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[psambiv  Sy"-apunamusupoBanueM N-OKCHAOB  5(6,7)-HUTPOXHHONMHOB B 6e3BogHoM JIMCO MONydYeHBI COOTBETCTBYIOLIUE
apuIaMUHONpPOU3BOHBIE. N-Okcu] §-HUTPOXHMHOJMHA B TEX )K€ YCIOBUAX IOJBEPraeTcs AeCTPYKIUH.

KioueBbie cl1oBa: N-OKCHIB! apHIaMHHO-5(6,7)-HHTPOXHHOTHHOB, N-OKCH/IbI HHTPOXHHOIMHOB, Sy'-apHIaMUHHPOBAHHE.

Ha ¢oHe Hu3BEeCTHBIX JOCTIDKEHUII B 00JIACTH TIPSMOii
C-H ¢ysxumonanuzauny n-aeQUIHUTHBIX apOMaTHYECKHUX
U reTepoapoMaTUYeCKUX COEIMHEHHM AeiCTBUEM HYKIEO-
(uIBHBIX peareHTOB' HA TEPBBIil MIAH BHIXOAT KPUTEPUH
SKOHOMHYHOCTH BCEX MapaMeTpOB MPEBPAILEHHUs,” a TAKKe
X COOTBETCTBHE NMPUHIIMIIAM 3€JIEHOM XHUMHH.

OTtuM TpeOOBaHUAM B HAMOOJIBIICH CTENICHN yIOBIETBO-
PSIIOT peaKIMU OKUCIUTEILHOTO HyKJICO(HILHOTO 3aMellie-
HHS BOZOposa (Sy''), KoTopble He TPeOYIOT MpeIBapHTeTh-
HOTO BHEAPEHHs YXOAALIEH TpyHmbl B MOJEKYILy cCyoO-
CTpaTa WM peareHTa, a TaKKe HCIIOIb30BAHUS JOPOTHX
Kkatann3aTopoB. OHH BKIIOYAIOT CTAIHIO MPHUCOSINHEHNS C
06pa3oBaHKUeEM G -aUTyKTa U TIOCIEIYIONIYIO er0 apOMaTH-
3aIMIO 32 CYeT BHEIIHero Okuciurtens. Meromomorust Sy
yIKe HAXOUT MPUMEHEHHE B MPOMbIIIICHHOCTH,  a B psie
CIy4aeB SIBISIETCSl JAOCTOMHON aJbTEPHATUBOW pEaKUUsAM
KpOCC-COYETaHHs, KaTaTM3UPyEMBIM II€PEXOTHBIMHI MeTal-
namu.’

Lemns Hacrosmieil pabOTBI — HM3YYHTH BO3MOXKHOCTH
OKHCJIMTENBHOTO S\ -apHIaMHHHPOBaHUs N-OKCHIOB HUTPO-
XMHOJIMHA, COJIEPXKANIUX HUTPOTPYNIy B OEH30JIbHOM
dparmente momekymbl. IToT Sy'-mpomecc mMeer psix
ocobeHHocTeil. Bo-mepBBIX, BBICOKAs YyBCTBHTEIBHOCTH
apWIaMHA-aHUOHOB K OOBIYHO TPHMEHSEMBIM OKHCIIH-
TEJISAM SIBIIIETCS IPUYMHONW TOTO, YTO TOAOOHBIE pEaKIH
HCTIONB3YIOTCS BecbMa penko. OHM WM3BECTHBI IS TaKUX
a3MHOB, KAK 5-a3alMHHONNH,’ 1,2,4—Tp1/1a31/m,7 3- u 4-autpo-
mapuauseL ™t 1,3,7-Tpuasanupen.’ B kauecTBe MArKOro
OKHUCITUTENS G -aJyKTOB B ATHX HPEBPALICHHUAX IpUMe-
HSIOT KHCITOPOJ BO3ayxa,™ HUTpoOeH30m, a st CTabuiIh-
HBIX WHTEPMEIUATOB — 3JIEKTPOXUMHUUECKOE OKHCICHHE Ha
aHomHOM anektpoge.'’ Bo-BTOPBIX, NPH apHIAMHHHPO-

© 2023 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

BAaHWM HUTPOAPEHOB W HUTPOTETAPCHOB MOMHMO OKHCIIH-
TEJIBHOTO PeaU3yeTcs eIle OAWH MapIIpyT apoMaTH3aIliN
o"-amIyKTa IyTeM €ro JMCHpPONOPIHOHHPOBAHHS C
00pa3oBaHNEM COOTBETCTBYIOIIUX apHJIaMHHOIPOU3BOJI-
HBIX HHTPO30cOoeHen i, "> KOTophle TPYIHO MOMyYHTH
JPYTUMHU METOAAMH.

W3BecTHO, 4TO rerepoapomarnyeckue N-OKCHIBI BCTY-
maloT B Sy'-peaKii, NpHYEM KaK C COXPaHEHHEM
N-okcuaHoit dynkuum,”” Tak u ¢ ee morepeit.'* B moc-
JIETHEM CITydae KHCJIOPOJA OKCHIHOM Ipynmbl MOXKHO pac-
cMarpuBaTh B KadecTBe (DOPMAIBHOIO  OKHCIUTENS
o'-kommiexca. B 2019 u 2020 T. ormyGIHKOBaHbI ABE OPH-
TMHaJIbHbIE pabOThl 1O CHHTE3Y 2-aHMJIMHOXHHOJIMHOB W3
N-oKcHAa XWHOJIMHA B YCIOBHSIX AKTHBAallMM OKCHIHOU
rpyIIb cy6cTpaTa snekTpoduaamm.

B cmydae N-OKCHZOB HUTPOXWHOJIMHA HHTEpPEC Mpel-
CTaBJIsJIa, MPEXKAE BCETO, PErHOCEIICKTUBHOCTD MTPHUCOEIN-
HEHMs AapWIaMHUA-aHHOHOB, a TaKXX€ BO3MOMHBIE IyTH
ToCyIeyIomell apoMaTH3alil 00pPA3yIOIIUXCS G -aIIyK-
TOB. C y4eTOM IIMPOKOTO CIIEKTpa OHOJIOTHYECKOI aKTHB-
HOCTH XMHOIMHOB'® MOMCK HOBBIX CHHTETHYECKHX IyTeil K
MPOU3BOJHBIM 3TOTO T€TEPOLMKIIA MO-IIPEKHEMY ABISETCA
AKTYaJIbHBIM.

Hcxonusie N-oxcuabl 5(6,7)-HUTPOXMHOIMHOB TOJTY-
YeHBbl JEHCTBMEM NepOEH30HHON KHCIOTHI Ha COOTBET-
CTBYIOILHE HHTPOXUHOJIMHEL' W TOrja Kak N-OKCH 8-HHTDO-
XMHOJIMHA CUHTE3MPOBAH HUTPOBAHUEM N-OKCHUAA XHUHO-
JIMHA T10 JTUTEPaTypPHO# MeToIuKe.

Ha npumepe peakuun N-okcnaa S-autpoxunoinnHa (1) ¢
AQHUJIMHOM MBI HAlllIM, YTO ONTHUMAJbHBIM SIBISETCSA MpH-
MEHEHHe 6 O5KB. aHWIMJI-aHWOHa Ha | JKB. cyOcrpara.
AHunon renepupoBamu neiicteueM NaH Ha pacTtBOp
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agmwmHa B Oe3BogHoM JIMCO mpm KOMHATHOW TeMIle-
patype. Ilocne moGaBnenmss N-okcuma 1 peaxmms 3aBep-
maeTcss B TedeHune | 4, oOpa3ys cMech ABYX HPOIYKTOB,
pas3zeneHne KOTOPBIX INPOBOIMIM XPOMAaTorpadUuecKuM
IyTeM Ha OKCHAE alfoMHHIS. Kak BBIACHIIIOCH, POTYKTaMU
OKa3aJUCh S5-HUTPO-6-(heHMITaAMIHOXUHONMH- 1 -okcu (2a)
u 5-HUTPO-8-(eHIMIaMIHOXWHOIHH- | -okcu (3a) ¢ cywm-
MapHBIM BbIXOJOM 50% (cxema 1). Takum oOpaszom,
HYKJICO(HI Ha EPBOM 3TaIe MPHUCOSANHSIETCS 110 0pmo- 1
napa-ToJNIOKEHUAM TI0 OTHOIIeHHUIO K rpymme NO,, a ganee
o6a o'-aaIyKTa MOIBEpraloTCs OKHCITHTENBHOH apoMa-
THU3alUN ¢ 00pa30BaHHEM HHUTPOAMHHOB 2a U 3a. Brimoin-
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Pucynok 1. MonekysapHas CTpyKTypa coenuHeHus 2b B npen-
CTaBJICHUH aTOMOB JJUIMIICOMJIAMHU TEIUIOBBIX KojebaHuii ¢ 50%
BEPOSITHOCTHIO.

HEHHUE TOHM peakuuy B aTMoc(epe aproHa MpakTHUECKH He
HU3MEHHWJIO ee pe3ylbTaT. DTO O3Ha4aeT, YTO JHUOO HUTPO-
rpynna cybcrpara 1 TposBISET CBOMCTBA OKHCIUTEI
c'-anykToB, MMGO WX ApOMATH3ALMA HPOUCXOAUT TION
JICWCTBHEM KHCJIOpOJa BO3IyXa TJaBHBIM 00pa3oM Ha
CTaJ1H1 BBIACICHHUS HUTPOAMUHOB 2a u 3a.

AHHMOHBI APYI'MX n-3aMELICHHBIX aHWJIMHOB, TaKUE Kak
n-TONYMJMH, n-aHU3WAMH, n-0poM- W n-(OTOpaHWIMH,
B3aUMO/ICHCTBYIOT aHAJOTUYHO C 0Opa30BaHUEM COOTBET-
cTByroIMX coeauHeHuit 2b—e u 3b—e (cxema 1). Crpyk-
Typsl HuTpoamuHOB 2b (puc. 1) u 3b (puc. 2) mox-
TBEPIKJCHBI PEHTTEHOCTPYKTYPHBIM aHAJIH30M.

XapakTepHoii 0coGeHHOCThI0 criekTpoB IMP 'H Hutpo-
amuuoB 3a—e u B CDCl;, u B JIMCO-d; ABIsICTCS CUIBHOE
cMmelneHre curaaioB npotonoB NH B ciaboe mosne (13.40—
13.82 M. 11.), 4TO CBHIETENBCTBYET O IMPOYHOM BHYTPH-
MOJIEKYJISIpHO# Bomopoano# cesizu (BBC) mexny mpoTto-
HOM NH 1 OKCHUIHBIM KUCIIOPOJOM.

B cinydae N-okcuna 6-HUTpOXUHOJIWHA (4) MBI OTpaHu-
YIJIMCh TOJIBKO JABYMsSI PUMEPAMH, ITOCKOIbKY PEaKIHu C
QHWJIMHOM U N-TOJYHIMHOM B TEX K€ YCIOBHUIX IpOTe-
KaloT C CHJIbHBIM OCMOJICHHEM, 00pa3yst 6-HUTPO-S-(heHmI-
aMUHOXUHOJUH-1-okcun (5a) u 6-HUTPO-5-(1-TONMUIIAMHHO)-
XMHONUH-1-okcua (5b) ¢ Beixogamu nuib 8 1 9% cooTrer-
cTBeHHO (cxema 2). Pamee MbI TOKa3aiu, uto Sy’ -aMuu-
poBaHME 6-HUTPOXHMHOJIMH-1-OKCHAA TPUBOAUT K 00Opazo-
BaHMIO IIPOJIYKTOB HE TOJBKO MO IMOJOXKEHHIO 5, HO U I10
nonoxkennio 2.'” MOXHO TpEINONOXKHTb, YTO U TIPHU

Pucynok 2. MonekymnsapHas cTpykTypa coeauHeHus 3b B mpen-
CTaBJIEHUH ATOMOB DJUIMIICOMJIaMHU TEIUIOBBIX Kojebanuii ¢ 50%
BEPOSTHOCTBIO.
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Cxema 2 for 6-NO, (4) NHAr
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ApUIAMHHHPOBAHUH TakKe OOpA3ylOTCs G'-aUlyKTHI IO
TIOJIOKEHHUIO 2, KOTOpPBhIE HEYCTONUYMBBI M IIO/BEPTaOTCS
JECTPYKIUH.

WurepecHo, 4TO 7-HUTPOXMHOIMH (6) BCTyIaeT B peak-
LMIO OKHMCIHTENBHOTO Sy'-apHIIaMHHHPOBAHHS B TEX e
YCIOBUSIX PETHOCENEKTHBHO IO NMPOCTPAHCTBEHHO 3aTPYA-
HEHHOMY TOJIOKEHHIO 8, 00pasys 8-apuwiaMHHO-7-HHUTPO-
XUHOJIMH- 1 -oKcubl 7a—e ¢ Beixoaamu 61-86% (cxema 2).

Kak ¥ B cllyyae HUTPOaMHHOB 3a—e, B criektpax SIMP 'H
coenuHennit 7a—e B mossipHoM JIMCO-ds Habmonaercs
CHJIBHOE CMellleHHe curHajioB npotoHoB NH B ciaGoe mone
(13.75-13.87 M. 1), 4TO TaKKe CBUJIETENBCTBYET O MPOYHOU
BBC. Dt1oT (hakT He TUpEACTaBISUICS OYCBHUIHBIM H3-32
0JIM3KOT0 TPOCTPAHCTBEHHOTO pacrojiokeHus rpynnsl NO,
U apwibHOTO 3amecTHTens. UToObl IPOBEPUTH BO3MOX-
HOCTh MX CTEPHUYECKOrO B3aMMOJEICTBUS MBI BBIPACTUIU
Kkpucrta coenuHenus 7b u BeimonHmwM ero PCA (puc. 3).
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Pucynok 3. MonekyispHas CTpyKTypa coenuHeHus 7b B npen-
CTaBJICHUH aTOMOB JJUIMIICOMAAMHU TEIUIOBBIX KojebaHuii ¢ 50%
BEPOSTHOCTHIO.

Kak crnenyet u3 puc. 3, obpazoBanue BBC mpoucxoaut
IpU IOBOPOTE HUTPOTpymnel BIoib CBs3u C(7)-N u
apUIBHOTO 3aMecTHTedss BAodb cBA3u C(Ar)-N ammuHO-
rpynmnel. VIHBIMH ClIOBaMM, JHEpreTHUecKHue IOoTepu 3a
CYeT YMEHBIICHHS CONpsKeHHs Mexay rpymmnoit NO, u
XMHOJIMHOBBIM ITUKJIOM, a Taloke MEXIy apuioM U Hemo-
JICJICHHOH 3JIEKTPOHHOM Mapoil aTOMa a30Ta aMUHOIPYIIIIbI
OKyMaroTcst 00pa3oBanuem mpounoit BBC.

Kak u B ciyuae Sy"-ammmuposanns,'’ apunamummpo-
BaHHe N-OKCHIa 8-HUTPOXMHOJIMHA MPUBOAUT K €ro IoJj-
HOM JeCTpyKIMH C 0Opa3oBaHHEM CIIOKHOW CMecH
BEILECTB, BBLACINTh M3 KOTOPOH Kakoe-Tu00 WHIMBH-
JlyalbHOE COEAMHEHHE HaM He ynanock. OueBHAHON mpu-
YHHOM 3TOTO SABJISAETCS TOT (PAKT, YTO, MO JAHHBIM PCA,19
MOJIeKyJle 3Toro N-OKCHAa HHUTPOTPYIIa IMOYTH MHepIeH-
JTUKYJISpHA IUIOCKOCTH IIMKJA, TpPHYEM OHAa M aToM
KHCJIOPO/Aa OKCHJIHOW TPYIIBI BBIBEPHYTHI M3 IJIOCKOCTH
IIUKJIa B Pa3HbIe CTOPOHHI.

Takum oOpazom, B oTaumuue OT 5(6,7)-HUTPOXHHO-
nmuHOB,'* MX N-OKCHIBI B3aHMOJEHCTBYIOT C AHHOHAMH
apunamuHoB B 6e3BogHoM [IMCO, o0pa3ys TOJIBKO Tpo-
JYKThI OKHMCIIUTEIBHOTO S\'-apuIaMHHMPOBAHHUS C COXPa-
HeHueM N-okcunHoW QyHkmmu. HUTpo3zoaHamoroB 3tux
MPOAYKTOB OOHAPYXHUTh HE yAaaock. Ocob60 OTMETHM, YTO
IpM HaIMYMKM B MOJIEKYJIe MJAaHHBIX CyOCTpaToB IBYX
AKLENTOPHBIX TPYII PETHOCENIEKTUBHOCTh PEaKLuil orpe-
JIeNIAIach UCKIIIOYUTEIBHO HUTPOTPYIIIOH, Kak U B clydae
COOTBETCTBYIOUINX HUTPOXUHOJIHHOB.

3KC]IepI/lMeHTaJIbHﬂﬂ JacThb

Criextpsl IMP 'H u "*C 3ammcanst na npudope Bruker
Avance HD 400 (400 u 100 MI'® COOTBETCTBEHHO), B
KadecTBE BHYTPEHHETO CTaHJapTa UCIIOJIB30BaHbl OCTATOY-
ete curansr JIMCO? (2.50 m. a. ans siaep 'H, 40.5 m. 1.
s sagep °C) m TMC npu wucmonbzoBanuu CDCl; B
KadecTBE pacTBOpUTENsA. Macc-CIeKTphl BBICOKOTO paspe-
IIeHUs 3apeructpupoBansl Ha npubope Bruker UHR-TOF
Maxis™ Impact (MOHHM3aIMsI DJIEKTPOPACTBIIICHUEM).
Temmepartypsl TIaBIEHHUS ONpeNeleHBl Ha Ipubdope
REACH Devices RD-MP. Kontpoins 3a X0A0M peaxiuii u
YUCTOTOW TOJIYYEHHBIX COEJIMHEHUI OCYIIECTBJIEH METO-
nom TCX ma mmacturax Silufol UV-254.

Jnst peakiuii ncriob30BaHEl HUTpoXHHOMMHE 1 NaH (60%
cycnen3ust B mapaduHoBoMm macie) (aber GmbH & Co. KG).
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Kommepdeckne peakTHBBI HCIOIB30BaHBI 0€3 IOMOIHHU-
TENbHOI OYUCTKH.

ApuiaMMHUpOBaHHe /N-OKCHIOB HHUTPOXHHOJMHA
(obmas meroamka). K pactBopy 3.0 MMoue apumamuHa B
4.0 M 6e3Bogroro JIMCO mpu KOMHATHOW TeMmepaType
nobasisttor 120 mr cycriensuu NaH B mapaduHOBOM Macie
(3.0 mmons NaH) u 106.5 mr (0.5 MMOJIB) COOTBETCTBYIO-
mero N-okcuma HuTpoxuHoimmHa 1, 4 wmm 6. Cwmech
MHTEHCHUBHO IIEPEMEIINBAIOT IIPH KOMHATHONW TEMIepaType
B TeueHne | 9 (B cmydae N-oxcupga 4 — B TedeHue 2 ).
JHanee peakIMOHHYIO CMeCh BBUIHBAIOT B 30 MJI HACHIIICH-
Horo pactBopa NaCl, mpeaBapUTeIbHO OXJIaXACHHOTO [0
5°C. BrmaBmmii ocaziok OT(GUIBTPOBBIBAIOT, IIPOMBIBAIOT
H,0 u cymar. [TomydeHHYI0 CMECh OUHIIAIOT U PA3IEIAIOT
C TOMOIIBI0 METOJa CyXoil (uiem-xpomaTorpaduu’’ Ha
okcuze anoMuHus. B ciydae N-okcuzaa 5-HUTPOXHHOJIMHA
(1) mponykTe! >mroupyrOT cHayana PhMe, cobupas mepByro
¢pakouio xentoro IBera, 3aTreM cmecbkio PhMe-EtOAc,
4:1, cobupas BTOpyI0 (PpaKkmuio KeITO-OPaHKEBOTO IBETA.
ITocne ymapuBaHWs pacTBOPHUTENS IMOMYYAOT W3 TEPBOI
¢pakuun coenwHeHUs 3, a U3 BTOpPOH — coenmHeHus 2. B
ciryyae N-OKCUIOB 4 M 6 TIPOAYKTHI NMOIYYAIOT U3 BTOPBIX
(pakiyii HACBIIIEHHOTO KENTOTO WM OPAH)KEBOTO IIBETa,
amoeHT PhMe (mepBeie cnabookpamieHHBIE —(QpaKIUH,
coJieprKalie MUKPOIIPUMECH, OTOPAChIBAIOT).

5-Hurtpo-6-¢peHn1aMuHOXMHOIUH-1-0kcua (2a). Boixon
46 mr (33%), TeMHO-KENTbIe KPUCTAIUIBL, T. TUL. 148—149°C
(netponeiinbii 5¢pup). Crexrp IMP 'H (CDCl;), 8, m. 1.
(/, Tm): 7.30 (2H, ym. &, J = 7.6, H-2',6' Ph); 7.36 (1H, T,
J=17.4,H-4"Ph); 743 (1H, n. o, J = 9.0, J = 6.0, H-3); 7.44—
7.50 (2H, m, H-3',5' Ph); 7.53 (1H, n, J = 10.0, H-7); 8.41
(1H, n, J = 6.0, H-2); 8.57 (1H, 1, J = 9.0, H-4); 8.74 (1H,
1, J =10.0, H-8); 9.88 (1H, ym. ¢, NH). Cnekrp SIMP "*C
(CDCL), 6, m. m.: 121.0; 122.1; 124.4; 125.1; 126.7; 127.4
(20); 130.2; 130.3; 134.2; 136.0; 137.5; 144.4. HatineHo, m/z:
280.0720 [M—H] . C;5sH(N;03. Boraucieno, m/z: 280.0728.

5-Hurpo-8-¢penniamunoxuHoun-1-okena (3a). Boixon
24 mr (17%), opamkeBble KpucTauibl, T. 1. 159-160°C
(netponeiinsiii 5¢pup). Crekrp IMP 'H (CDCl3), 8, M. 1.
(/, Tm): 6.98 (1H, n, J = 9.5, H-7); 7.30 (1H, T, J = 7.4,
H-4' Ph); 7.35 (2H, ym1. x, J = 7.5, H-2',6' Ph); 7.42-7.49
(3H, m, H-3, H-3",5' Ph); 8.35 (1H, n. 1, J=6.1, J = 0.8, H-2);
837 (1H, 1, J = 9.5, H-6); 9.09 (1H, 0. n, J=9.2, J=0.8,
H-4); 13.60 (1H, ym. ¢, NH---O"). Cnextp SIMP "“C
(CDClL), 8, M. 1.: 106.0; 124.1; 124.5; 124.9; 126.8; 129.1;
129.8; 130.1; 131.3; 132.0; 136.4; 138.0; 148.9. Haiineno, m/z:
280.0723 [M—H] . C;5sH(N;O3. Borarcieno, m/z: 280.0728.

5-Hurtpo-6-(n-ToaninaMuHo)XuHOIUH-1-0kcug  (2b).
Beixoz 57.5 mr (39%), opaHkeBble KpHUCTAJUIBL, T. T1. 169—
170°C (CH,Cl,). Criextp SIMP 'H (CDCl3), 8, m. 1. (J, 'n):
2.42 (3H, ¢, CH3); 7.18 (2H, n, J = 8.1, H-2',6' C¢Hy); 7.29
(2H, n, J = 8.1, H-3,5" C¢H4); 7.39 (1H, n. o, J = 9.1,
J = 6.1, H-3); 7.46 (1H, n, J = 10.0, H-7); 8.34 (1H, n,
J=6.1, H-2); 8.55 (1H, 1, J=9.1, H-4); 8.73 (1H, 1, J=10.0,
H-8); 9.91 (1H, yur ¢, NH). Cnekrp SIMP "*C (CDCly),
o, M. 1. 21.2; 120.7; 121.2; 124.5; 125.3; 126.9; 127.5;
128.5; 130.9; 133.9; 134.8; 136.2; 137.5; 145.0. Haiineno, m/z:
318.0852 [M+Na]+. CisH13N3NaO;. Beruucieno, m/z:
318.0849.
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5-Hutpo-8-(n-ToaunaMmuuo)xunoauH-1-okcua (3b).
Bexox 22 mr (15%), GopmoBble KpuCTaLIbl, T. Tl 185—
186°C (EtOAc). Cnektp SMP 'H (JIMCO-dy), 8, M. 1.
(/, Tm): 2.35 (3H, ¢, CH3); 6.94 (1H, 1, J= 9.5, H-7); 7.30
(4H, c, H-2',3",5",6' C¢Hy); 7.70 (1H, n. o, J = 9.1, J = 6.0,
H-3); 8.38 (1H, n, J = 9.5, H-6); 8.58 (1H, ym. 1, J = 6.0,
H-2); 8.86 (1H, ym. 1, J= 9.1, H-4); 13.76 (1H, ¢, NH:--O").
Crextp SAMP B (AMCO-dg), 6, M. 1.: 20.6; 105.6; 123.3;
124.2; 125.2; 128.2; 128.8; 130.5; 131.2; 135.0. 135.1;
135.7; 137.0; 148.3. Haiineno, m/z: 318.0855 [M+Na]".
C1sH13N3NaO;. Brrumcieno, m/z: 318.0849.

6-(4-MeToxkcueHHIAMUHO)-5-HUTPOXUHOJIMH-1-0KCH]L
(2¢). IlepBas Qpakmus xentoro IBera, moeHT PhMe.
Bexon 60.6 mr (39%), 60proBele KpucTaiel, T. . 137—
138°C (metponeiinbiii 3¢pup). Criektp IMP 'H (JIMCO-dy),
S, M. 1. (J, T'm): 3.79 (3H, ¢, CH;0); 7.02 (2H, 1, J = 8.8,
H-2',6' C¢Hy4); 7.27 (2H, 1, J = 8.1, H-3',5' C¢H,4); 7.37 (1H,
n,J=99,H-7); 7.53 (1H, n. 1, J= 9.0, J= 6.0, H-3); 8.02
(1H, o, J=9.0, H-4); 8.41 (1H, 1, J= 6.0, H-2); 8.52 (1H,
1, J=9.9, H-8); 9.52 (1H, ym. ¢, NH). Crextp SIMP "*C
(AMCO-dg), 6, M. n.: 55.4; 114.9; 118.4; 121.1; 124.9;
125.1; 126.1; 126.6; 127.2; 131.3; 133.2; 134.7; 142.6; 157.5.
Haﬁ[[eHO, m/z: 310.0829 [M-H]i C16H12N304. Brrunc-
neno, m/z: 310.0833.

8-(4-MeToxcugeHnIaMUHO)-5-HUTPOXUHOJIMH-1-0KcH]
(3¢). Beixog 31 mr (20%), TEeMHO-KOPUYHEBBIE KPUCTAILIIBI,
1. 1. 150-151°C (netponeiinpiii 3¢up). Crnextp IMP 'H
(CDCly), 6, m. 1. (J, T'm): 3.86 (3H, ¢, CH;0); 6.80 (1H, n,
J=9.5,H-7); 6.99 (2H, ym. n, J = 8.8, H-2',6' CcH,); 7.24
(2H, ym. 1, J = 8.8, H-3".5' C¢H,); 7.44 (1H, 1. 1, J = 9.1,
J=6.0, H-3); 833 (1H, ym. 1, J = 6.0, H-2); 8.35 (1H, &,
J=95,H-6); 9.12 (1H, 0. n, J=9.1, J = 0.9, H-4); 13.40
(1H, ¢, NH---O"). Cniextp SIMP "°C (CDCl3), 8, m. 1.: 55.7;
105.8; 115.4; 124.1; 124.5; 126.8; 129.2; 129.7; 130.6;
131.5; 136.3; 149.9; 158.5; 165.1. Haiineno, m/z: 310.0835
[M—H] . CsH{2N;0,. Beruucneno, m/z: 310.0833.

6-(4-bpompeHunIaMuHO0)-5-HUTPOXUHOIUH-1-0Kkcua (2d).
Bexon 68 wmr (38%), opaH)xeBO-KpacHbIE KpPHCTAJUIBL,
1. w1 217-218°C (CH,Cl,). Cnextp SIMP 'H (CDCly),
S, m. 1. (J, Tu): 7.18 (2H, n, J = 8.6, H-2',6' C¢Hy); 7.43
(1H, n. 1, J=9.0, J= 6.1, H-3); 7.50 (1H, o, J = 9.9, H-7);
7.61 (2H, g, J = 8.6, H-3',5' CcHy); 8.39 (1H, ym. 1, J= 6.1,
H-2); 8.48 (1H, n, J=9.0, H-4); 8.77 (1H, 1, J= 9.9, H-8);
9.65 (1H, yur. ¢, NH). Cnextp SIMP *C (CDCl3), 8, M. x.:
120.5 (2C); 121.4; 124.6; 126.4; 126.9; 127.2; 127.6;
133.5; 134.3; 136.3; 136.8; 143.6. Haiineno, m/z: 357.9832
[M(”Br)-H]". C,sHoBrN;0s. Boruncieso, m/z: 357.9833.

8-(4-Bpompennnamuno)-5-uuTpoxunoaun-1-oxeun (3d).
Bexon 30 mr (17%), opamxeBble KpUCTAIUIBL, T. I 214—
215°C (CH,Cl,). Cnextp SIMP 'H (IMCO-dy), 8, M. 1.
(/, T'm): 7.05 (1H, 7, J=9.5, H-7); 7.40 (2H, ym1. 1, J = 8.6,
H-2',6' C¢H,); 7.66 (2H, ym. 1, J = 8.6, H-3',5' C¢H,); 7.71
(1H, x. 1, J=9.0, J = 6.0, H-3); 8.38 (1H, o, J=9.5, H-6);
8.61 (1H, ym. x, J = 6.0, H-2); 8.84 (1H, ym. n, J = 9.0,
H-4); 13.82 (1H, ym. ¢, NH---O"). Cnextp SIMP "“C
(AMCO-dg), 9, m. m.: 106.1; 118.0; 123.4; 125.2; 126.0;
127.9; 129.0; 130.9; 132.1; 132.8; 137.2; 137.3; 147.3.
Haiizeno, m/z: 357.9829 [M("Br)-H]". CsHoBrN;Os. Bbrunic-
JIeHo, m/z: 357.9833.
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5-Hurpo-6-(4-¢propdenniaMuno)XuHoMH-1-oxcny (2e).
Bexon 64 mr (43%), xentble KpUCTaLIbL, T. L. 215-216°C
(metponeitusiii 3¢up). Crexrp SIMP 'H (CDCly), 8, M. 1.
(/, T'm): 7.16-7.22 (2H, m, H-2",6' C¢Hy); 7.25-7.30 (2H, M,
H-3',5' C¢Hs); 7.40 (1H, o, J = 9.9, H-7); 7.42 (1H, 1. &,
J=9.0,J=16.0, H-3); 836 (1H, ym. n, J = 6.0, H-2); 8.51
(1H, n, J = 9.0, H-4); 8.75 (1H, 1, J = 9.9, H-8); 9.77 (1H,
ym. ¢, NH). Crextp SIMP "*C (CDCly), 8, m. 1. (J, T'):
1173 (m, Yo = 22.6); 120.3; 121.3; 124.6; 126.7; 127.1;
127.4; 127.5 (1, *Jor = 8.4); 133.5 (1, “Jor = 3.3); 134.1;
136.2; 144.7; 161.5 (n, 'Jor = 246.4). Haiineno, mi/z:
298.0627 [M—H] . C;5sHoFN3O;. Beruucneno, m/z: 298.0633.
5-Hurpo-8-(4-¢propdennaamuno)xuHomn-1-oxcug (3e).
Brixon 64 mr (43%), opanxeBble KpUCTaibl, T. Wi 200—
201°C (metponeiinprii 3¢pup). Criektp AMP 'H (JIMCO-dy),
5, M. 1. (J, T'm): 6.89 (1H, n, J = 9.4, H-7); 7.32-7.37 (2H,
M, H-2',6' C¢Hy); 7.45-7.49 (2H, m, H-3'5" C¢H,); 7.71
(1H, n. 1, J=9.1,J= 6.1, H-3); 8.38 (1H, 1, J = 9.4, H-6);
8.60 (1H, ymr. 1, J= 6.1, H-2); 8.85 (1H, ym. 1, J = 9.1, H-4);
13.70 (1H, yur. ¢, NH---O"). Cnextp SIMP *C (IMCO-dy),
3, M. 1. (J, T): 105.7; 116.8 (1, “Jer = 22.2); 123.3; 125.3;
126.8 (1, *Jor = 8.4); 128.1; 128.8; 131.1; 131.6; 134.1 (x,
“Jer =2.6); 137.1; 148.4; 160.1 (1, Jor = 242.1). Haiinero, m/z:
298.0636 [M—H] . C;sHyFN;0;. Beruncneno, m/z: 298.0633.
6-Hutpo-5-penunamunoxuHoun-1-okenn (5a). Boixon
11 mr (8%), 6opmoBsie kKpucTawel, T. Wi 36-37°C (CH,CLy).
Crextp SIMP 'H (CDCLy), 3, m. 1. (J, T): 7.03 2H, 1, J=7.7,
H-2'.6' Ph); 7.21 (1H, T, J = 7.4, H-4' Ph); 7.29-7.40 (3H,
M, H-3,3',5' Ph); 8.23-8.32 (2H, m, H-4,8); 8.60 (1H, 1, J=9.8,
H-7);9.12 (1H, ym. n, J = 5.5, H-2); 9.93 (1H, ym. ¢, NH).
Cnextp SIMP "C (CDCly), 8, m. a.: 111.2; 120.1; 121.7;
125.0; 126.0; 129.3; 130.5; 134.3; 136.4; 140.6; 141.1; 142.6;
142.9. Haiineno, m/z: 280.0720 [M—-HJ". C;5H;(N;O;. Bbrunuc-
sieno, m/z: 280.0728.
6-Hutpo-5-(n-Tonunamuuo)xunojaun-1-oxkcua (5b).
Bexon 13 mr (9%), kpacHO-OpaH)XeBble KPUCTAIUIBL, T. IUL.
64-65°C (CH,Cl,). Cnextp SIMP 'H (CDCL), 8, m. z1. (J, T):
2.34 (3H, ¢, CH3); 6.91 (2H, 1, J = 8.3, H-2',6' C¢H,); 7.12
(2H, x, J = 8.3, H-3',5' C¢H,); 7.15 (1H, n. i, J= 8.9, J=6.0,
H-3); 7.98 (1H, ym. 1, J = 8.9, H-4); 8.28 (1H, 1, J = 9.8,
H-8); 8.48 (1H, x, J = 9.8, H-7); 8.74 (1H, ym. 1, J = 6.0,
H-2); 9.86 (1H, ym. ¢, NH). Cnextp SIMP "C (CDCly),
o, M. 1. 21.0; 111.4; 120.1; 121.8; 124.9; 127.9; 130.2; 130.9;
135.7; 136.0; 139.6; 140.3; 141.1; 144.0. Haiineno, m/z:
318.0852 [M+Na]". C;sH3N3NaO;. Beruncreno, m/z: 318.0849.
7-Hutpo-8-penmiiamuHoxuHoanH-1-okena (7a). Bexon
120.8 mr (86%), 6opaoBble KpucTamibl, T. oI 217-218°C
(EtOAc). Criektp SIMP 'H (JIMCO-dq), 8, m. a. (J, T'n):
6.95 (2H, o, J= 7.8, H-2',6' Ph); 7.07 (1H, 1, J= 7.3, H-4' Ph);
7.29 (2H, ym. 1, J = 7.8, H-3",5' Ph); 7.39 (1H, o, J = 9.2,
H-5); 7.66 (1H, n. 1, J = 8.3, J = 6.1, H-3); 8.00 (1H, &,
J=9.2,H-6); 8.07 (1H, ym. n, J = 8.3, H-4); 8.62 (1H, ym. 7,
J = 6.1, H-2); 13.84 (1H, ym. ¢, NH). Cnextp IMP “C
(IMCO-dg), 6, m. 1.: 116.3; 118.2; 124.2; 124.7; 125.5; 128.4;
129.2; 132.6; 132.8; 134.9; 136.1; 138.5; 140.1. Haiineno, m/z:
280.0723 [M—H] . C;sH(N;03. Boraucneno, m/z: 280.0728.
7-Hutpo-8-(n-ToamnamuHo)xuHoauH-1-okcug  (7b).
Bexox 91.5 mr (62%), kpacHbIe KpHCTaIbl, T. Il 183—
184°C (EtOAc). Crnektp AMP 'H (JIMCO-dg), 8, m. .
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(/, Tw): 2.25 (3H, ¢, CH;); 6.84 (2H, n, J = 8.2, H-2',6'
CeHa,); 7.09 2H, 1, J= 8.2, H-3',5' C¢Hy); 7.34 (1H, 1, J=9.2,
H-5); 7.64 (1H, 0. n, J=8.3,J=6.1,H-3); 7.98 (1H, 1, J=9.2,
H-6); 8.05 (1H, ym. n, J = 8.3, H-4); 8.60 (1H, ymr. 1, J=6.1,
H-2); 13.79 (1H, yu. ¢, NH). Criekrp SIMP C (IMCO-dj),
6, m. m.: 20.5; 115.8; 118.3; 124.7; 125.6; 128.4; 129.7;
132.2; 132.8; 133.5; 134.9; 136.5; 137.5; 138.4. Haiineno, m/z:
318.0853 [M+Na]". C;sH;3N35NaO;. Beraucneno, m/z: 318.0849.
8-(4-MeTtoxcndeHnIIaMIHO)-7-HUTPOXHHOJIHMH-1-0KCH
(7¢). Boixon 95 wmr (61%), kpacHble KpUCTAILIBL, T. UL 153—
154°C (EtOAc). Criekrp SIMP 'H (IMCO-dy), 5, m. 1. (J, T'n):
3.73 (3H, ¢, CH3); 6.85 (2H, 1, J = 8.8, H-2',6' C¢H,); 6.92
(2H, n, J = 8.8, H-3",5' C¢H,); 7.30 (1H, 1, J = 9.2, H-5);
7.64 (1H, n. n, J=83,J=6.2,H-3); 795 (1H, 1, J=9.2,
H-6); 8.03 (1H, ym. n, J = 8.3, H-4); 8.60 (1H, yur. 1, J= 6.2,
H-2); 13.75 (1H, ym. ¢, NH). Crextp SIMP “C (IMCO-d),
S, M. 11.: 55.2; 114.4; 115.2; 120.1; 124.6; 125.7; 128.3; 131.7;
132.8; 133.1; 134.9; 137.2; 138.3; 156.2. Haiineno, m/z:
310.0836 [M—H] . CsH,N304. Borurcneno, m/z: 310.0833.
8-(4-BpoMpeHnI1aMHHO)-7-HUTPOXHHOJIUH-1-0KCHA
(7d). Brixox 111 mr (62%), kpacHble KpUCTaJUIBI, T. IUL
218-219°C (EtOAc). Crextp SIMP 'H (IMCO-d), 5, M. 1.
(/, I'm): 6.93 (2H, 1, J= 8.6, H-2',6' C¢Hy); 7.43 (1H, 1, J=9.1,
H-5); 7.46 (2H, n, J = 8.6, H-3",5' C¢Hy); 7.67 (1H, a. n,
J=283,J=6.1,H-3); 7.01 (1H, o, J= 9.1, H-6); 8.08 (1H,
yur 1, J = 8.3, H-4); 8.65 (1H, ym. 1, J = 6.1, H-2); 13.87
(1H, yur. ¢, NH). Crexrp SIMP *C (IMCO-dy), 8, m. 1.:
115.7; 116.9; 120.2; 120.5; 124.8; 125.5; 128.5; 132.0;
132.8; 134.9; 136.0; 138.6; 139.6. Haiineno, m/z: 357.9830
[M(”Br)-H] . C,sHyBrN;0;. Berancieno, m/z: 357.9833.
7-Hutpo-8-(4-proppenniamuto)xunomH-1-oxena (7e).
Bexon 113.6 mr (76%), 60paoBbeie KpucTasuisl, T. mi. 201—
202°C (EtOAc). Cnextp SIMP 'H (JIMCO-dg), 8, M. n.
(/, Tm): 7.00-7.04 (2H, M, H-2',6' C¢Hy); 7.10-7.16 (2H, M,
H-3',5' C¢H,); 7.38 (1H, 1, J = 9.2, H-5); 7.66 (1H, n. &,
J=283,J=6.1,H-3); 798 (1H, o, J= 9.2, H-6); 8.07 (1H,
ym. 1, J = 8.3, H-4); 8.63 (1H, ym. n, J = 6.1, H-2); 13.80
(1H, ym. ¢, NH). Crextp SIMP *C (JIMCO-dy), 5, M. 1.
(J, T): 115.8; 116.1 (1, “Jer = 12.7); 120.6 (z, *Jcr = 8.3);
124.7; 125.6; 128.5; 132.4; 132.8; 134.9; 136.6 (1, “Jer = 2.7);
136.9; 138.5; 158.8 (1, 'Jer 241.1). Haiineno, m/z:
298.0627 [M—H] . C;5sHoFN;05. Boruncieno, m/z: 298.0633.
PeHTreHOCTPYKTYpHbIe MCCJIEI0BAHUA COEAMHEHMIt
2b, 3b u 7b. Kpucramnsl, npuroansie s PCA, nomxydeHs
MemieHHsiM ucnapennem CH,Cl, mpu koMHaTHOW Temrie-
parype. Habop skcrepnMeHTaIbHBIX JaHHBIX MTOJydeH Ha
nudppaxromerpe Agilent SuperNova mpu HCIIONB30BaHUH
MHKPO(OKYCHOTO MCTOYHHKA PEHTTEHOBCKOTO H3IYYCHHUS
¢ aHomoMm u3 MmMeau U koopauHaTHBIM CCD-merekTopom
Atlas S2. Cbop oTpaxeHHH, ONpeAeTIeHHE W yTOYHEHHE
[IapaMeTpPOB IEMEHTApHOHN SYEHKU NMPOBENEHO C UCIHOJIb-
30BaHHEM CIIEIHAIIM3MPOBAHHOTO TPOTPAMMHOTO IMaKeTa
CrysAlisPro 1.171.38.41.% CrpykTypsl pacmugpoBaHsI ¢
nomonipio nporpammbl ShelXT, yTOUHEHBI ¢ HOMOIIBIO
nporpammel ShelXL,** monekynspras rpaduka u moj-
TOTOBKA MaTepuaia Il MyOIMKaIliK BBITIONHEHBI ¢ HUCIOJNb-
30BaHHeM mporpammuoro makera Olex2 1.2.10.%° TTommbie
PEHTIeHOCTPYKTYpHBIE TaHHBIE IeNOHUpoBaHbI B Kem0-
PUIKCKOM OaHKe CTPYKTYPHBIX JaHHBIX (JENOHEHTHI
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CCDC 2015443 (coemuuenue 2b), CCDC 2015442 (coenu-
uenue 3b) u CCDC 2015444 (coemunenue 7b)).

@aiin cOnpoOBOAUTENBHBIX MAaTEpPHAJIOB, COJEpPXKAIUil
cnexktpsl SAMP '"H u BC Beex CUHTE3UPOBAHHBIX COEIU-
HEHHMH, a Tak)Ke OCHOBHBIE KPHUCTAUIOrPaMUECKIe JaHHbIE U
napaMeTpsl yTouHeHHs coeaunenuit 2b, 3b u 7b, noctynen
Ha caiite xxypHaua http://hgs.osi.lv.

Aemopur  evipadxcarom  brazodaprocms  Cesepo-Kas-
KA3CKOMY (hedepanbHoMy YHUGepcumemy 3a (UHAHCOBYIO
HOMOWb 8 PAMKAX NPOSPAMMbBL NO HOOOEPIHCKe NPOEKMO8
HAYYHBIX SPYNN U OMOETbHBIX YHEHDBIX.

Paboma evinonnena ¢ ucnonvzoganuem 060py008aHus
Llenmpa xonnexmusnozo noavzosanus Cesepo-Kaskas-
CK020 (pedepanvHoeo yHugepcumema (QuHaHco8as noo-
depocka  Munobprnayxu Poccuu, RF-2296.61321X0029,
coenawenue Ne 075-15-2021-687).
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