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[Ipenoker MeTo CHHTE3a HOBBIX 2-(TETpa3oImIaleTHI)IUKIoTeKcaH-1,3-11uonoB mytemM C-aruInpoBaHus
LUKJIOTeKCaH-1,3-TMOHOB TETPa30IMITYKCYCHBIMU KUCIOTaMH B IPUCYTCTBUHU TUApoxiopuaa 1-3tun-3-(3-am-
MeTHJIaMHHOTIpOoII)Kapooaunmuaa 1 N,N-IMMeTHIaMIHOTIIPUINHA B CPE/ie alleTOHUTPIIIA TIPH KOMHATHOU
temneparype. CTpyKTypa CHHTE3MPOBAHHBIX COEIMHEHHIA TIOATBEPKIEHA METOaMu criekTpockoruu IMP 'H,
13C u nBymepHoOit KoppensunoHHoit criekTpockoruu SIMP.

KiroueBrnle ciioBa: 2-(TeTpa3OHHHaHeTHH)HHKHOFeKCaH-1,3-Z[I/IOHLI, TCTPA30JINUITYKCYCHBIC KHUCJIOThI, TUKJIO-

rekcas-1,3-auonbl, C-aunianpoBaHue
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[MomukeTHbl — MOTMKAPOOHUIIBHBIC COCAMHEHUS,
KOTOPBIC TIPEACTABISIOT COOOW BTOPHUYHBIE METabO0-
JIUTHI, 00Pa3yIOIIHeCs] B KJIETKax OaKTepHii, rpuOoB,
JKUBOTHBIX [ 1, 2]. BaskHOE MeCTO B psily OJUKETUIOB
3aHUMAIOT PaCIpPOCTPAHCHHBIC B MPUPOJE 2-aAIMIIIIN-
KJI0aNKkaH-1,3-IMOHBl M WX TPOW3BOJHBIC, 00NaIa-
OIAe AHTUOMOTHICCKUMH, aHTHOAKTEPHAILHBIMH,
MIPOTHBOOIYXOJIEBBIMH CcBOMcTBaMHU [3—6]. OcobenHo
IIMPOKOE TIPUMEHEHHE JaHHbIE COSAMHEHNS HAIILIH B
Ka4eCTBE CPEACTB 3amuThl pactenuid [7]. Huxmmue-
CKHe B-TPUKETOHBI M WX TIPOU3BOJHBIE HAXOAAT 3HA-
YUTENBHOE MPUMEHEHUE B OPTAaHMYECKOM CHHTE3E, B
TOM YHWCIIE JJIS TIONYYEeHUs] OMOIOTHYECKH aKTHBHBIX
BEIICCTB, YTO CBA3aHO C OOraThIMH CHHTETHUYCCKUMHU
BO3MOYKHOCTSIMU MOJIU(DYHKIIMOHAIEHOH B-TpHKap0o-
HUJILHOW cucTeMbl [8]. B 3aBHCHMOCTH OT CTpOCHHS
LIUKITUYECKON YaCTH MOJICKYJIBI U OOKOBOW allMIbHOMN
LIENT OHU MOTYT PacCMaTpUBaThbCsA B Ka4eCTBE BECh-
Ma YHHUBEPCAIBHBIX CTPOUTEIBHBIX OJIOKOB B IOJIHBIX
CUHTE3aX CTEPOUIOB, HEKOTOPHIX aHTHOMOTHKOB, (he-
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POMOHOB, MNPOCTaNIaHANHOB, JIEKAPCTBEHHBIX IIpe-
MnaparoB, COBPEMEHHBIX 3()()EKTHUBHBIX IMECTHIINIOB
[9-11]. Ha dapmarieBTHUECKOM PBIHKE MPEACTaBICH
psin BbICOKOA(D(PEKTUBHBIX JIEKAPCTBEHHBIX CPEICTB,
aKTUBHBbIC (DapMaleBTHUCCKHE HHIPEIUCHTHI (CyO-
CTaHIIMH) KOTOPBIX COAEPIKAT TETPA30IbHBIN ITUKI
[12, 13]. K HacrosiieMy BpeMEHH TETPa30JICOAepKa-
e 2-anuiuKIoaiKkan-1,3-TMOHbBI B IUTEpaType He
onmcaHbl. TakuM 00pa3oM, BBEICHHE TETPA30JIHHOTO
LUKJa B CTPYKTYpY 2-allWJIUKIOreKcaH-1,3-11oHoB
OyleT crocoOCTBOBaTh Pa3padOTKE HOBBIX KIIACCOB
OHMOJIOTUYECKN aKTHBHBIX COCTMHEHHIA.

Llenp HacTosmiel paboOTHI 3aKiOYaiach B paspa-
00TKEe METOJ0B CHHTE3a 2-alMIIUKIOreKcaH-1,3-mau-
OHOB, COJIEPXKAIIHNX TETPA3OIBHBIN (PparMeHT B OOKO-
BOH aIMJIbHOM IICITH.

Jis cuHTe3a IUKINYECKHX B-TPUKETOHOB IPEI-
JoXeH psax MmeTtonoB. HawmbGornee »ddexTuBHBIMU
MOAXOAAMHM K CHHTE3y 2-allMILuKIorekcas-1,3-mu-
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R! =H (1a); R' = Me (16); R? = H (2a); R? = Me (26); R? = Me (2B); R? = Et (2r); R? = C(H;CH, (2n); R* = Me (2e); R* =
Et (2%); R* = t-Bu (23); R* = C(H;CH, (2m); R! = R> = H (3a); R! = Me, R> = H (36); R' = H, R = Me (38); R' =R? = Me
(3r); R = R3=Me (3n); R! = Me, R? = Et (3¢); R' = Me, R? = C(H;CH, (3x); R! = R* = Me (33); R! = Me, R* = Et (3u);
R!=H, R*=t-Bu (3x); R! = Me, R* = -Bu (3a1); R! = Me, R* = C;H;CH, (3m).

oHOB siBIsItOTCS: O/C-m30MepH3anus eHONAIMIATOB,
MONTydeHHBIX TyTeM O-aluiupoBaHUS ITHKIIOTEK-
caH-1,3-THOHOB  XJIOpaHTHAPUAAMH  KapOOHOBBIX
KHCIIOT, ¥ MeTon mpsMoro C-arumupoBaHus ITUKIIO-
rekcad-1,3-muonoB. Ilpomecc O- wmmm C-anumupo-
BaHUs IUKJIOTEKCaH-1,3-1MOHOB ONpeeNnseTcs: yc-
JIOBUSIMU TIPOBEJICHUSI PEAKIMH W HCIOIb3yEeMbIMH
KaTaiu3aropamMu. Pa3nmiuuHble KaTalin3aTopbl UCIIOIb-
3ytorest Ha ctanun O/C-n3oMepu3aiuy, BKIIOYas Kak
kucnots! JIstouca (AlCl;, ZnCl,), Tak U ocHOBaHUS
[N,N-nmumermnamunonupuaud (DMAP), KCN, arie-
TOHLMAHTHAPHUH]| U Apyrue karamusartopsl [14—17].
Meron C-anmiaupoBaHMsl BKIIOYAeT allMIMPOBAHHE
LUKIIOTeKCaH-1,3-1MOHOB KapOOHOBBIMHU KHCIIOTAMH,
aHTUpUIAMH KapOOHOBBIX KHCIOT JHOO XJIOPAHTH-
IpUIaMH KUCJIOT B TPUCYTCTBUH DPA3MYHBIX Kara-
JU3aTOPOB M KOHJIEHCHPYIOIINUX areHToB. Tak, s
C-anumpoBaHus ITUKIIOTeKcaH-1,3-11MO0HOB KapOoHO-
BBIMH KUCIIOTaMH HanboJee UCTIONb3yeMbIMH areHTa-

MU sBISIOTCS aunukiorexcunkapoomuumug (DCC),
1-3Tn-3-(3-AuMeTHIaMUHOTPOTIHI ) KapOOIUUMHU T
(EDC), xapbonmnguumugazon [18-21]. B namem
CIy4yae TIONMBITKH CHHTE3MPOBaTh 2-(TeTpazoinia-
HeTwi)IuKIorekcad-1,3-quonsl Metogom O/C-u3o-
Mepu3aluu ObulM Oe3yCHeNIHbl u3-3a JaOUIbHOCTH
XJIOPAHTHIPHJIOB TETPA30JIMIYKCYCHBIX KHCIIOT, HC-
MOJIb3yEeMbIX HAMH TIPU TIOJIYYEHWH COOTBETCTBYIO-
IIMX CHOJIAIWIATOB, YTO MPHUBOJMIO K HEBBICOKUM
BBIXOJaM I[E€JIEBBIX COEIMHEHUIA.

Ucnonws3zoBanne DCC B kauecTBe KOHACHCHUPY-
IOIIEr0 areHTa B peakuuu C-alMiIupoBaHHs LIUKIIO-
rekcad-1,3-TMOHOB  MPHUBOTUT K HEOOXOJMMOCTH
JIOTIOJTHUTEIIEHOW 00pa0OTKU PEaKIMOHHOW CMECU U
MPUMEHEHUIO KOJOHOYHOW XpomaTtorpaduu Juis BbI-
JICNICHUST KOHEUHOTO MPOJIYKTa W3-32 IMPHUCYTCTBHS
JIUITUKIIOTeKCUIIMOYEBHHBI, TTOJIy4aeMOi B Ipolecce
peakiuu. B pe3ynbrare HaOIIOIaETCS CHUKCHHUE BbI-
X0J1a LIeJIEBOIO 2-alMIIIUKIOreKcan-1,3-11uona.
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Jns  cuHTesa  2-alumiIuKIOreKcaH-1,3-1uoHOB,
coziepKaliuxX B OOKOBOW allMJIBHOM LENH TETPa3oiib-
HBIA LUKJI, peann3oBaH MeTol C-auunupoBaHus LH-
Kyorekcas-1,3-quonoB 1a, 0 TeTpazoIUIyKCYCHBIMU
KHCJIOTaMH 2a—M C MCIOJIb30BAaHUEM T'MIPOXJIOPH-
ma  1-3tmn-3-(3-auMeTHIaMHUHOTIPOTIHI )KapOOAu -
muzia (EDC-HCI) u N,N-mumerniaMUHOTIMPHIUHA
(DMAP) B KauecTBe KaTaau3aTopa B Cpele alleTOHH-
Tpuia (cxema 1). Beixon 2-amunnuknorekca-1,3-mu-
oHOB 3a-r, conmepxamux 1H-TeTpa3on-1-uabHbIi
¢parmenT, coctaBun 57-84%, Torna Kak BBIXOA TPH-
KETOHOB 3A—M, COJEp)KalluX TETPa30i-S-UIbHbBIN
(parMeHT, ObIIT HECKOJIBKO HIDKE U cocTaBml 52—69%.

2-(1H-Terpa3on-1-un)ykcycHble KHCIOTHI 2a, O
MoJTyyand MyTeM B3aUMOJEHCTBHA TIHMIMHA C a3U-
JOM HaTpusi U TPHUATHIOPTOGOPMHATOM WM TPH-
STHJIOPTOALIETaTOM B  YKCycHOM kuciore [25].
2-(1-Anxun-1H-TeTpa3on-5-uia)yKCyCHbIE ~ KHUCIIOTHI
2r, 1 v (2-ankui-2H-TeTpas3on-5-ui)yKCyCcHbIe KHC-
JIOTBI 25K—M CHHTE3UPOBAJIM AJKHIMPOBAHUEM THUIIO-
Boro a¢upa 2-(1H-TeTpa3on-5-min)ykCcyCHONH KHCITOTHI
QJIKMJITAJIOTeHUJAMH MIIH mpen -0y THIIOBBIM CIIUPTOM
C TOCIEIYIONUM THAPOIM30M IOJydeHHOTO 3(upa
COOTBETCTBYIOIICH KUCTOTHI [26]. MeTumupoBanuem
2-(1H-TeTpa3osn-5-ni1)yKCyCHON KUCIIOTHI IHa30MeTa-
HOM MOJy4aJld TeTPa30JMIyKCYCHbIE KUCIIOTHI 2B, €.
XapaKkTepUCTUKHN CUHTE3UPOBAHHBIX KUCIIOT 2a—H CO-
OTBETCTBOBAJIU JIUTEPATYPHBIM JaHHBIM [25, 26, 28].

CTpyKTypa CHHTE3MPOBAHHBIX COCAMHCHHNA 3a—M
MOATBEPKAEHAa METOJlaMU crieKTpockonuu SAMP lH,
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3C u namnbiME SreMeHTHOro aHanmsa. Hamuuue
B-TpuKapOOHUIBHON TPYNIMPOBKH B COCAMHEHHSIX
3a—M mpexanonaraeT BO3MOXKHOCTH yCTAHOBIICHUS
KETO-€HOJIBHOIO PABHOBECHS B YKa3aHHBIX COEAM-
HEHUSX, a TaKKe 00pa30BaHHS HK30/9HO0-CHOIBHBIX
TAayTOMEPOB, OTIMYAIOLIUXCS IOJIOKCHUEM COIpsi-
KEHHO-XEJIATUPOBAHHOM CHUCTEMBI C IPOYHON BHY-
TPUMOJICKYIISIPHOM CBSI3bI0 M COIPSKEHHOTO Kap0o-
HWIa. B coOTBeTCTBUM €O CIEKTPOCKONMMYECKHUMHU
JIAHHBIMH CHHTE3WPOBAaHHBIE TPUKETOHBI 3a—M TIOJ-
HOCTBIO €HOJIN30BaHbl, YTO YCTAHOBIIEHO U JJIs APY-
ruX MUKIndeckux P,p'-tpukeronoB [21-24]. B crek-
tpax SIMP 'H coenunennii 3a-M uMeeTcsl CHTHAI
€HOJILHOTO IPOTOHA B 00J1aCTH CIIa00TO MOJIS MOPSIIKa
16-17 m. n. B cnektpax SIMP 13C coenunennii 3a-r,
comep)kamux B OOKOBOHM ammibHOUM mernm 1H-terpa-
3011- | -MJIBHBIA (parMeHT, Hapsy ¢ CHIHajJaMu aTo-
MmoB yrinepoaa CH,, CH;-rpynn HaOmonaroTcst curta-
11 B oOmactu 195.7-196.9 M. 1. (yrmepona eHoOIn30-
BaHHOH KapOoHUIbHOM rpyrmbl C*), 195.7-195.7 m. 1.
(yriepona kapGonunbHoH rpymmbl mukita Cl), 194.8—
195.8 M. 1. (yriiepoma kapOOHMIIEHOM TPYTITIBI allvThb-
Hoit e C''), Torna kax 11 coenuHennii 34—k, co-
nepkamux  1-ankun(apui)-1H-reTpa3on-5-uabHbIi
(parMeHT, UMeroTcsl curHajibl B oonact 196.1-196.2
(C%), 195.7-195.7 (C") m 197.3-197.5 m. 1. (C"). B
ciaydae COEOUHEHUN 33—M, copepKammx 2-aaKkuil-
(apun)-2H-TeTpa3on-5-uibHbIH  (parMeHT, B CIICK-
Tpax perucTpupyrorcs curHaiael npu 196.1-197.0
(C?), 195.1-195.3 (C') u 199.7-200.5 m. 1. (C").
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C11enbi0 yCTaHOBJICHHS HAITPaBJICHUS €HOTU3AIUH,
T. €. YCTAHOBJICHUS, KaKas U3 KapOOHUJIBHBIX TPYIII
(PHIOIMKITHYECKAs WU DK30IUKINIECKas) SHOTU30-
BaHA, a TAKXKe /Ui OTHECCHHsI CUTHAJIOB B CIIEKTPax
SMP 'H u 3C, namu Gbliu BBITOTHEHBI IByMEPHBIE
skcniepuMenTsl IMP mns 2-[2-(1H-teTpason-1-mm)-
arneTwI [uuKIIorekcan-1,3-quona 3a u 2-[2-(2-mpem-
OyTun-2H-teTpa3on-5-un)anetun]-5,5-tuMeTuIu-
Kiorekcan-1,3-quona 3. (cxema 2).

B pe3synbprare npoBeIeHHbIX SKCIEPUMEHTOB yCTa-
HOBJICHO, YTO MTPOTOH CHOJIN30BAaHHOW KapOOHUIBHOMN
CPyIIbl UMEET KPOCC-NMKU CPEAHEH HHTEHCHUBHO-
ctu B ciektpe HMBC ¢ sapamu yraepona npu C3, C?
u C*. C yueToM 1osyueHHbIX JaHHBIX MOYKHO CJIeNaTh
BBIBOJ] O TOM, YTO €HOJIU3AIUsI HAOIFOMACTCs IS Kap-
OOHMIILHOM TPYIIIBI, HAXOMSIICHCS B IUKIAYECKOM
YaCTH MOJIEKYJIbI. JIOMOIHUTEIBHBIM OATBEPKICHU-
€M ITOMY CIIYXXUT HaOmomaeMoe ciaboe B3auMoci-
CTBUE MEXKIY MPOTOHOM THUAPOKCUIBHOW TPYIIbI U
npotoamu npu arome C4. TlomydeHHBIE pe3ynbTaThI
COMNIACYIOTCSl C JAHHBIMM, ONMCAHHBIMU PAHEE IS
POACTBEHHBIX -TPUKETOHHBIX cucteM [21, 23, 24].

TaxuMm o0pazoM, paspaboraH ymoOHBINH 1 P dek-
TUBHBI METOJ] TONy4YeHHs 2-(TeTpPa30JIHIaIeTh)-
LUKJIOTeKCcaH-1,3-TMOHOB, CTPYKTypa KOTOPBIX IOJ-
TBEPXKACHA MeToAaMU criekTpockonuu AMP IH, 3Cu
JIBYMEPHOU KOPpEeIsIUUOHHON criekTpockonuu SAMP.

OKCIIEPUMEHTAJIBHA S YACTb

Cnextpsl SIMP 'H, *C monywanu na crekrpo-
merpe AVANCE 500 Bruker-Biospin ¢ pabounmu
yactotamu 500.13 u 125.77 MI'u nns simep 'Hu BBC
COOTBETCTBEHHO C HCITOJIB30BAHMEM S5 MM JaTduKa
(QNP) ¢ Z-rpamuentom. CHeKTpel PEeruCTPUPOBa-
T TIpH TemMrieparype oopasma 293 K st pacTBopoB
B CDCl;. B kauecTBe BHYTPEHHEro CTaHAapTa Uis
criektpoB SIMP ucnonbs30Bajii OCTaTOYHBINA CUTHAI
pactBopurens. Koppensmuonusie cnextpel (HSQC,
COSY, HMBC, NOESY) peructpuposaiu u o0pada-
TBHIBAJIU C UCTIOIH30BaHNEM CTaHIAPTHOTO IMPOTPAMM-
Horo obOecrieueHust Gpupmbl «Bruker-Biospiny. Tem-
TepaTypsl IIABICHUS ONpeersiin Ha Oioke Boetius.
DOnemMeHTHBIH aHanu3 BeinonHaIM Ha CHNS-O ananu-
3arope Eurovector EA3000. Xom peakmuii ¥ 9ucToTy
MIOJTyYEHHBIX COEMHEHUI KOHTPOINPOBAIN METOAOM
TCX ma mmactuakax Silufol UV-254 (sTmmamerar—
netpodeiinsiii 3¢up). Kononounyro xpomarorpaduio

npoBowiH Ha cuimkarene (70-230 mernr) amronpoBa-
HUEM CMECHIO dTHIIAllETaT—TIeTPOJICHHBII d(hup.

Hoany4yenue 2-(1-meruni-IH-rerpa3zon-5-uia)- u
2-(2-meTwi1-2 H-TeTpa3oii-5-mi)yKCyCHbIX KHCJIOT
2B, e. [Ipu nepememmBanuu K pactBopy 4.3 MMOJIb
(0.55 1) 2-(1H-TeTpa3on-5-mi)yKCyCHOM KHCIOTHI B
25 mn pudTrnosoro s¢upa npu 0°C mo kamism npu-
OaBisi 22 Mu1 QHUPHOTO pacTBOpa JMa3oMeTaHa,
nonyyaemoro u3 2.06 r N-HUTPO30METHIMOYEBUHBI
o metoauke [27]. PeakiimonHyo cMech mepeMerniu-
BaJld MpPU KOMHATHOW TeMIiepaType B TEUCHHUE 5 4 U
MOCJIE Y/IAJICHUS PACTBOPUTEISI METOIOM KOJIOHOYHOM
xpomarorpadun Boaesuin 0.18 r (28%) metmn-2-(1-
meTmi-/ H-tetpason-5-un)anerara u 0.21 r (32%) me-
TH-2-(2-metun-2H-tetpason-5S-un)auerara.  lanee
K pactBopy 1 mMmombs mermin-2-(1-merni-1H-terpa-
3001-5-m)- wid  MeTui-2-(2-metun-2H-tetpason-5-
mn)amerara B 20 MJI BOTHO-MeTaHOIBHOM cMmecH (1:1)
npubasisuin 10 3kB. (0.40 1) rugpokcuaa Hatpus. Pe-
AKIMOHHYIO CMECh IEePEeMENIUBAIN TPH KOMHATHOMN
Temrepatype 24 4. PacTBopuTens ymaaisuid, BOXHBIN
cJo# mpoMbiBany dtuinaneraroM (1x50 mur), moxkwuc-
nstma koI, HCI mo pH 1 u skcTparmpoBaim dTHIIA-
neraroM (5x15 mur). OObETUHEHHYIO OPTaHHYECKYHO
(hazy cymmau 6e3BOAHBIM cyabhaToM HaTpus. [locie
yIaJeHUs] PACTBOPUTEISI LIEIEBbIE KUCIOTHI 2B, € MO-
JTy4dand B BHJE OECIBETHBIX KPHUCTAIIOB C BBIXOJOM
75 1 86% COOTBETCTBEHHO.

O0mas MeTonMka CHHTe3a 2-(TeTPa3oJiMi-
auernj)uukiaorexkcan-1,3-gruonoB 3a-m. K pac-
TBOpY cmecu 2.0 MMONb IMKJIOTeKcaH-1,3-mroHa
la, 6, 2.0 MMOIb TETPa30IUIYKCYCHON KHCIIOTHI
2a-u u 2.4 mMonb N,N-AUMETUIaMUHONMPUJIUHA B
15 mn anetonutpuia npudasisum 2.6 mmois (0.50 1)
1-31ri1-3-(3 - AMMETHIaMUHOTIPOITNI ) KapOOJuuMHUIa
TUIpOXJIopua. PeakiinoHHYI0 CMECh NepeMeIInBaIi
pu KoMHaTHOU Temmneparype 24 4. [locne ynanenus
AIETOHUTPHIIA OCTATOK pacTBOpsIu B 30 Mu1 XJopo-
¢dopma, mpombiBanu paszbasnennoi (1:10) HCI (3x
15 ™), maceimenasiM pactBopoMm NaCl (15 mi) u
cyumnu 6e3BogHbM Na,SO,. PactBopurens ynans-
JIM, OCTAaTOK TPOMBIBAIN JTUATHIOBBIM 3dupom (1x
5 M), monydasi ueneBble 2-(TeTpa3oiuIaleThl)Iu-
KJIOTeKcaH-1,3-1uoHbI 3a—M B BUAE OCCIIBETHBIX KPH-
CTaJIOB C BEIXOAOM 52—84%.

2-[2-(1H-TeTtpa3oj-1-u)aneTni| {UKJIOTeK-
can-1,3-muon (3a). Beixox 57%, 1. min. 137-140°C.
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Cnextp SIMP 'H (CDCl5), 8, m. 1.: 2.03-2.11 m (2H,
CH,), 2.54-2.59 m (2H, CH,), 2.76 T (2H, CH,, J
6.4 I'm), 5.92 ¢ (2H, CH,), 8.67 ¢ (1H, CH), 16.06 c
(1H, OH). Cnextp SIMP 3C (CDCl,), 8¢, m. a.: 19.2
(C3),31.8 (C*), 38.0 (C%), 55.7 (C%), 112.3 (C?), 144.2
(CH=N), 195.2 (C"), 195.8 (C"), 196.9 (C?). Haiine-
HO, %: C 48.54; H4.50; N 25.09. CoH(N,O5. Bbruuc-
neHo, %: C 48.65; H 4.54; N 25.21.
5,5-Iumerun-2-[2-(1 H-teTpa3ou-1-uin)aneruia]-
uukiaorexkcan-1,3-guon (30). Beixog 71%, 1. m.
113-116°C. Cnekrp SIMP 'H (CDCl,), 8, m. a.: 1.11
¢ (6H, CH;), 2.41 ¢ (2H, CH,), 2.62 ¢ (2H, CH,),
5.93 ¢ (2H, CH,), 8.70 ¢ (1H, CH), 16.03 ¢ (1H, OH).
Cnextp AMP 3C (CDCly), 8¢, m. a.: 28.2 (2CH3),
31.3 (C), 45.2 (CH), 51.8 (C°), 55.6 (C?), 111.2 (C?),
144.3 (CH=N), 194.8 (C"), 195.7 (C!, C?). Haiineno,
%: C 52.67; H 5.60; N 22.28. C;;H,4N,O5. Beruucne-
HO, %: C 52.79; H 5.64; N 22.39.
2-[2-(5-Metua-1 H-Tetpa3on-1-un)aneTunn|uu-
kjaorekcan-1,3-nuon (3B). Beixon 77%, T. . 168—
169°C. Cnexrp SIMP 'H (CDCl,), §, m. 1.: 2.03-2.10 m
(2H, CH,), 2.46 ¢ (3H, CHj;), 2.52-2.58 m (2H, CH,),
2.75 T (2H, CH,, J 6.4 T'm), 5.76 ¢ (2H, CH,), 16.10
¢ (1H, OH). Cnekrp SIMP '3C (CDCl,), 8¢, M. 1.: 8.8
(CHj), 19.1 (C3), 31.8 (C*), 38.0 (C9), 54.8 (C?), 112.3
(C?), 153.2(C=N), 195.5(C"), 195.9 (C"), 196.9 (C?).
Haiineno, %: C 50.71; H 5.06; N 22.62. C,(H;,N,O;.
Brruucneno, %: C 50.84; H 5.12; N 22.72.
5,5-Anmerna-2-[2-(5-metui-1H-terpa3zou-1-
win)aneTwi|uukiorekcan-1,3-nmon  (3r). Brixon
84%, T. 1. 125-127°C. Cnextp SIMP 'H (CDCly), 8,
M. 1.: 1.13 ¢ (6H, CHy), 2.42 ¢ (2H, CH,), 2.47 ¢ (3H,
CH,),2.62 ¢ (2H, CH,), 5.76 ¢ (2H, CH,), 16.08 c (1H,
OH). Cnextp SIMP '3C (CDCl3), 8¢, M. 1.: 8.9 (CHy),
28.3 (2CH;), 31.4(C%), 45.3 (C*), 51.8 (C®), 54.7 (C%),
111.3 (C?), 153.2 (C=N), 195.0 (C"), 195.7 (C!, C3).
Haiineno, %: C 54.38; H 6.00; N 21.11. C,H,(N,Os.
Brerunciieno, %: C 54.54; H 6.10; N 21.20.
5,5-Aumeruna-2-[2-(1-meTua-1H-rerpazon-5-
uin)auerwi|uukiaorekcan-1,3-nuon  (3a). Brixon
65%, T. 1. 133-136°C. SIMP 'H (CDCl,), 8, M. a.:
1.09 ¢ (6H, CH;), 2.35 ¢ (2H, CH,), 2.59 ¢ (2H,
CH,), 4.03 ¢ (3H, CHj3), 4.65 ¢ (2H, CH,), 16.68 ¢
(1H, OH). Cnextp SIMP '3C (CDCl,), 8¢, m. 1.: 28.2
(2CHj;), 31.1 (C?), 33.9 (CH;), 36.6 (C?), 45.7 (CY) ,
52.1 (C9), 111.9 (C?), 150.3 (C=N), 195.4 (C"), 196.2
(C3), 197.3 (C"). Haiineno, %: C 54.65; H 6.15; N
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21.28. C;,H¢N,4O;. Beruncneno, %: C 54.54; H 6.10;
N 21.20.
5,5-Aumetni-2-[2-(1-3tuia-1H-TeTpa3oi-5-ui)-
aneruiauukiaorekcan-1,3-muon (3e). Brixom 58%,
T. 1. 130-132°C. AMP 'H (CDCly), 8, m. 1.: 1.09 ¢
(6H, CH;), 1.58 T (3H, CHs, J 7.3 I'm), 2.35 ¢ (2H,
CH,), 2.59 ¢ (2H, CH,), 4.31 k (2H, CH,, J 7.3 '),
4.65 ¢ (2H, CH,), 16.71 ¢ (1H, OH). Cnextp SIMP '3C
(CDCly), 8¢, M. 1.: 14.8 (CHy), 28.3 (2CHj,), 31.1 (C),
36.6 (C%), 42.8 (CH,~N), 45.7 (C%), 52.1 (C%), 111.9
(C?), 149.5 (C=N), 195.4 (C"), 196.2 (C?), 197.5 (C™).
Haiineno, %: C 56.20; H 6.57; N 20.19. C3HgN,O;.
Brraucneno, %: C 56.10; H 6.52; N 20.13.
2-[2-(1-ben3na-1H-terpa3oua-5-ua)anerua)-
5,5-mumerunuukiorekcan-1,3-quon (3:x). Brixon
69%, T. 1. 85-88°C. SIMP 'H (CDCl,), §, m. x.: 1.08
¢ (6H, CH3), 2.31 ¢ (2H, CH,), 2.57 ¢ (2H, CH,), 4.47
¢ (2H, CH,), 5.57 ¢ (2H, CH,), 7.15-7.19 M (2H, H,,),
7.31-7.35 m (3H, H,,), 16.66 c (1H, OH). Cnektp
SIMP 13C (CDCly), 8¢, M. 1.: 28.2 (2CHj5), 31.1 (C?),
36.8 (C?), 45.7 (C*), 51.5 (CH,—N), 52.0 (C°), 111.7
(C?),127.9(Ca,), 129.1(C,,), 129.3(Cy,), 133.1(Cy,),
150.1 (C=N), 195.3 (C"), 196.1 (C?), 197.3 (C"). Haii-
neHo, %: C 63.61; H5.96; N 16.53. C,gH,,N,O5. BeI-
yuciieno, %: C 63.52; H5.92; N 16.46.
5,5-AumeTni-2-[2-(2-metua-2H-TeTpa3zon-5-
win)aneTmwi|ukiaorekcan-1,3-nuon  (33). Brixon
65%, T. 1. 101-103°C. Cnextp SIMP 'H (CDCly), 9,
M. 1.: 1.09 ¢ (6H, CHj), 2.38 ¢ (2H, CH,), 2.57 ¢ (2H,
CH,), 4.33 ¢ (3H, CH;), 4.70 ¢ (2H, CH,), 17.17 ¢
(1H, OH). Criextp SIMP '3C (CDCl,), 8¢, m. 1.: 28.3
(2CH3), 31.0 (C%), 38.4 (C?), 39.6 (Me), 46.0 (C%),
52.3 (C9), 112.1 (C?), 160.8 (C=N), 195.2 (C"), 196.1
(C?), 199.7 (C"). Haiineno, %: C 54.41; H 6.04; N
21.11. C,H;(N,4O5. Beruncneno, %: C 54.54; H 6.10;
N 21.20.
5,5-Aumerni-2-[2-(2-3tui-2 H-teTpa3oi-5-ui)-
aneruiauukiaorekcan-1,3-nuon (3m). Beixox 61%.
T. 1. 88-91°C. SIMP 'H (CDCl,), 3, m. z1.: 1.09 ¢ (6H,
2Me), 1.62 T (3H, CH;, J 7.4 T'm), 2.37 ¢ (2H, CH,),
2.57 ¢ (2H, CH,), 4.63 x (2H, CH,, J 7.4 I'n), 4.70
¢ (2H, CH,), 17.19 ¢ (1H, OH). Cuekrp SIMP !3C
(CDCly), 8¢, M. 1.: 14.5 (CHy), 28.3 (2CH,), 31.0 (C),
38.4 (C?), 46.0 (C*), 48.4 (CH,—N), 52.3 (C°), 112.1
(C?), 160.6 (C=N), 195.1 (C"), 196.1 (C?), 199.8 (C™).
Haiineno, %: C 56.22; H 6.58; N 20.21. C;3HgN,O;.
Brruucneno, %: C 56.10; H 6.52; N 20.13.
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2-[2-(2-mpem-ByTnia)-2 H-TeTpa3oJ-5-ui)ame-
Twi|uukiaorekcan-1,3-quon  (3x). Brixog 63%,
T. 1. 65-66°C. AMP 'H (CDCl,), 3, m. 1.: 1.73 ¢ (9H,
CH;), 1.97-2.03 m (2H, CH,), 2.48-2.54 m (2H, CH,),
2.70 T (2H, CH,, J = 6.4), 4.69 ¢ (2H, CH,), 17.25 ¢
(1H, OH). Cnextp IMP 3C (CDCly), 8¢, m. 1.: 19.2
(C3),29.4 (3CH;), 32.4 (C*), 38.5(C?), 38.7 (C®), 63.9
(C-N), 113.2 (C?), 159.9 (C=N), 195.3 (C"), 197.0
(C?), 200.5 (C"). Haiineno, %: C 56.19; H 6.58; N
20.19. C;3H§N,O;. Boruncaeno, %: C 56.10; H 6.52;
N 20.13.

2-[2-(2-mpem-ByTna-2H-teTpa3oJ-5-uma)ame-
THJ]-5,5-nuMeTHJnMKI0rekcaH-1,3-11non (3a).
Boixon 52%, T. mn. 90-92°C. SIMP 'H (CDCl,), 3,
M. 1.: 1.09 ¢ (6H, CHy), 1.73 ¢ (9H, CHj;), 2.37 ¢ (2H,
CH,), 2.56 ¢ (2H, CH,), 4.70 ¢ (2H, CH,), 17.24 ¢
(1H, OH). Cnextp SIMP 13C (CDCl,), 8¢, m. 1.: 28.3
(2CH3), 29.4 (3CH;), 31.0 (C3), 38.6 (C?), 46.0 (C*),
52.3(C9), 63.9 (C-N), 112.1 (C?), 159.9 (C=N), 195.2
(Ch), 196.0 (C?), 200.0 (C"). Haitneno, %: C 58.69; H
7.20; N 18.21. C,5H,,N,O5. Beraucneno, %: C 58.81;
H 7.24; N 18.29.

2-12-(2-ben3ua-1H-TeTpa3oi-5-u)ameTna]-
5,5-numeruanukiorekcan-1,3-muon  (3m). BrI-
xon 63%, T. mn 92-93°C. SIMP 'H (CDCl,), 3,
M. 1.: 1.08 ¢ (6H, CHs), 2.36 ¢ (2H, CH,), 2.56 ¢ (2H,
CH,), 4.70 ¢ (2H, CH,), 5.75 ¢ (2H, CH,), 7.30-7.40
M (5H, H,,), 17.17 ¢ (1H, OH). Cnekrp SIMP '3C
(CDCly), 8¢, M. 11.: 28.3 (2CHj5), 31.0 (C), 38.5 (C?),
45.9 (C*, 52.3 (C°), 56.9 (CH,-N), 112.1 (C?), 128.4
(Cap)s 129.1 (Cyp), 129.14 (Cy,), 133.4 (Cy,), 161.0
(C=N), 195.1 (C"), 196.0 (C?), 199.7 (C"). Haiineno,
%: C 63.39; H 5.85; N 16.37. C,3H,(,N,O;. Beruuncie-
HO, %: C 63.52; H 5.92; N 16.46.
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Synthesis of 2-(Tetrazolylacetyl)cyclohexane-1,3-diones
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2-(Tetrazolylacetyl)cyclohexane-1,3-diones were synthesized via C-acylation of cyclohexane-1,3-diones by
tetrazolylacetic acids in the presence of 1-ethyl-3-(dimethylaminopropyl)carbodiimide hydrochloride and
N,N-dimethylaminopyridine in acetonitrile at room temperature. Structure of the synthesized compounds was
confirmed by methods of 'H, 13C NMR spectroscopy and two-dimensional NMR spectroscopy.

Keywords: 2-(tetrazolylacetyl)cyclohexane-1,3-diones, tetrazolylacetic acids, cyclohexane-1,3-diones,

C-acylation
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