetuncanuuyu- -2.1(1.1-2.6) -13.7 (10.8-16.4) -10.5(7.6-12.3) +10.5 (8.7-13.4)

noeas kucnota
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HeliTpanbHoi peaknuu, cymuan 6essogabiv CaCl,,
PacTBOPUTEJIb YIAJISIIN [IPU TIOHM;KEHHOM JIABJIEHUN,
[leneBoit TPOAYKT BBIJIETAIN KOTOHOYHOU XpOMa-
Torpacdueii (3JII0EHT — MeTaHOJI-XT0podopm, 9 : 1).
1-ammn-2-pennn-4,5-quruapo-1H-umuaazon
(9a). Maciio. Criextp AMP 'H (CDClj, 8, m.11.): 3.15 (c,
2H, CH,); 3.60 (1, 2H, CH,CH=CH,, /] = 6.2); 3.75 (c,
2H, CH,); 4.55 (1, 1H, CH, J=7.0); 4.60 (x, 1H, CH, /=
7.0); 4.85 (a1, 2H, CH,CH=CH,, J = 10.2, ] = 2.1);
7.45-7.80 (M, 5H, 5CH,,). Cuiexrp IMP *C (CDCl,, 8,
M.11.): 46.8 (2CH,), 52.2 (2CH,), 53.2 (2CH,), 117.8
(2CH,), 127.3 (2CHy,,), 126.3 (Cy,), 128.2 (2CHy,),
131.0 (CH), 133.0 (Cy,), 166.1 (C).
1-ammun-2-(Ppenokcumernn)-4,5-guruapo-
1H-umunazon (9b). Macno. Crexkrp AMP 'H
(CD30D, 6, m.z1.): 3.49 (¢, 2H, CH,); 3.60 (1, 2H,
CH,CH=CH,, J=6.2); 3.67 (¢, 2H, CH,); 4.5 (¢, 2H,
OCH,); 4.65 (.1, 2H, CH,CH=CH2 , ] =10.2, ] =
2.1), 5.56 (z, 1H, CH, J = 7.0); 6.80-7.00 (m, 3H,
3CH,,); 7.25-7.35 (M, 3H, 2CH,,). Cuiexktp IMP 2C
(CD;30D, 4, m.x1.): 50.3 (CH,), 51.4 (CH,), 53.7
(CH,), 62.2 (CH,), 115.7 (2CH,,), 121.5 (CH,,),
126.3 (Cyp), 129.3 (2CHy,), 133.0 (C), 157.7 (Cy,).
2-(1-ammun-4,5-nuruapo-1H-umunaszon-2)-de-
Hoa (9¢). Maciio. Criexrp AMP 'H (CD30D, 8, m.11.);
3.20 (¢, 2H, CH,); 3.52 (1, 2 H, CH,CH=CH,, J = 6.2);
3.81 (¢, 2H, CHy); 4.85 (u.m, 2H, CH,CH=CH, , J =
10.2,J=2.1),4.96 (1, 1H, CH, J=7.0); 5.76 (1, 1H, CH,
J=17.0); 6.77-6.86 (M, 3H, 3CH,,), 7.28-7.34 (M, 2H,
2CH,,), 11.28 (¢, H, OH, J = 6.1 T1;. Ciexrp AMP *C
(CD;0D, 6,m.1.): 52.3 (CH,), 52.4 (CH,), 55.7 (CH,),
114.0 (CH), 117.8 (CH,), 120.7 (2CHjy,), 126.3 (Cy,),
130.3 (CH), 132.7 (CH,,), 161.3 (C), 166.9 (Cy,).
4-(1-amnun-4,5-quruapo-1H-umuaason)dpe-
Hox (9d). Macao. Cnextp AMP 'H (CD50D, §,
m.11.); 3.12 (¢, 2H, CH,); 3.52 (1, 2H, CH,CH=CH,, J
= 6.2); 3.76 (¢, 2H, CH,); 4.76 (a.m, 2H,
CH,CH=CH,,J=10.2,J=2.1),4.96 (1, 1H, CH, J =
7.0); 5.76 (m, 1H, CH, J = 7.0); 6.79-6.82 (™, 3H,
3CHy,), 7.29-7.36 (M, 2H, 2CHy,), 10.28 (¢, H, OH,
= 6.1 Ti. Criextp IMP 3C (CD30D, 6§, m.11.): 52.1
(CH,), 52.4 (CH,), 55.1 (CH,), 116.0 (CH,), 117.8
(2CHy,), 126.3 (Cy,), 130.3 (CH), 132.7 (2CH,,),
161.3 (C), 166.9 (Cy,).
1-(2-meTunanann)-2-penunn-4,5- THruApPoO-
1H-umunazon (10a). Macio. Cnektp AMP 'H
(CDCl;, 6, m.1.): 1.81 (¢, 3H,CH,C(CH3)=CH,; 3.16
(c, 2H, CH,); 3.75 (¢, 2H, CH,); 3.95 (m, 2H,
CH,CH=CH,,J=6.2);4.85 (1, 1H, CH,J=7.0);4.95
(n, 1H, CH, J = 7.0); 7.43-7.80 (M, 5SH, 5CHj,,).
Crektp IMP 3C (CDCls, 8, m.11.): 20.8 (CH3), 49.8
(2CH,), 52.9 (2CH,), 53.6 (2CH,), 111.8 (CH,),
126.3 (Cp,p), 127.3 (2CHp,), 128.2 (2CH,,), 129.0
(CH), 132.6 (Cy,), 138.1 (C), 162.6 (C).
2-(1-(2-merunamni-4,5-guruapo-1H-umuna-
3oa-2)dpenon (10c). Macsio. Crextp AMP 'H

(CD30D, 9§, m.x1.); 1.82 (¢, 3H,CH,C(CH3)=CHs;
3.25 (¢, 2H, CH,); 3.55 (1, 2H, CH,CH=CH,, J =
6.2);3.96 (¢, 2H, CH,); 5.10 (z.1, 2 H, CH,CH=CH,,
J=10.2,]=21),515(xn, 1H, CH, J = 7.0); 6.78-6.87
(M, 3H, 3CHy,,), 8.29-8.35 (m, H, CH,,), 11.28 (¢, H,
OH, J = 6.1 T1). Criexrp AMP '3C (CD;0D, &, m.1.):
20.2 (CH3), 52.4 (CH,), 52.5 (CH,), 55.8 (CH,), 111.0
(CH,), 114.3 (Cy,), 117.3 (CHy,), 121.7 (2CHy,,),
130.3 (CHy,), 138.7 (€), 159.3 (Cy,), 166.9 (C).
4-(1-(2-metunannun)-4,5-guruapo-1H-umu-
nazon-2)¢peunon (10d). Macso. Cuextp IMP 'H
(CD30D, §, m.n.); 1.82 (¢, 3H,CH,C(CH3)=CHo;
3.16 (¢, 2H, CH,); 3.75 (u, 2H, CH,CH=CH,, J =
6.2); 3.96 (c, 2H, CH,); 5.10 (a.1, 2H, CH,CH=CH,,
J=10.2,]=2.1),5.06 (z, 1H, CH, J =7.0); 6.83-6.87
(m,3H,2CHy,,), 8.29-8.35 (M, H, 2CHy,,), 10.28 (¢, H,
OH,J = 6.1 T1). Cuiextp AMP 13C (CD50D, 8, m.11.):
20.3 (CHsy), 52.5 (CH,), 52.6 (CH,), 55.7 (CH,),
111.5 (CH,), 115.3 (Cy,), 118.3 (2CH,,), 126.7 (Cyy),
130.3 (2CHy,), 138.7 (€), 159.3 (Cy,), 166.9 (C).
1-nentma-2-dpenmn-4,5-guruapo-1H-umuga-
3ox (11a). Maciio. Ciektp AMP 'H (CDCls, 8, m.11.):
0.9 (1,3H, CHs, J=7.1Tm), 1.25-1.50 (M, 4H, 2CH,),
1.70-1.85 (M, 2H, CH,), 3.35-3.40 (M, 4H, 2CH,),
3.68-3.84 (m, 2H, CH,); 6.89-7.08 (M, 3H, 3CH ,);
7.28-7.38 (M, 2H, 2CH,,). Criextp IMP 3C (CDCl,,
S, m.a1.): 13.9 (CHj), 22.4 (CH,), 28.9 (CH,), 29.2
(CH,), 47.7 (CH,), 51.3 (CH,), 55.3 (CH,), 127.8
(2CHy,), 128.3 (2CHy,), 129.7 (CH,,), 136.2 (Cy,),
168.4 (C).
1-nentuna-2-(peHokcumern)-4,3-TUrUaAPO-
1H-umunazon (11b). Macno. Cnexkrp IMP 'H
(CD30D, 8, m.ii.): 1.1 (1, 3H, CHj3, J = 7.1 T), 1.35-
1.45 (m, 4H, 2CH,), 1.75-1.80 (M, 2H, CH,), 3.35-
3.40 (M, 4H, 2CH,), 3.49 (c, 2H, CH,); 3.67 (c, 2H,
CH2); 4.5 (¢, 2H, OCH,); 6.90-7.00 (M, 2H, Ph);
7.25-7.35 (m, 3H, 3Ph). 7.35-7.50 (M, 3H, 3CHy,,),
7.95-8.00 (m, 2H, 2CH,,). Cuextp IAMP '3C
(CD30D, 6, m.1.): 13.8 (CH3), 22.5 (CH,), 29.1
(CH,), 29.2 (CH,), 47.8 (CH,), 51.3 (CH,), 55.3
(CH,), 64.3 (CH,), 117.8 (2CH,,), 116.3 (CH,,),
129.7 (2CHy,,), 154.2 (C), 158.4 (Cy,).
2-(1-menTun-4,5-guruapo-1H-umugazon-2-mi)
¢enon (11c). Macsio. Cuextp AMP 'H (CDCls, §,
m.1.): 1.0 (1, 3H, CH3, J = 7.1 '), 1.40-1.48 (m, 4H,
2CH,), 1.80-1.85 (m, 2H, CH,), 3.43-3.47 (M, 4H,
2CH,), 3.56 (¢, 2H, CH,); 3.69 (¢, 2H, CH,); 6.70-6.84
(M, 2H, CH,,); 7.30-7.40 (M, 2H, 2CH,,), 8.10-8.16 (M,
1H, CH,,), 11.67 (ym.c, 1H, OH). Crexrp AMP ¥C
(CDCls, 6, m.n.): 14.0 (CH3), 22.3 (CH,), 28.8 (CH,),
28.9 (CH,), 47.2 (CH,), 52.9 (CH,), 62.3 (CH,), 114.3
CHpp), 120.9 (CH,,), 130.5 (CHy,), 131.0 (CH,,),
131.6 (CHy,), 156.9 (Cy,), 164.0 (C).
4-(1-nentua-4,5-guruapo-1H-umugazon-
2)denoa (11d). Macuo. Crexrp IMP 'H (CDCls, §,
m.x1.): 0.9 (1, 3H, CH3, J = 7.1 T'r), 1.20-1.38 (M, 4H,
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2CH,), 1.80-1.85 (M, 2H, CH,), 3.43-3.47 (M, 2H,
CH,), 3.56 (¢, 2H, CH,); 3.69 (¢, 2H, CH,); 6.70-6.84
(M, 2H, 2CH,,); 7.30-7.40 (M, 2H, 2CH,,), 10.17
(ymc, 1H, OH). Cuextp AMP 3C (CDCls, §, m.11.):
13.8 (CHj3), 22.3 (CH,), 28.8 (CH,), 28.9 (CH,),
48.2 (CH,), 53.9 (CH,), 62.3 (CH,), 113.3 C,,),
118.9 (CH,,), 126.5 (CHy,), 131.0 (CH,,), 131.6
(CHy,), 159.9 (Cy,), 168.0 (C).
1-rekcuia-2-penmwi-4,5-guruapo-1H-umuga-
3oa (12a). Macio. Criexrp AMP 'H (CDClj, 8, m.11.):
0.9 (t,3H, CHs, J=7.1T), 1.25-1.50 (M, 4H, 2CH,),
1.70-1.85 (M, 2H, CH,), 3.35-3.40 (M, 4H, 2CH,),
3.68-3.84 (M, 2H, CH,); 6.89-7.08 (M, 3H, 3CH ,,);
7.28-7.38 (M, 2H, 2CH,,). Criextp AMP 13C (CDCls,
S, m.zi.): 13.9 (CHj), 22.4 (CH,), 28.9 (CH,), 29.2
(CH,), 47.7 (CH,), 51.3 (CH,), 52.7 (CH,), 55.3
(CH,), 127.8 (2CHy,,), 128.3 (2CH,,), 129.7 (CH,,),
136.2 (CAr), 168.4 (C).
1-rexcua-2-(¢dpenokcumeru)-4,3-TUTHAPO-
1H-umupazon (12b). Macno. Cuextp AMP 'H
(CD30D, 6, m.i.): 1.1 (1, 3H, CH3, J = 7.1 T), 1.35-
1.45 (m, 4H, 2CH,), 1.75-1.80 (M, 2H, CH,), 3.35-
3.40 (m, 4H, 2CH,), 3.49 (¢, 2H, CH,); 3.67 (c, 2H,
CH,); 4.5 (¢, 2H, OCH,); 6.90-7.00 (M, 2H, Ph);
7.25-7.35 (m, 3H, 3Ph). 7.35-7.50 (M, 3H, 3CHy,,),
7.95-8.00 (m, 2H, 2CH,,). Cuexrp AMP '3C
(CD30D, 6, m.1.): 13.8 (CHjy), 22.5 (CH,), 29.1
(CH,), 29.2 (CH,), 47.8 (CH,), 51.3 (CH,), 52.9
(CH,), 55.3 (CH,), 64.3 (CH,), 117.8 (2CH,,),
116.3 (CHp,), 129.7 (2CHy,), 154.2 (C), 158.4 (Cyp).
2-(1-rexkcun-4,5-guruapo-1H-umugaszou-
2)phenol (12¢). Maciio. Criexrp IMP 'H (CDCls, 6,
m..): 1.0 (1, 3H, CH3, J = 7.1 '), 1.40-1.48 (m, 4H,
2CH,), 1.80-1.85 (M, 2H, CH,), 3.43-3.47 (M, 4H,
2CH,), 3.56 (¢, 2H, CH,); 3.69 (¢, 2H, CH,); 6.70-6.84
(M, 2H, CH,,); 7.30-7.40 (M, 2H, 2CH,,), 8.10-8.16 (M,
1H, CH,,), 11.67 (ym.c, 1H, OH). Crexrp AMP ¥C
(CDCls, 6, m.1.): 14.0 (CH3), 22.3 (CH,), 28.8 (CH,),
28.9 (CH,), 47.2 (CH,), 52.9 (CH,), 60.4 (CH,), 62.3
(CH,), 1143 CH,y,), 120.9 (CHy,), 130.5 (CH,,), 131.0
(CHy,p), 131.6 (CHy,), 156.9 (Cy,), 164.0 (C).
4-(1-rexcuia-4,5-guruapo-1H-umugason-
2)dpenon (12d). Macuo. Crexrp IMP 'H (CDCls, §,
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m.a.): 0.9 (1, 3H, CHs, J = 7.1 T'm), 1.20-1.38 (M, 4H,
2CH,), 1.80-1.85 (M, 2H, CH,), 3.43-3.47 (™, 2H,
CH,), 3.56 (¢, 2H, CH,); 3.69 (¢, 2H, CH,); 6.70-6.84
(M, 2H, 2CH,,); 7.30-7.40 (M, 2H, 2CHy,,), 10.17
(ymc, 1H, OH). Cuextp AMP 3C (CDClj, 8, m.11.):
13.8 (CHj3), 22.3 (CH,), 28.8 (CH,), 28.9 (CH,),
48.2 (CH,), 52.4 (CH,), 53.9 (CH,), 62.3 (CH,),
113.3 Cpp), 118.9 (CHy,), 126.5 (CHy,), 131.0
(CHy,), 131.6 (CHy,), 159.9 (Cy,), 168.0 (C).

4-(1-((2,2-anX1IOPIHUKIONPONHI )METHT ) -4, 3-
nurugapo-1H-umuaazon-2)penon (13d). Macio.
Crextp IMP 'H(CDCly, 8 m.1.): 3.35-3.37 (m, 1H,
CH,); 3.63-3.65(m, 1H, CH,); 3.70-3.72 (M, 4H,
2CH,); 5.65-6.0 (M, 1H, CH); 7.45-7.80 (M, 4H,
4CH,,). Crexkrp AMP 3C(CDCl,, 6, m.1.): 46.1
(CH,), 51.3 (CH,), 52.8 (CH), 55.6(CH,), 57.3
(CH,), 58.7 (C), 125.6 (2CH,,), 131.0 (2CHy,,),
153.0 (Cyp), 157.9 (C).

2-(1-((1,3-quokconan-2)meTna)-4,d-TUTHI-
po-1H-umuzazon-2)penon (14c). Crexrp AMP 'H
(CDCl3, 8, m.11.): 3.20-3.36 (M, 2H, CH,); 3.70-3.72
(M, 2H, CH,); 3.80-3.85 (M, 2H, CH,); 3.98-4.1 (m,
2H, CH,); 5.11 (1, 1H, CH, J = 7.1 T'r); 6.95-6.0 (M,
2H, 2CHy,); 7.45-7.80 (M, 2H, 2CHy,), 10.65 (yur.c,
1H, OH). Cuektp IMP '3C (CDCls, , m.1.): 48.6
(CH,) 49.7 (CH,), 54.3 (CH,), 64.7 (2CH,), 105.7
(CH), 113.0 (Cy,), 120.1 (2CHy,), 130.8 (2CHy,),
153.0 (Cy,), 160.9 (C).

4-(1-((1,3-auokcoaan-2)MeTHI)-4,5-TUTHI-
po-1H-umunason-2)dpenon (14d). Cuexrp AMP 'H
(CDCl3, 8, m.11.): 3.20-3.36 (M, 2H, CH,); 3.70-3.72
(M, 2H, CH,); 3.80-3.85 (M, 2H, CH,); 3.98-4.1 (m,
2H, CH,); 5.11 (1, 1H, CH, J = 7.1 T'); 6.95-6.0 (M,
2H, 2CHy,); 7.45-7.80 (M, 2H, 2CHy,), 10.65 (yu.c,
1H, OH). Cuektp IMP '3C (CDCls, , m.11.): 48.6
(CH,) 52.7 (CH,), 54.3 (CH,), 64.7 (2CH,), 106.7
(CH), 117.0 (2CHyg,), 124.1 (Cyy), 132.8 (2CHy,),
160.0 (Cy,), 164.5 (C).

Bce mosrydeHHbIe cOeTMHEHNST TEPCTIEKTUBHBI B
TJ1aHe JATbHENNX OUOJOTNIECKIX CCIeI0BAHIIA 1
U3y4YeHUs UX TUIIOTEH3UBHOU aKTUBHOCTHU, OCTPOU
TOKCUYHOCTHU M pacyeTa yCIOBHOTO TePATIeBTHYECKO-
TO MHEKCA.
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