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BeH3nmmIeHIMUIa3010Hbl SABISIOTCS JaBHO HCCIEIye-
MBIM BQ)XHBIM KJIACCOM TeTEPOUUKIMYECKUX COCIUHE-
muil.'? B 3HaumTeNBHOI Mepe HHTEpeC K 3TUM COEIU-
HEHHUSIM 00YCIIOBIICH TEM, YTO TAKYIO )K€ CTPYKTYPY UMEIOT
XpoMO(pOpsI (ITYOPECHESHTHRIX OEIKOB,” ~ a TaKXe TO, UTO
X MOYKHO HCIIONIB30BaTh ISl (PIIyOPECHEHTHOTO MEUYCHHUS
JKHBBIX crcTeM.® BeH3NINIeHIMIIAa30I0HbI MOTYT TIPOSIB-
JISATh ¥ OMOJIOTHYECKYI0 aKTHBHOCTD, YTO, BBUIY TIPOCTOTHI
uxX MOAU(UKAIUK, OTKpPHIBACT OOJNBIION MPOCTOpP JUIS
HCCHeHOBaHHﬁ.7 OTAeabHBIN HOATUI JAHHBIX COECIUMHEHUH
C JIONOJTHUTENILHBIM LUKJIOM MEXAY TMOJIOKEHUSIMHU 2 U 3
MMUIa30JIOHOBOTO (PparMeHTa TaKKe MPEICTaBIsICT HHTE-
pec, Tak Kak Cpeld HUX BCTPEUYAIOTCSI MOJYJIITOPHI Y-CEKpe-
Ta3bl, TOTCHIMAIBHO 3()(PEKTHBHBIC POTUB OOJE3HU AJIBII-
reiimepa,” MPOTUBOBOCHAJIMUTENbHbBIE,  IICUXOAKTHUBHbBIE
coeuHenHus' " u z(p.”

MetogoB cuHTE3a MOJOOHBIX BEIIECTB  OIKCAHO
HemHoro, > * a [IOTOMY Ba)KHOM 3ajayeil sIBIsieTCsl Kak
pa3paboTka HOBBIX METOJHK, TAaK M CO3AaHUC IIUKINICCKUX
COEIMHCHUM HOBBIX THIIOB.

Panee wamm Oblma OOHapyKeHa peaklus BHYTPH-
MOJICKYJISIPHOW IUKITH3AIUHU 2-aJUTHIOKCHOCH3aJIbICT HI0B
¢ 00pa30BaHUEM IUKJIOTPONIAHOIBHBIX XpOMaHOHOB.]S \Y051

© 2024 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

OMGO\©\ MeiN

\
Cl N)
N\>_S OMe
N

GPR18 inhibitor

O

N
S—NH
N

(0]
Cl
N
S—s
N
(@)
GABA, agonist y-Secretase modulator

Pucynok 1. Bruoiornyecky akTUBHbIE OCH3WIHACHUMHUIA30JI0HbI
C LHKIOM MEXKAy TIIOJOKECHHAMH 2 M 3 HMMHIa30JI0HOBOTO
(dparmeHTa.

PELIMIIN BBISICHUT, BO3MOKHO JIM OA00HOE NpeBpalleHne
B cCIy4ae €CIM anbJerujHas M aJUIMIbHbIE TPYIIbI
OKa)XyTCsl B MIMUIA30JI0HOBOM I1MKJe. CHHTE3UPOBaB COOT-
BETCTBYyIOIIEe coequHeHue 2a (tabn. 1) ¢ anbaeruaHoi
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Tadauna 1. IToxGop pacTBopuTeNei Ui peakun
(oTounKIM3aAIIH

S N\ /O hv S:i nm « N\ o
— N
2a \CH2 3a
OnbIT PactBopuTens Berixon npoxnykra, %

1 CH,CL, 0
2 C,H4Cl, 0
3 o 10
4 Jlnokcan 13
5 EtOAc 7
6 Me,CO 17
7 MeOH 0
8 MeCN

9 AMCO 40
10 JIMOA 27

TPYNION B IMOJIOXKEHUH 2, MBI MOJBEPIVIM €Tr0 pacTBOpP B
JIMCO o00y4eHHI0 CBETOAMOMHOW JIAMIOW C JUIMHOU
BosHBI 365 HM. Kak BRISCHUIIOCH, B pe3ylbTaTe 00pa3yercs
OIMH OCHOBHOH MNpOAYKT 3a, B KOTOPOM OEH3MJIHMICH-
HMMHJIa30JI0HOBAsI CUCTEMa He INpeTepresia CYIECTBEHHBIX
W3MEHEHHMH, OJIHAKO TMOJHOCTHIO TPaHC(HOPMHUPOBAIUCH
QUIMIIBHBIN U anbleruanble gparmeHTsl. JlaHHbIE Macc-
CIIEKTPOMCTPUHN YKa3bIBaJIU Ha OTCYTCTBHUC U3MCHCHUA
MacCChl NPOAYKTa OTHOCHUTCIIBHO HCXOJHOI'0 COCIUHCHMA.
Kak okazanocs, B mpoiiecce (HOTOMpPEBpalIeHUsS MPOUC-
XO/IUT 00pa3oBaHKe MUPUANHOHOBOTO LHUKJIA C EPEHOCOM
JIBOITHON CBSI3U aJUIMJIBHOW TPYNIBI K aToMy a3zoTa. Mbl
MpOBEJIM OTY PCaKIUIO B PA3JIMYHBIX PACTBOPUTCIIAX.
Oxazanoce, uro IMCO (omsIT 9) sBISETCS ONTUMAIBEHBIM
pacTBopuTeNeM Uil JITAHHOTO NpEeBpallleHusl, Kak U B
Hael npeaplaymei padore.'

Tarke MBI HCCIENOBAJIM 3TO INPEBpAILEHUE MO
HeﬁCTBHeM CBETOAMOJHOI'O U3IYYCHUA APYTUX HJIWH BOJH
(Tabn. 2). Bo Bcex ciaywasx mociie oOJIydeHUs B T€UCHHUE
6 Y WHCXOAHOE CcoeAWHEHHe 2a He HalOIomanocr B
peaKHI/IOHHOﬁ CME€CHU, ONHAKO YBCIWYCHHUEC IJIMHBI BOJIHBI
U3JIy4YCHUSA TPUBOAUIIO K He6OJ'[BH_IOMy ITIOBBILICHUIO

Ta6aumna 2. [Tonbop ANMHBI BOJHBI N3TYYeHHS IS PEaKIIUU
(doTounKIM3aIIH

hv, DMSO
—_—

2a 3a
6h
OmpIT hv, HM Beixon nponykra, %
1 365 40
2 380 36
3 405 32
4 425 31
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KOJIMYECTBA IPUMeEceil M YMEHBLICHHIO BBIXOJA IIEIEBOTO
poayKTa (OTBITE 2—4).

OmpeznenuB ONTHMAaJbHBIE YCIOBUS ISl (DOTOLMKIH-
3aIlMH, MBI CHHTE3HPOBAJIN C HEIIOXMMH BEIXOAMU ILECTh
HOBEIX coenmHeHnid 3a—f (cxema 1). Bo Bcex ciygasx
mocie oOnydeHHs B OOpa3yIOIIMXCS CMecsSX He HalIro-
JTAJIOCh UCXOTHOTO coeanHeHHs 2a—f, mobodHbIe TpyIHO-
UICHTUGULUPYSMbIe MPONYKTHl C HHU3KUM Rp OTHCISIH
METOZOM (IIEII-XpOMaTOrpad L.

Cxema 1. [Tonyuenue nuruapoumunasol 1,2-a|nupunun-
3(2H)-onoB 3a—f

Ar Ar
0]
N XN
> Se0, \>,/<
—_—
N R dioxane N R
H\ 80°C, 15-45 min L\\
1a— CH, 13-65% 2a- CH,
Ar
hv365nm XN OH
—_— N R
DMSO, rt N
(0] —
3a-f
Cl Br
=~ _N OH ~ _N OH
N A\
(0] N — [e] N —
(40%) 3b (33%) . 3c (38%)
OH \ OH
3d (33% 3e (45% 3f (46%

Ha npumepe coeaunenust 3b cTpykTypa BemiecTs Oblia
JOTIOJITHUTCIIbHO TMOATBEPXKJACHA IpU TIOMOIOHU TIE€TEPO-
sIepHoil 1ByMepHoii cnektpockomuu IMP 'H-""C HMBC
u '"H-"C HSQC (puc. 2).

OTMeTuM, 4YTO HaJWMYHWe THIPOKCHIBHOW T'PYIIIBI
JOJDKHO OJIaroTBOPHO MOBIHUATH HAa BOIOPACTBOPHUMOCTH
JAaHHBIX COGHHHCHHﬁ, YTO BAXHO JJIA HCCICIAOBAHHUA HX

2.63
6.73 5.4729.5
118.1109.5

Pucynox 2. Pe3ynbTaThl HccneOBaHUs CTPYKTYPbl COCANHEHHS
3b Mmeromamu rereposiiepHol cnektpockornuu SAMP. Ykazanel
xumudeckue cuuru (8, M. 1) 'H (xpacubmM), C (cuuum),
BaKHEHIIINE CIIMH-CIIMHOBBIC B3aMMO/ICHCTBISI OTMEUEHBI CTPEJIKAMH.
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MOTEHLMAJIBHOW OMOJIOTMYECKOH aKTUBHOCTH M IOCIIEYI0-
LIETO MPUMEHEHUSI.

Takum oOpa3oM, HamMu pa3paboTaHa METOJHMKa CHHTE3a
HOBBIX MHUPUIMHOJBHBIX MIPOU3BOHBIX OCH3WIMIEHUMHUIA30-
JIOHOB BHYTPHUMOJIEKYJISIDHON IMKJIM3aIel COOTBETCTBYIO-
KX KapOOHWIIBHBIX NPOU3BOIHBIX C JUTMIIEHBIM 3aMECTH-
TeneM MoJ JefcTBUEeM CBETOJUOIHOTO U3TydeHHs 365 HM.

JKcnepuMeHTAJbHAA YaCTh

Cnextpsr AIMP 'H wu Bc 3apPETUCTPUPOBAHBl  HA
npudopax Avance III (800 u 201 MI'; COOTBETCTBEHHO) U
Bruker Avance III (700 u 176 MI'i COOTBETCTBEHHO) B
IAMCO-ds win CDCls, BHyTrpenHuid ctanaapt TMC wumu
ocrarouHslii curnan pacrsopurens (JIMCO-dq: 2.50 M. a.
JUISL sep IH, 39.5 M. 1. mna siaep 13C; CDCls: 7.27 m. 1. s
agep °C). Macc-CIeKTphl BBICOKOTO Pa3pEIICHHS 3allt-
canbl Ha mpubope TripleTOF 5600+ ¢. AB Sciex, nonu-
3alys  DIIEKTPOpacHbUIeHHEM. TeMmeparypsl IJIaBiICHUs
ompenenensl Ha mpubope SMP 30. Jlns xpomatorpaduu
ucnonb3oBad cuirkareiab Merck Kieselgel 60. ®@otoxnmu-
YecKHue peakUuu NpoBeleHbl B peakTope Evoluchem™
PhotoRedOx box, st 00IyUeHuUsI UCIIOIb30BaHbI CBETOIHOI-
ueie namnbl 365 am (LG, HCK1012-01-006, 25 MBT/CMZ),
380 um (LG, HCK1012-01-013, 8 MBt/cm?), 405 mm (LG,
HCK1012-01-010, 28 wmBt/cm?), 425 um (EPILED,
HCK1012-01-012, 33 MBt/cm®) Evoluchem™.

KomMepueckn AOCTyNHBIE peareHThl MPUMEHEHBI 0e3
JIOTIOJIHUTEIbHOM OYMCTKM, JJIS IPOBEICHUS peakuui
UCIIOJIb30BaHbI CBEXKEIIEPErHaHHbIE PACTBOPUTEIIH.

Moayuyenne coemmHenmii la—f (oOmias Meromuka).
K pactBopy 10 MMOJIb COOTBETCTBYIOIIETO AJIBJIETHIA B 25 MII
CHCIl; no6aunsitor 1.12 mu (15 MMouis) ajutmiiaMuHa ¥ 5 T
6e3BoaHOr0 Na,SO,. PeakinoHHY0 CMECh MEPEMEIINBAIOT
IIpu KOMHATHOH Temmepartype B TeueHue 24 4. [lomyuen-
HBII pacTBOp OT(QWIBTPOBBIBAIOT, (UIIBTpAT yHapHBAIOT
MIPY TIOHWKEHHOM JIaBJICHUH, OCTaTOK PacTBOPSIOT B 10 mu
MeOH wu nobapnsaior wmeTi-2-[(1-MEeTOKCHATIIINACH)-
amMHuHOJaneTar wWiIH  MeTwI-2-[(1-MeTOKCHITPOIMITH IEH)-
aMMHO |alieTaT, MepeMelInBaloT MpPU KOMHATHOH Temiie-
patype B TeueHue 24 4. PacTBopHTeNIM ymapuBalOT NPH
MOHIKEHHOM  JIaBJICHUM, OCTaTOK OYHINAIOT METOIO0M
¢nenr-xpomarorpaduu (amoent rekcan—EtOAc, 4:1).

(2)-3-Annua-5-6en3uiangeH-2-mMmetTui-3,5-nuruapo-
4H-umunazon-4-ou (la). Beixog 1.28 r (57%), 6nenHo-
XeTlil mopomok, T. w1 82-83°C. Cmexrp SMP 'H
(700 MI'u, AMCO-dg), 8, m. 1. (J, T'm): 8.22 2H, n, J=17.2,
H Ar); 7.47-7.43 (2H, m, H Ar); 7.43-7.40 (1H, m, H Ar);
7.01 (1H, ¢, CH=); 5.89 (I1H, n. a. T, J = 17.2, J = 10.3,
J=15.1, CH=CH,); 5.20-5.14 (1H, m, CH=CH,); 5.10-5.03
(1H, m, CH=CH,); 4.24 2H, n. 1, /=49, J= 1.6, CH,); 2.34
(3H, ¢, CHs). Crektp SIMP “C (201 MI'n, JMCO-dy),
o, M. m.: 169.4; 163.8; 138.5; 134.0; 132.9; 131.9; 129.9;
128.6; 125.1; 116.3; 41.8; 15.3. Haiineno, m/z: 227.1182
[M+H]+. C14H15N20. BBI‘-H/ICJ'ICHO, m/z: 227.1179.

(2)-3-Annua-2-meTuia-5-(4-xyaopoen3uianaen)-3,5-
auruapo-4H-umuaason-4-on (1b). Bexox 1.3 1 (50%),
61eTHO-KeNThIil TOpowIoK, T. 1. 91-93°C. Cnextp SIMP 'H
(800 MI'y, IMCO-d), 8, m. 1. (J, I'm): 8.24 (2H, 1, J = 8.6,
H Ar); 7.52 2H, n, J = 8.6, H Ar); 7.02 (1H, ¢, CH=); 5.92—

560

5.85 (1H, m, CH=CH,); 5.17 (1H, n. n, J =104, J = 1.2,
CH=CH,); 5.07 (1H, n. n, J=17.2,J=1.2, CH=CH,); 4.24
(2H, n. n, J=3.3,J=1.6, CH,); 2.34 (3H, ¢, CH;). Cniextp
AMP BC (201 MTu, IMCO-d), 8, M. a.: 169.3; 164.4;
138.9; 134.5; 133.4; 132.9; 128.7; 123.5; 116.3; 41.8; 15.3.
Haiineno, m/z: 261.0781 [M+H]". C14H4CIN,O. Bprunc-
neHo, m/z: 261.0789.
(2)-3-Annni-5-(4-6pomodeH3naIuIeH)-2-MeTHI-3,5-11-
ruapo-4H-nmunazon-4-on (1c). Bexon 1.49 r (49%), 6:1emHo-
XKeNThIi mopomok, T. mwr. 104-105°C. Cnextp SIMP 'H
(800 MTI'u, AMCO-dy), 8, m. n. (J, T'm): 8.16 (2H, 1, J = 8.5,
H Ar); 7.66 2H, 1, J = 8.6, H Ar); 6.99 (1H, ¢, CH=); 5.92—
5.85 (1H, m, CH=CH,); 5.17 (1H, n. n, J = 104, J = 1.3,
CH=CH,); 5.07 (1H, n. n, J=17.2, J= 1.3, CH=CH,); 4.23
(2H, n. 1, J=4.9,J= 1.6, CH,); 2.33 (3H, ¢, CH3;). Cnextp
AMP BC (201 MTu, IMCO-d), 8, M. a.: 169.3; 164.4;
139.0; 133.6; 133.2; 132.9; 131.7; 123.6; 123.5; 116.3; 41.8;
15.4. HafmeHo, m/z: 305.0285 [1\/I+H]Jr C]4H14BI‘N20.
Brruncaeno, m/z: 305.0284.
(2)-3-Anana-2-merTuii-5-(3-uuTpoden3nauaen)-3,5-1u-
ruapo-4H-umunaaso-4-on (1d). Beixog 1.49 r (55%),
KTl KPUCTAILTBL, T. L. 122-124°C. Cnextp SAMP 'H
(800 MI', IMCO-dg), 6, m. u. (J, ['m): 9.19 (1H, c, H Ar);
8.55(H, n,J=7.7,H Ar); 823 (1H, n. n, J=8.2, J=2.0,
H Ar); 7.74 (1H, 1, J = 8.0, H Ar); 7.17 (1H, ¢, CH=); 5.93—
5.86 (1H, m, CH=CH,); 5.18 (1H, n. n, J =104, J= 1.2,
CH=CH,); 5.09 (1H, n. n, J=17.2, J= 1.2, CH=CH,); 4.30—
4.22 (2H, M, CH,); 2.38 (3H, ¢, CHj). Crextp SIMP *C
(201 MI'y, AMCO-dy), 6, M. 1.: 169.2; 165.8; 148.0; 140.3;
137.8; 135.6; 132.8; 130.0; 125.6; 123.9; 122.2; 116.4; 41.9;
15.5. Haﬁ;[eHo, m/z: 272.1031 [IVIJFH]+ C14H14N303.
Beraucieno, m/z: 272.1030.
(2)-3-Anaun-5-6en3nanaeH-2-3ruia-3,5-nuruapo-4H-
umnaaszon-4-ou (le). Beixon 1.44 1 (60%), GnemaHO->KENTHIH
MOpoIoK, T. mr. 54-55°C. Crekrp SIMP 'H (700 MI'x,
JIMCO-dg), 6, m. a. (J, T'm): 8.27-8.21 (2H, m, H Ar); 7.48—
7.44 (2H, m, H Ar); 7.43-7.40 (1H, m, H Ar); 7.01 (1H, c,
CH=); 5.88 (1H, n. n. T, J=17.2, J=10.2, J= 5.0, CH=CH,);
5.19-5.15 (1H, m, CH=CH,); 5.06 (1H, n. n. 1. n, J = 17.2,
J=19,J=15,J=15,CH=CH,); 423 2H, n. T, J = 5.0,
J=1.7, CHy); 2.65 (2H, x, J = 7.3, CH,CHj3); 1.27 (3H, T,
J = 7.3, CHs). Crextp SIMP *C (201 MI'n, IMCO-dy),
S, M. 1.: 169.7; 167.4; 138.5; 134.1; 133.0; 131.9; 129.9;
128.6; 125.1; 116.2; 41.6; 21.2; 9.2. Haiigneno, m/z:
241.1338 [M+H]+. C;sH7N,O. Brruncneno, m/z: 241.1335.
(2)-3-Anauna-5-(4-6pomoOeH3NIANAEH)-2-dTHI-3,5-11-
ruapo-4H-umunazon-4-on (1f). Beixog 2.36 t (78%),
KeNThlil mopomok, T. mwi. 100-101°C. Cnextp IMP 'H
(800 MI'm, AMCO-dg), 6, m. a. (J, I'm): 8.19 (2H, n,
J=28.5, H Ar); 7.66 2H, 1, J = 8.5, H Ar); 7.00 (1H, c,
CH=); 5.91-5.84 (1H, m, CH=CH,); 5.16 (1H, x, J = 10.4,
CH=CH,); 5.06 (1H, n, J = 18.0, CH=CH,); 4.23 (2H, n,
J=49, CHy), 2.65 (2H, k, J = 7.4, CH,CH;); 1.26 (3H, T,
J=17.3, CHs). Criextp IMP “C (201 MI'ty, IMCO-dp), 8, M. 1.
169.5; 168.0; 139.0; 133.6; 133.3; 132.9; 131.7; 123.7;
123.5; 116.2; 41.6; 21.3; 9.2. Haiimeno, m/z: 319.0442
[M+H]+. C]5H]6BTN20. BI)I‘-II/ICJ'IGHO, m/z: 319.0441.
Moayyenune coenuHenuii 2a—f (oOmias MeTomuka).
B 30 mur auokcana pacTBOPSIFOT 2 MMOJIb HUCXOJHOTO COEIIH-
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menust la—f, no6asnstor 444 mr (4 mmons) SeO, u mepe-
MemmBatoT npu 80°C B Teuenme 15-45 mun. Peakmmon-
HYI0 CMECh OXJIaX/IAI0T, BBUIMBAIOT B 50 MJI HACHIIIIEHHOTO
pactBopa NaCl u skcrparmpyror EtOAc (3 x 50 mu).
OOBenvHEHHBIE OpPTaHUYECKHE CIIOM Ccymar Han 0e3Boj-
HeIM Na,SO,. PacTBOpHTENH yIIapuBarOT MpH MOHWKEHHOM
JABIICHUH, OCTATOK OYHINAIOT METOIOM (pem-XxpomaTo-
rpa¢un (3moentr CH,Cl,).
(2)-1-Annunia-4-6en3unuaeH-S-oxco-4,5-quruapo-1H-
HMHIa30-2-Kap0aabaerun (2a). Bexon 260 mr (54%),
KeThIl mopomok, T. wi. 114-116°C. Cnextp SIMP 'H
(800 MI'y, AMCO-dy), 8, m. 1. (J, I'm): 9.72 (1H, ¢, CHO);
8.38-8.31 (2H, m, H Ar); 7.58 (1H, ¢, CH=); 7.57-7.53
(BH, M, H Ar); 591 (IH, o. o. T, J=17.2, J =104, J= 5.1,
CH=CH,); 5.12 (1H, n. n, J=10.4, J= 1.3, CH=CH,); 5.06
(IH, 1. i, J=17.2,J=1.4, CH=CH,); 445 2H, o. 1, J= 5.1,
J=1.5, CH,). Criextp SIMP C (201 MI'ty, IMCO-d), 8, M.
.. 185.6; 169.0; 155.0; 138.4; 134.9; 133.3; 133.2; 133.0;
132.0; 129.0; 116.3; 42.6. Haiineno, m/z: 241.0973 [M+H]'".
C4H3N,0,. Beraucueno, m/z: 241.0972.
(2)-1-Ansmmir-4-(4-xnopOeH3uiimaeH)-5-okco-4,5-muruapo-
1H-nmugazon-2-kapoéanabaerun (2b). Bexon 250 mr (59%),
KETHIE mopomok, T. wi. 145-147°C. Cnextp SIMP 'H
(800 MI'm, AMCO-dy), 6, m. 1. (J, T'm): 9.71 (1H, ¢, CHO);
8.36 2H, n, J = 8.6, H Ar); 7.63 (2H, n, J = 8.6, H Ar);
7.58 (1H, ¢, CH=); 5.93-5.86 (1H, m, CH=CH,); 5.12 (1H,
om0 J=104,J=12, CH=CH,); 5.06 (1H, o. n, J = 17.2,
J = 1.2, CH=CH,); 4.45 (2H, M, CH,). Cnextp SIMP “C
(201 MTI';, AMCO-d), 6, m. n.: 185.5; 169.0; 155.2; 138.7;
136.8; 134.7; 133.2; 133.0; 132.2; 129.2; 116.3; 42.7.
Haiineno, m/z: 275.0585 [M+H]". C4H1,CIN,O,. Brramuc-
JIeHo, m/z: 275.0582.
(2)-1-Annun-4-(4-6pomoen3unianeH)-5-okco-4,5-1u-
ruapo-1H-umuaazon-2-kapéansaerua (2¢). Boxog 415 mr
(65%), JKeNTHIi TOpOWIOK, T. 11, 163—164°C. Criextp SIMP 'H
(800 MI'y, AMCO-dy), 6, m. 1. (J, T'm): 9.71 (1H, ¢, CHO);
8.28 2H, n, J = 8.5, H Ar); 7.77 (2H, n, J = 8.6, H Ar);
7.56 (1H, ¢, CH=); 5.92-5.87 (1H, M, CH=CH,); 5.12 (1H,
om0, J=104,J=13, CH=CH,); 5.06 (1H, o. n, J = 17.2,
J=1.3, CH=CH,); 444 (2H, n. n, J = 3.6, J = 1.5, CH,).
Cnexrp SIMP C (201 MI'u, IMCO-dg), 8, M. x1.: 185.5;
169.0; 155.2; 138.8; 134.8; 133.3; 133.0; 132.5; 132.1;
126.0; 116.3; 42.7. Haiimeno, m/z: 319.0079 [M-+H]".
C4sH,BrN,O,. Berancneno, m/z: 319.0077.
(2)-1-Annun-4-(3-uuTpodeH3nanaeH)-5-oxkco-4,5-qu-
ruapo-1H-umuaa3on-2-kapéansaerua (2d). Beixox 250 mr
(44%), sKenThIit TOpowIoK, T. 1. 162-164°C. Criextp SIMP 'H
(800 MI', AMCO-dy), 6, m. 1. (J, T'm): 9.74 (1H, ¢, CHO);
9.24 (1H, c, H Ar); 8.69 (1H, o, J = 7.8, H Ar); 8.35 (1H,
nnJ=282 J=1.6,H Ar); 7.83 (1H, T, J = 8.0, H Ar);
7.74 (1H, ¢, CH=); 5.94-5.88 (1H, m, CH=CH,); 5.15-5.07
(2H, m, CH=CH,); 4.46 (2H, n. n, J = 3.6, J = 1.5, CH,).
Cnexrp SIMP C (201 MI'u, IMCO-dg), 8, M. 1.: 185.5;
169.0; 162.9; 156.1; 148.2; 140.0; 138.8; 134.8; 132.9; 131.7;
130.5; 126.8; 125.6; 116.4; 42.8. Haiineno, m/z: 286.0827
[M+H]". C4H,N30,. Beraucneno, m/z: 286.0822.
(£)-3-Annun-2-aneTni-S-6eH3wiauaen-3,5-1uruapo-
4H-nmuna3zon-4-on (2e). Beixog 87 mr (17%), kenThrid
nopomok, T. mi. 113-115°C. Cnextp SAMP 'H (800 M,

561

JAMCO-dy), 6, m. . (J, I'm): 8.36-8.31 (2H, m, H Ar); 7.56—
7.52 (3H, m, H Ar); 7.51 (1H, ¢, CH=); 5.93-5.85 (1H, ™,
CH=CH,); 5.10 (1H, n. n, J=10.4, J= 1.4, CH=CH,); 5.03
(1H, 1. n, J=17.2,J =14, CH=CH,); 4.44 (2H, n. T, J = 5.0,
J= 14, CH,); 2.65 3H, ¢, CH;). Criextp SIMP C (201 MI'w,
CDCly), 8, m. n.: 193.1; 170.1; 154.4; 138.4; 135.5; 133.7;
133.4; 132.7; 131.8; 129.0; 117.2; 43.7; 26.6. Haiineno, m/z:
255.1128 [M+H]". C;5H,5N,O,. Beruucneno, m/z: 255.1128.
(2)-3-Anaua-2-anerwi-5-(4-opomoéen3nauaeH)-3,5-1u-
ruapo-4H-umunason-4-on (2f). Beixox 83 mr (13%),
XKeNThIi mopomok, T. mwr. 160-161°C. Cnextp SIMP 'H
(800 MI'u, AMCO-d), 8, m. a. (J, T'm): 8.27 (2H, m, J = 8.5,
H Ar); 7.75 2H, m, J = 8.6, H Ar); 7.50 (1H, ¢, CH=); 5.92—
5.85 (1H, m, CH=CH,); 5.10 (1H, n. n, J = 104, J = 1.1,
CH=CH,); 5.03 (1H, n. n, J=17.2,J= 1.3, CH=CH,); 4.43
(2H, 1, J = 5.1, CH,); 2.64 (3H, ¢, CH3). Criektp SIMP "°C
(201 MI'u, AMCO-dy), 6, m. a.: 192.7; 169.3; 155.1; 138.5;
134.7; 133.4; 132.6; 132.3; 132.1; 125.6; 116.1; 43.4; 26.4.
Haﬁ[[eHO, m/z: 333.0233 [1\/[4’1'I]Jr C15H14BI'N202. Brruuc-
neno, m/z: 333.0236.
Moayuyenne coemmHenmii 3a—f (oOmas Meromuka).
B cocyne Illnenka B 20 mn cBexeneperHanaoro JIMCO
pacTtBopsitoT 1 MMOJB HCXOAHOTO coenuHeHus 2a—f, mera-
SUPYIOT TIPU MOHUKCHHOM JAaBJICHUH W 3aIlOJIHANOT apro-
HOM Tpwxabl. [lonydeHHbIE pacTBOpPHI IpU NEpPEMELIUBA-
HUHM O0JIy4arOT CBETOAMOJHOW JIAMIION C JJHHON BOJHBI
365 uMm. KoHTponb 3a XOIOM pEaKIHH OCYIIECTBISIOT
meronamun TCX wu cnekrpockonuu SIMP '"H. Tlocne
3aBEpPILICHUS PEAKIUH PEAKIMOHHYI CMECh pPa30aBJISIOT
200 mn EtOAc, npombiBaroT HackilieHHbIM pacTBopoM KCl
(10 x 30 mm) u cymar Hag Ge3BoaHeIM Na,SO,. Pactso-
pUTENN ynapuBarOT IIPU NMOHMWKEHHOM JABJIEHUHU, OCTATOK
OUHMINAIOT MeTo#oM  (ueni-xpomarorpaguu  (37IHOSHT
rexkcaH—EtOAc, 5:1).
(Z2)-2-ben3winieH-8-ruipoxkcu-7,8-1TMruIpouMuaa3o-
[1,2-almupunun-3(2H)-on (3a). Bexoa 95 mr (40%), TemHo-
KpacHbId mopomiok, T. 1. 200-202°C (¢ paszn.). Crnextp
SMP 'H (800 MI', CDCls), 8, M. 1. (J, T'n): 8.16 (2H, 1,
J =69, H Ar); 7.48-7.42 (3H, m, H Ar); 7.26 (1H, c,
CH=); 6.79 (1H, x. o, J=17.7,J = 2.2, CH=CH); 5.44-5.39
(1H, m, CH=CH); 4.89 (1H, a. x, J = 10.0, J = 7.2, CH);
2.82 (1H, o. T, J = 16.8, J = 6.4, CH,); 2.54-2.49 (1H, M,
CH,). Cnektp IMP °C (201 MTI'n, JIMCO-dg), 8, M. A.:
165.3; 162.1; 138.5; 133.6; 132.2; 130.5; 128.7; 127.6;
118.1; 109.4; 62.2; 29.5. HaiineHo, m/z: 241.0973 [M+H]".
C4H5N,O,. Beruucieno, m/z: 241.0972.
(Z2)-2-(4-Xnop6en3nauaeH)-8-rugpoxcu-7,8-ruruapo-
umuaaso[1,2-alnupuaun-3(2H)-on (3b). Beixox 90 mr
(33%), xenTeid mopomok, T. mi. 155-160°C (¢ pasm.).
Crextp IMP 'H (800 MI't, IMCO-d), 8, m. 1. (J, T'n):
8.30 (2H, n, J = 8.5, H Ar); 7.56 2H, 1, J = 8.6, H Ar);
7.20 (1H, c, CH=); 6.73 (1H, x, J = 7.6, CH=CH); 6.04
(1H, x, J=5.4, OH); 5.50-5.42 (1H, m, CH=CH); 4.73 (1H, k,
J=6.2, CH); 2.66-2.59 (1H, m, CH,); 2.39 (1H, n. a. 1. 1,
J=171,J=174,J=42,J=19, CH,). Crextp SIMP "*C
(201 MI'u, AMCO-dy), 8, m. a.: 165.2; 162.6; 138.9; 135.2;
133.7; 132.5; 128.8; 126.1; 118.1; 109.5; 62.2; 29.5.
Haiineno, m/z: 275.0581 [M+H]". C4H,CIN,O,. Brrumuc-
J1eHo, m/z: 275.0582.
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(Z)-2-(4-bpomben3unnaeH)-8-ruapoxcu-7,8-nuruapo-
umuaaszo[1,2-alnupunun-3(2H)-on (3¢). Boixog 121 wmr
(38%), TeMHO-KpacHBIi1 MOPOMIOK, T. 1. 210-211°C (c pasn.).
Cnextp SIMP 'H (800 MI'u, JIMCO-dy), 8, m. 1. (J, T'n):
8.22 (2H, n, J = 8.6, H Ar); 7.70 (2H, n, J = 8.5, H Ar);
7.18 (1H, ¢, CH=); 6.73 (1H, n, J = 7.7, CH=CH), 6.03
(1H, n, J = 5.5, OH); 5.49-5.45 (1H, M, CH=CH); 4.73
(1H, x, J = 6.2, CH); 2.65-2.60 (1H, m, CH,); 2.39 (1H,
nnananJ=172,J=74,J=42,J=19, CH,). Cnextp
AMP BC (201 MI'u, IMCO-d), 8, M. a.: 165.2; 162.7;
139.0; 133.9; 132.8; 131.8; 126.2; 124.2; 118.1; 109.5; 62.2;
29.5. Haitneno, m/z: 319.0075 [M+H]". C4H;BN,O,.
Beraucneno, m/z: 319.0077.

(2)-8-T'mapoxcu-2-(3-HuTpodeH3nauaeH)-7,8-1uruapo-
umuaaszo[1,2-alnupunun-3(2H)-on (3d). Beixon 94 wmr
(33%), TeMHO-KpacCHBII MOPOLIOK, T. TWI. 215-216°C (c pasn.).
Criextp SIMP 'H (800 MI', CDCls), &, m. 1. (J, I'rp): 9.08
(1H, ¢, H Ar); 8.41 (1H, o, J= 7.5, H Ar); 8.26 (1H, 1, J = 8.0,
H Ar); 7.63 (1H, 1, J = 8.0, H Ar); 7.25 (1H, ym. ¢, CH=);
6.80 (1H, o, J= 7.3, CH=CH); 5.49-5.44 (1H, m, CH=CH);
4.95-4.90 (1H, m, CH); 3.00 (1H, ym. ¢, OH); 2.86 (1H,
nnnJ=172,J=63,J=062,CH,); 2.57-2.52 (1H, m,
CH,). Crektp SIMP °C (201 MI'y, IMCO-dy), &, M. x.:
165.1; 163.9; 148.1; 140.3; 138.1; 135.2; 130.2; 125.9; 124.7;
124.5; 118.0; 109.8; 62.2; 29.5. Haiineno, m/z: 286.0826
[M+H]". C4H,N;0,. Beraucieno, m/z: 286.0822.

(Z2)-2-ben3uanjaen-8-rupokcu-8-meTumi-7,8-1uruapo-
umuaaszo[1,2-alnupunun-3(2H)-on (3e). Boixog 114 wmr
(45%), xenThlii TOpOWIOK, T. TI. 166—167°C (¢ pasmn.).
Criextp SIMP 'H (800 MI', CDCl3), 8, M. a. (J, I'n): 8.17
(2H, n, J=7.4, H Ar); 7.47-7.43 (3H, M, H Ar); 7.26 (1H,
¢, CH=); 6.81 (1H, 1, J= 7.6, CH=CH); 5.46-5.43 (1H, ™,
CH=CH); 2.94 (1H, ¢, OH); 2.66-2.62 (1H, m, CH,); 2.54
(IH, n. o, J =172, J =49, CH,); 1.65 (3H, c, CH;).
Cnextp SIMP C (201 MI'u, IMCO-dg), 8, M. 1.: 165.6;
164.1; 138.6; 133.6; 132.3; 130.5; 128.7; 127.8; 117.8;
110.0; 66.1; 35.9; 25.2. Haiineno, m/z: 255.1131 [M+H]".
C5sH5sN»O,. Beruucneno, m/z: 255.1128.

(Z)-2-(4-Bpomben3unuaeH)-8-ruapokcu-8-merunia-7,8-
auruapoumuaaso|1,2-alnupuaun-3(2H)-on (3f). Beixox
152 mr (46%), xenThIii opomiok, T. wi. 135-136°C (c pazmn.).
Criextp SIMP 'H (800 MI'y, CDCl3), 8, M. 1. (J, I'np): 8.04
(2H, n, J =84, H Ar); 7.58 (2H, n, J = 8.4, H Ar); 7.17
(1H, ¢, CH=); 6.80 (1H, n, J = 7.6, CH=CH); 5.47-5.44
(1H, m, CH=CH); 2.87 (1H, ¢, OH); 2.66-2.62 (1H, M,
CH,); 2.55 (1H, n. n, J =17.3, J=4.7, CH,); 1.65 (3H, c,
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CH;). Crextp SIMP C (201 MIu, IMCO-d), 3, M. .
(/, Tm): 165.5; 164.6; 139.1; 134.0; 132.9; 131.8; 126.3; 124.2;
117.7; 110.1; 66.1; 35.9; 25.1. Haitneno, m/z: 333.0236
[M+H]". C;sH,4BrN,0,. Beraucneno, m/z: 333.0233.

@aiin CONMpPOBOAUTENBHBIX MAaTEpUAJIOB, COAEpKAIIUN
crekTpsl AMP IH, BCu MacC-CIIEKTPBI BBICOKOI'O paspe-
LIEHUs1 CHHTE3UPOBAHHBIX COEAMHEHUH, JOCTYIIEH Ha CalTe
sKypHaua http://hgs.osi.lv.
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