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Konnencanueit 5-(1-ruapaznaunuaeHstin)-3-(tpudropmeriin)- 1 H-nupa3ona ¢ TPUMETHIOPTOALETATOM, JUMETHIIALETAIeM AUMETHII-
dbopMaMuia W apWITHOM30LMAHATAMH CHHTE3HPOBAH PsA (YHKIHOHAIU3HPOBAHHBIX IHPA30JIOB W HCCIEAOBaHA X TYOEpKyJo-

CTaTU4YCCKasA aKTHBHOCTb.

KuroueBnble ciioBa: TUAPA30HbI, MUPA30J1, THOCGMHKapGaBI/IZ[LI, KOHJCHCALWs.

B HacTosmiee BpeMst MUPa30NBHBINH (ParMeHT SBIAETCS
MOMYIISIPHBIM B CTPYKTYypaX MHOTHX OMOJOTHYCCKH aKTHB-
HBIX COCIMHEHWH, pa3pabaThIBacMbIX (papMaIreBTHUSCKOM
U arpOXUMHYECKOH HpOMLIH.IJ'IeHHOCTLIO.I OnuuM w3
MOAXOJIOB K CHHTE3y IMHUPA30JI0B SBISETCS KOHCTPYH-
pOBaHHE TEeTEPOLMKINYECKON CHUCTEMBI 32 CUET peakUuit
KOHJEHCAlUM U LUKIONPUCOEINHEHUS, YTO IO3BOJISIET
OCYIIECTBUTH COOPKY MOIIEKYJ, BapbHPYs 3aMecTHTeNN.
Ocoboe BHIMaHUE YAETSICTCS UCIIOIE30BAaHUIO (PTOPCOIEp-
JKAIUX CTPOUTENBHBIX OJIOKOB C TOCIEAYIOMINM (HOPMHUPO-
BaHUEM NHPA30JBHOTO LUKJIA, IIOCKOJIBKY (BTOPATKUIEHBIC
3aMECTHTENH 3aYacTyI0 YIIYYIIAIOT MEMOpaHHYIO MPOHH-
AeMOCTh, OMOJOCTYIHOCTh M IIOBBIIIAIOT MeETadoIHye-
CKYIO CTaOMIBHOCTB COCMHEHHIT. IIpu sToM panbHelmas
(YHKIMOHATIHM3ANKS ITHPA30JI0B PACIIUPSIET BO3ZMOXKHOCTH
IIOMCKA OWOJOTMYECKH AaKTHBHBIX COCOUHEHUH Ha WMX
ocHose.*

Panee Hamm ObIT pa3paboTaH MOAXOJ K IIOJYYCHHIO
Pa3JIMYHBIX MUPA30JIOB HA OCHOBE (PTOPCOICPIKAIIUX MPO-

© 2017 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

HM3BOJIHBIX 2,3-6yTaH}Z[I/IOHa.5’6 B uacTHOCTH, M3 JITHTHEBOU
com 1 yepe3 PpypaHOHOBBIH MHTepMenAHaT 2 ObUI CHHTE-
3UPOBaH TPU(DTOPMETHITHPA30a 3, COACPMAIIUIA THUAPA30H-
HYIO Ipynmy B 60koBoii uenu (cxema 1).° B coenuuenuu 3
MPUCYTCTBYET HECKOJIbKO HYKJICOPWIBHBIX IEHTPOB:
aMUHOTPYIINA THIPA30HHOTO (hparMeHTa, a TakKe aTOMBI
a30Ta MUPa30IHHOTO IHUKJIA, YTO OTPEACIIIET BOZMOKHOCTh
JATBbHEUITUX PEaKIuil KOHIEHCAIINH U AJIKWITUPOBAHMSL.
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B maHHO# paboTe HaMU PACCMOTPEHBI TOIXOABI K
(yHKIMOHAIHM3AHAN THPa3oia 3 moJ JeCTBHEM areTanei
U apUIN30THONMAHATOB, a TAKXE IPEACTABICHBI PE3YIlb-
TaTbl TECTHPOBAHMA TyOEpPKYIOCTATHIECKOH AKTUBHOCTU
CHHTE3UPOBAaHHBIX coennHeHHH. BRIOOp peareHTOB 00YyC-
JIOBJIEH TIPEXKAE BCETO BO3MOXKHOCTBIO IOIYYEHHS IOJH-
(YHKIMOHANBHBIX W KOHAGHCHPOBAHHBIX MHpa3onoB. K
puMepy, KOHACHCAnWed mmpaszona 3 ¢ TPHAIKHIOPTO-
dopMuaTaMi W TPUMETWIOPTOOEH30aTOM HaMU OBUIH
MONy4YeHbl TpuTOpMETIICOAepKamue mupaszono[l,5-d]-
[1,2,4]tpuasunsr 4a,b (cxema 2).° Pamee Takke GbLIO
MOKa3aHO, YTO B3aWMOJCHCTBHE THIpa30HA 2-aleTHII-
nmunaso[4,5-blnupunuHa S ¢ M30THOLMMAHATAMH OTKPHI-
BaeT BO3MOXXHOCTH JJIsI CHHTe3a mupupommmunasoll,2-d|-
[1,2,4]Tpnasnaa 6 dwepe3 cragWio BHYTPHMOIJICKYIISIPHOM
LMKITH3aIHAN 06Pa3yIoONIHXCsl THOCeMHKap6asuaoB.” Micromb-
3o0BaHMe muMermnanerans N, N-mumermwihopmamuna (AMA—
IM®A) B konzmeHcanmu ¢ 1,5-N,N-muHyrieoduaom 7
TIO3BOJIAIIO CHHTE3MPOBATh IHpa3oio|3,4-d|mipuMunia-4-0H
8, npu sToM JIMA-IM®A BbicTynui B kauectBe CH-nctou-
HUKa PH GOPMHUPOBAHIH A3MHOBOTO IUKIA (cxema 2).°
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Hamu yctaHOBIEHO, 4TO TIpH B3aMMOJICHCTBHY Mupasona 3
C TPUMETWJIOPTOAIETATOM IPOHMCXOANT CEJIEKTHBHOE
o0pa3zoBaHHE AaNMKINYECKOrO TPOAYKTa 9 ¢ Xopommm
BEIX0JI0M (cxema 3). Mcmonp30BaHMe KHCIOTHBIX KaTallk-
3aTOPOB M KUCJIOT JIboMca HE NMPUBOJAUIO K JKEIAEMOMY
rereporuiiry  10.  TlosiBIeHME METOKCHATHIMICHOBOTO

Cxema 3
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dparmenta B cnextpe SIMP 'H coemunenus 9 coorser-
CTBYET JIByM CHHIJIETaM METWIBHBIX rpymn npu 2.30 u
3.78 M. . IlupazoneHbIi GparMeHT He y4acTBYeT B IJaHHOM
MPEeBPAILCHUH, O YEM CBUETEIbCTBYIOT XMMUUECKHE CIIBUTH
TpudpTopMeTnnbHON Tpynmsl (102.2 M. 1.) u nporona NH
nupaszonsHOi Tpymmel (13.98 M. 1.), coBmajmarommue co
3HAYEHMAMH B CIIEKTPE HCXOIHOTO coeauHeHus 3.°

B3aumoneiictBue nupaszona 3 ¢ AMA-IM®A npuseno
K 00pa30BaHMIO PErMOM30MEPHBIX NMUPA30I0B (cxema 3).
Kak u B ciyyae ¢ TpUMETHJIOPTOAIETaTOM, B IaHHOM IIpe-
BpAaIIEHUH MPOHUCXOIWIO 00pa3oBaHUE JIUMETHIaMUHO-
METWJICHOBOTO ()parMeHTa C Y4YacTHEM THIPa30HHOTO
¢parmenta nupaszona 3. IIpu 3tom u3deTok IMA—JIOMA
MPUBOANI K METHJIMPOBAHHUIO aTOMOB a30Ta MUPA30JIbHOIO
LUKJIa B COOTHOWIEHWH, Onmzkom K 1:1. BosmoxkHOCTBH
N-MeTnnmpoBaHus cBsA3aHa C 0Opa3oBaHHEM OWIJIEKTpPO-
dunbHOro METepMemMara u3 IMA—JIM®A.’ C momormmio
MeToz0B TCX u anamutuyeckoit I'X/MC Oblia ycTaHOB-
neHa Bo3MOXKHOCTh paznaenenust 3-CFs- u 5-CF;-N-metui-
nupasonos 11, 12. [Mupaszonsr 11 u 12 ObuM BBIIENICHBI B
YUCTOM BHJAE C HCIOJIB30BAHHMEM KOJIOHOYHOI Xpomaro-
rpaguu Ha CUIIMKareslie M OXapaKTEepU30BaHBI METOAAMH
cnexTtpockonuu IMP u PCA. [lonyyeHHbIE peTHON30MEPHI
11 1 12 pa3IUIUMBI CIIEKTPATIBHO 110 XUMHYECKOMY CIABHUTY
atomoB (ropa B crexrpax IMP “F (99.7 u 101.0 m. 1.
COOTBETCTBEHHO), aToMaM yriepojaa TpU(PTOPMETHILHOM
rpynmsl (121.5 u 120.0 M. A. COOTBETCTBEHHO) U CMEXHOTO
¢ Hel aroma yraepoxa (140.4 u 132.7 M. n. cooTBet-
cTBeHHO) B criekTpax SIMP C.

CornacHo maHHbIM PCA, reTepoInyiIn4ecKuil OCTOB
mupa3zosnoB 11 m 12 HaxoAWuTCs B OJHOM IUIOCKOCTH C
HenpeeNbHONH CUCTEMON THIPa30HHON Tpymmkl (puc. 1, 2).
Otrnnune coenuuenus 12 ot 3-CFs-uzomepa 11 3axio-
gaeTcss B 00pa3oBaHMM €IUHON N,N-TIOJIOCTH W3 aTOMOB
a3oTa a30JbHOI0 W THAPA30HHOTO (ParMeHTOB aHajo-
TMYHO HCXOIHOMY THpasony 3.°

IIpennonaraemelii MexaHu3M OOpa30BaHMS NPOIYKTOB
4ab, 9, 11, 12 BriIOYaeT HECKOJBKO cTamuii (cxema 4).
U3BectHO, uto Tpuankwidopmuatel 1 JMA-JOMA npu
HarpeBaHWU TEeHEPUPYIOT CTaOWIM3UPOBAaHHBIE KapO-
KaTHOHBI A U A', y4acTBYIOIIIKE Jajiee BO B3aUMOICHCTBUN
C aMUHOTPYMIIOW THAPA30HHOTO (parMeHTa mupasoia 3,
ob6pasys uaTepMenuatel B u B'. OcHoBaHWEM B JaHHOM
MPOLIECCE BBICTYIAET OOpa3YIOUIUICS in Situ METaHONST-
AHHOH, CITOCOOCTBYIONUH ETHAPUPOBAHHIO THAPA3OHHOTO
¢parmenTa (B ciygae uarepmenuaros C u C') u muppoib-
HOro aroMa azora (B cmy4yae mHTepmenuatoB D u D).
B cnyyae oOpasoBanus mupazosnos 11 u 12 IMA-JIOMA
JIOTIOTHUTEIBHO BBICTYIAeT B KAa4yeCTBE AIKWIMPYIOIIETO
arelTa MUpa3oyibHOTO IHKIa uHTepMeanara D'. CormacHo
NOTYYeHHBIM JaHHBIM M paboTe, HaJMuMe >IEKTPOHO-
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Pucynok 1.

MonekynsapHas CTIpykTypa coeauHeHus 11 B
NPEJCTABICHUM aTOMOB 3JUIMIICOMIAMU TEIUIOBBIX KOJeOaHUH C
50% BepOsSTHOCTHIO.

JOHOPHOTO 3aMECTHTENSI B MCXOIHBIX alleTaNIIX MPHBOIHUT
K 00pa3oBaHWIO AIMKJINYECKAX TPOU3BOAHBIX. TakuMm
00pa3oM, MOXHO TPEAINONONKHUTh BIHMSHAE THICPKOHBIO-
Talid METWJIBHOW TPYIMBL, a TaKKe IOJO0XHUTEILHOTO
ME30MEpHOT0 dPPeKTa TUMETHIAMHHHOTO 3aMECTUTEIS Ha
TePMOANHAMHYECKYIO CTaOMIBHOCTE coequHeHuit 9, 11, 12
¢ MOIU(PHUINPOBAHHOHN THMApPa30HHOW rpymmoi. B ciydae
(DCHITEHOTO 3aMECTHUTEIISL, ITO-BUINMOMY, PEIIAONIIM (PaKTo-
pOM SIBIISIIOTCSL €T0  3JCKTPOHOAKIICTITOPHBIC CBOWCTBA,
KOTOPBIE CIIOCOOCTBYIOT BHYTPHMOJICKYIISIPHON LIUKIIH3a-
uun uaTepmenrara D B E ¢ mocnexyromum oOpa3oBaHIEM
coenuHenus 4b.

BsanmopeiictBue nmpazona 3 ¢ apoMaTHYCCKHMU H30-
THOLMAHATAMHU TPUBOIWIO K 00pa30BaHUIO THOCEMHUKApO-

Cxema 4

Pucynoxk 2. MonekynsapHas CTIpyKTypa coequHeHus 12 B
NPEJCTABICHUM aTOMOB 3JUIMIICOMIAMU TEIUIOBBIX KOJeOaHUH
50% BepOsSTHOCTHIO.

asunoB 13a—c¢ ¢ xopommmu Beixomamu (cxema 5). Ilpose-
JICHUE aHAIOTWYHOTO TPEBPAILCHHS NPH Ooyiee BBICOKOH
Temneparype (KHIITICHHE B TONYOJE) ITOKa3aJo YCTOWYH-
BOCTb 00pa3ylommxcsi coeMHeHNE 13a—¢ K OUKIM3alud B
cooTBeTCTBYMOIME upasono| 1,5-d][1,2,4]tpua3use.
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aR = Ph (84%), b R = m-MeOCgH, (88%), ¢ R = CH,Ph (86%)
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Pucynok 3. Ananoru nupasona 3 ¢ NOTEHUUAIBHON TyOepKyso-
CTaTUYECKOW AaKTUBHOCTBIO.

Hanee Obuta HcciemoBaHa —TyOepKyJocTaTHYecKas
aKTHBHOCTh CHHTE3HMPOBAHHBIX COCIMHCHHH B OIBITAX
in vitro B OTHOIICHWH JIa0OpaTOPHOTO IITaMMa MHKO-
Oakrepuii TyOepkyne3a H;;Rv, B ToM umcie B cpaBHEHHH C
paHee TOJNY4EHHBIMH aHajoramu mupaszona 3 (puc. 3).°
CTouT OTMETHUTH, YTO paHee IJIsI HEKOTOPHIX NMUPA3O0IIHI-
coIep)KalliX  THOCEMHKapOa3uIoB  Obula  OTMEYEHa
BBICOKAsl TYOEpKyJIOCTaTH4eCcKasi aKTHBHOCTh B OTHOIIE-
HUH abopaTopHoro mramma HisRv. '

TybGepkynocraTndeckass aKTHBHOCTh BHOBb CHHTE-
3UpOBaHHBIX NMPOU3BOAHBIX 9, 11, 13a B ombITax in vitro B
oTHomeHnn Jaboparoproro mramma Hi;Ry oxaszamacek
HIDKE B CPaBHEHHWH C HCXOJHBIM MHPa3oyioM 3, 4TO IOA-
TBEPXKJIAETCsl 3HAUCHUSIMH MHHHUMAaJIBHONH WHTrHOMpyomen
konneHTpanun (MUK) (tadxn. 1). Kak BunHO U3 mpencras-
JIEHHBIX Ppe3yJlbTaTOB, AKTUBHOCTh Nupas3ojoB 3, 14-16
HIDKE aKTUBHOCTH 4-MeTWI-2-(TpUTOPMETHII)INPA30JI0-
[1,5-d][1,2,4]tpnasuna (4a). ITO TOATBEp)KAAET TEHACH-
LU0 K TOBBIIICHNAIO OMOJIOTHYECKONH aKTHBHOCTH KOHIEH-
CHPOBaHHBIX I'ETEPOLMKINYECKUX COCIUHEHHH 10 CpaBHE-
HUIO C MX MOHOIMK/IHYECKHMH TPEIIIeCcTBeHHIKaMH. !

Takum o0pa3zom, TokazaHo, 4TO 5-(1-rHIpa3suHUIAICH-
atE)-3-(TpudTopmerin)- 1 H-mupaszon sBiseTcs YIOOHBIM
CTPOUTEIBHBIM OJIOKOM ISt TOJIydeHUs (YHKIMOHAIH-
3MPOBAHHBIX NTPOM3BOAHBIX. YCTAHOBJICHO, YTO B KOHIEH-
Callid HCXOJHOTO NHpa3oia C TPUMETHIOPTOAETaTOM
peakimus OCTaHABIMBACTCS Ha CTagud OOpa3oBaHMS
METOKCHATHIINAEHOBOTO ()parMeHTa ¢ y4acTHeM I'Mpa3oH-
HOM rpymisl, Toraa kak aeicteue IMA—-IM®A nononHu-
TENbHO MPHUBOAUT K METHIMPOBAHHIO aTOMOB a30Ta
nupasonbHOro (QparmenTa. B3aumozelicTBue mupasona c

Tabauua 1. TyGepkynocrarimdeckasi aKTHBHOCTb CHHTE3UPOBAHHBIX
COEIMHEHHH B OMBITAX i1 Vitro B OTHOLIEHHH JTaOOPaTOPHOTO
mramma H3;Rv (m3ornasun MUK 0.1 mxr/mir)

CoenuHeHue MUK (Mxr/mi) CoenuHenne MUK (MKr/mn)
3 6.25 13a 12.5
4a 3.1 14 6.25
9 12.5 15 6.2
11 12.5 16 12.5

3aMEIIEHHBIMI H30THOLIMAHATAMU NPHUBOJUT K COOTBET-
CTBYIOIIMM THOceMHKapOasunam. Ha ocHoBaHMM uccieno-
BaHMH TyOEpKYJIOCTaTUYECKON aKTHBHOCTH psiia TpUPTOP-
METWICOJEPIKAIMX MHUPa30JI0B HanOosee MepCrHeKTUBHOM
CTPYKTYpOIl A JanbHEHIIUX HCCIeJOBAaHUN U XUMHYE-
cKoil Moau(UKanuy sBisieTcs: 4-MeTHiI-2-(TprudTopMeTHIT)-
mupasoino[ 1,5-d][1,2,4]tpuasus.

:‘)KCHepHMeHTaJIbHaH HacTb

WK cnekrpel 3amucaHel Ha (ypbe-CIEKTpOMETpe
PerkinElmer Spectrum One B untepsane 400-4000 cM ' ¢
UCIIOJIb30BAaHUEM TPHUCTABKU AU(PPY3HOTO OTPAKEHHS IS
TBepabIX Bemects. Crekrpel SIMP 'H, Bc, F 3apETUCTPHU-
poBanbl Ha crekTpomerpe Bruker DRX-500 (500, 125 u
470 MTI'y coorBerctBenH0) ¢ TMC unmu CgF¢ B xauecTBe
BHYTPEHHETO CTaHAapTa. JJIEMEHTHbIH aHalnu3 BBIIOJHEH
Ha aBToMaruueckoMm aHanmzartope PerkinElmer PE 2400
Series II. TemnepaTypsl IJIaBJIeHUS ONPEEICHBI B OTKPHI-
THIX Kamwuigpax Ha anmapare Stuart SMP3. Konrpons 3a
XOJOM PEAKLMM OCYIIECTBIEH METOJOM TOHKOCIONHON
xpomarorpapun Ha rtuactuHax Alugram Sil G/UV,s,.
KonoHouHast xpomatorpadusi INpoBeleHa C HCIOJIb30-
BaHueM cuinkarens 60 pupmbr Alfa Aesar (0.060-0.2 mm).
Cuntes coenuHenuit 9, 11, 12 npoBeieH B MUKPOBOJIIHOBOM
peakrope CEM Discover SP ¢ paboueii uacroroii 2.45 I'T.

B pabore ucrnonb30BaHbl ClenylONINE KOMMEPYECKHUE
peareatel (Alfa Aesar): Ttpumermioproanerat (99%),
3-merokcudenmmmzoruonuanar  (98%), OEH3MIN3OTHO-
muanar (98%), penmtusornonuanar (98%), IMA-IMDA
(99%).

5-(1-T'uapazonoatin)-3-(tpudropmerin)- 1 H-rmpaszon  (3)
¥ coeanHenns 14-16 cuntesnpoBanbl cornacHo padore.®

Moay4yenue coequnenuii 9, 11, 12 (oOmiast MmeToauKa).
Cmecs 5 mMoup nupazona u 30 mmoas MeC(OMe); (umu
AMA—-]IM®A) noMemniaroT B Te€pMETUYHYIO CTEKJISIHHYIO
TyOy W BBIJIEP)KMBAIOT B MHUKPOBOJHOBOM pEaKTOpe MNpHU
temrieparype 120 °C u momuoctu 30 BT B Teuenue 2 4
Npy  MepeMelMBaHUM. 3aTeM B PEaKIHOHHYI CMecCh
mobarisitor 50 MUT BOZBI, TBEPIBIH 0CATOK OTHHIBTPO-
BBIBAIOT. B ciywae coennHeHHMs 9 BEIIECTBO OYMIIAIOT
MepeKkpucTaIN3aiel U3 CMeCH JAWATUIOBBIA »pup —
rexcad, 1:2. ITupazonsr 11 u 12 pa3gensioT ¢ MOMOIIBIO
KOJIOHOYHOW XpomaTtorpaduu, HCHONB3ysi B KadyecTBe
3JIIOEHTA CMeCh Xyopodopm-rekcan, 4:1. Kpucramwibr mis
PCA momydeHsl MEIJICHHBIM YIIapUBAaHHUEM PacTBOPOB
coenuHennii 11, 12 B rekcane.

Metua-N-{1-[3-(tpudropmernn)-1H-nupa3oa-5-uil-
sTujauaen}dITanruapazonat (9). Bexox 1.02 r (82%),
OeJbIil KpUCTAUNTMYECKUH mopomok, T. i 134-135 °C.
UK cnektp, v, cM ': 3325, 3160, 3019, 2989, 2951, 1636,
1592, 1563, 1493, 1444, 1410, 1375, 1302, 1255, 1195,
1130, 1089, 1070, 1052, 1007, 976, 947, 858, 820, 766,
750, 717, 643, 588, 558, 468, 441. Cnextp SIMP 'H
(AMCO-dg), 8, m. n.: 2.17 (3H, c, CH3); 2.30 (3H, c, CH;);
3.78 (3H, c, OCHj3); 7.12 (1H, ¢, CH); 13.98 (1H, ¢, NH).
Criextp SIMP C (IMCO-dq), 8, M. 1. (J, T'n): 14.4; 14.9;
53.6; 103.9; 121.6 (xB, 'Jor = 268, CF;); 141.0 (ks,
ZJer = 37, CCFs); 143.2; 151.3; 168.2. Crextp SIMP "F
(AMCO-ds—C¢Fy), 6, M. m.: 102.2 (c, CF3). Haiineno, %:
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C 43.32; H 4.37; N 22.42. CoH;F5N,40O. Brruncneno, %:
C 43.55;H4.47; N 22.57.

N,N-Inmetna-N'-{1-[1-meTni-3-(TpudTopmeTn)-
1H-nupa3zon-S-uiayruimaen}ruapasonogopmamun (11).
Beixox 0.40 T (31%), Gexblii KpUCTAJUTHYECKUN TTOPOLIOK,
1. . 56-57 °C. UK cnekrp, v, em : 3149, 2989, 2922,
2811, 1745, 1697, 1627, 1574, 1476, 1460, 1428, 1405,
1360, 1327, 1296, 1276, 1217, 1166, 1119, 1058, 1040,
1028, 978, 876, 827, 777, 710, 622, 528. Cnextp SIMP 'H
(CDCly), 8, m. m.: 2.35 (3H, ¢, CH3); 3.04 (6H, c, 2CH;);
4.17 (3H, ¢, CHj); 6.63 (1H, ¢, CH); 8.05 (1H, c, CH).
Cnextp SIMP °C (CDCLy), 8, m. x. (J, T'm): 15.7; 41.4;
105.0; 121.5 (B, "Jor = 268, CF;); 140.4 (kB, “Jor = 38,
CCF;); 142.7; 148.6; 160.6. Criektp SIMP “F (CDCL—CFy),
S, M. 11.: 99.7 (c, CF3). Haiineno, %: C 45.83; H 5.35; N 26.73.
CioH4F;Ns. Beraucneno, %: C 45.97; H 5.40; N 26.81.

N,N-Inmetna-N'-{1-[1-MeTnia-5-(tpudropmern.n)-
1H-nupa3zona-3-uia3yTuianaen}ruapasosogopmamun (12).
Brixon 0.44 1 (34%), Genblif KpUCTaIIMYECKUII TOPOIIOK,
1. 1. 92-93 °C. Cnektp SIMP 'H (CDCLy), 3, m. n.: 2.41
(3H, ¢, CHj); 3.01 (6H, c, 2CH3); 3.99 (3H, c, CHj); 7.01
(1H, ¢, CH); 8.07 (1H, ¢, CH). Crexktp SIMP *C (CDCl;),
5, M. 1. (J, Tu): 13.7; 38.1; 105.3; 120.0 (B, 'Jop = 268,
CFs); 132.7 (xB, 2Jer = 39, CCF3); 151.2; 152.1; 160.0.
Cnektp SIMP “F (CDCL—CgFe), &, M. a.: 101.0 (c, CF;).
Haﬁ}leHO, %: C 4579, H 533, N 26.70. C10H14F3N5.
Brruucaeno, %: C 45.97; H 5.40; N 26.81.

Monyyenue TuoceMukap6a3uaoB 13a—c (oOmas meTo-
nuka). K cmecu 5 mmons mupaszona 3 B 15 mu sraHona
J00aBIISIOT 5 MMOJIb COOTBETCTBYIOILIETO H30THOIMAHATA
KUMSTIT B TeueHWue 5 4. B ciydae coenunenuwii 13a.b
BBIMABIINH 0CAT0K (DUIIBTPOBBIBAIOT U MPOMBIBAIOT S(DHPOM.
IMupazon 13¢ BBIAEHAIOT U3 PEAKIIMOHHON cMecH a0b6aBe-
HUeM 50 MIT BOJBI C MOCIENYIONIeH NMepeKprucTaiin3anuen
13 THUJIALIeTATA.

2-{1-[3-(Tpudropmernn)-1 H-nupa3oi-5-wi|3TuauaeH}-
N-¢pennaruapasuakapéoruoamuy (13a). Bexon 137 r
(84%), cmemno-xkenTelii mopomok, T. mwi. 210-211 °C.
Crextp SIMP 'H (IMCO-dq), 8, m. a.: 2.35 (3H, ¢, CHj);
7.23 (1H, ¢, CH); 7.25-7.28 (1H, m, H Ph); 7.41-7.44 (2H,
M, H Ph); 7.51-7.52 (2H, m, H Ph); 10.33 (1H, c, NH);
10.92 (1H, ¢, NH); 14.21 (1H, ¢, NH). Cnextp SIMP "C
(AMCO-dy), 6, m. a. (J, Tm): 14.3; 104.6; 121.5 (ks,
'Jer = 268, CF3); 125.8; 126.4; 128.3; 137.9; 138.8; 141.6
(xB, %Jer = 37, CCF3); 142.7 (C=N); 177.1 (C=S). Cnektp
AMP “F (JIMCO-ds—CeFs), 8, m. m.: 102.2 (¢, CFs).
Haﬁ}ICHO, %: C 4753, H 354, N 21.26. C]3H]2F3N5S.
Brruucaeno, %: C 47.70; H 3.70; N 21.40.

N-(3-Metoxcudenunn)-2-{1-[3-(rpupropmernn)-1H-
nUpa3zoJ-S-wiyrumaes}ruapasunkapooruoamux  (13b).
Bexon 1.57 1 (88%), 6enbrif mopomok, T. mi. 222-223 °C.
UK crektp, v, cM ': 3298, 3248, 3183, 1603, 1594, 1573,
1534, 1490, 1465, 1432, 1373, 1310, 1286, 1259, 1226,
1192, 1170, 1129, 1077, 1039, 988, 970, 857, 785, 733,
750, 715, 700, 682, 660, 609, 575, 547, 460. Cuextp IMP 'H
(AMCO-dg), o8, m. m.: 2.33 (3H, c, CH;); 3.76 (3H, c,
OCH3;); 6.79-6.85 (1H, m, H Ar); 7.08-7.12 (1H, m, H Ar);
7.17 (1H, ¢, H Ar); 7.21 (1H, c); 7.28-7.38 (1H, m, H Ar);
10.27 (1H, ¢, NH); 10.90 (1H, ¢, NH); 14.21 (1H, ¢, NH).

Crektp IMP C (IMCO-dy), 8, m. 1. (J, Tn): 14.3; 55.2;
104.6; 111.2; 112.0; 118.4; 121.5 (xB, 'Jer = 268, CF);
129.0; 137.9; 139.9; 141.6 (xB, *Jor = 37, CCF3); 142.7
(C=N); 159.1 (COCHj3); 176.9 (C=S). Cnextp SIMP "“F
(AMCO-d¢—CgFy), 6, m. n.: 102.2 (c, CF;). Haiineno, %:
C 46.52; H 3.78; N 19.43. C4H4,F;N5OS. Brruucneno, %:
C 47.05; H 3.95; N 19.60.

N-Ben3ui-2-{1-[3-(rpudropmerni)-1 H-nupa3zon-5-uil-
sTujauaen}ruapasuakapoornoamusa (13c¢). Beixon 1.47
(86%), Genblit KpUCTATIIMYECKHI TOPOIIOK, T. L. 185-186 °C.
UK cnextp, v, em ': 3353, 3312, 3256, 1605, 1544, 1487,
1454, 1428, 1376, 1343, 1318, 1259, 1216, 1189, 1164,
1141, 1125, 1070, 1014, 980, 971, 811, 756, 745, 698, 607,
559. Cnextp SIMP 'H (IMCO-dq), 8, m. 1. (J, 'm): 2.31
(3H, ¢, CHs); 4.92 (2H, n, *J = 6.3, CH,); 7.15-7.20 (1H,
M, H Ph); 7.24-7.29 (1H, m); 7.34-7.37 (4H, m, H Ph); 9.37
(1H, T, °J = 6.3, NH); 10.75 (1H, ¢, NH); 14.05 (1H, c,
NH). Crextp SIMP C (IMCO-d), 8, m. . (J, Tu): 14.1;
46.6; 104.2; 121.5 (xB, 'Jop = 268, CF3); 126.9; 127.0;
128.3; 137.2; 139.0; 141.5 (B, 2Jer = 37, CCF;); 142.9;
178.7. Crextp SIMP "F (IMCO-ds—C¢F), 8, m. .: 102.15
(c, CF;). Haiineno, %: C 49.01; H 4.05; N 20.34.
Ci4H4F;5N5S. Berancneno, %: C 49.26; H4.13; N 20.52.

PeHTreHOCTPYKTYpPHBIIl aHanu3 coegquHenmii 11, 12
MIPOBE/IEH Ha aBTOMATHYECKOM YETHIPEXKPYXKHOM pEHTIe-
HOBCKOM nudpakromerpe Xcalibur 3 mo cranmapTHO
nporenype (CuKa-uznydenue, rpaduTOBBIii MOHOXpOMa-
Top, 295(2) K, w-ckanupoBanue). Brenena smnupuyeckas
nomnpaska Ha noryomenne. CTpyKTypbl paciuugpoBaHbl U
YTOYHEHBI ¢ HCHoNb30BaHueM makera mporpamMm SHELXTL.
ITonmoxeHus Bcex HEBOJOPOTHBIX aTOMOB YTOYHEHBI B
AQHU30TPOIIHOM NPHUOIIDKEHUH, TOJ0XKEHUS aTOMOB BOJIO-
poJia pacCYUTaHBl TEOMETPHUIECKH U YTOYHEHBI TI0 MOAETH
"Hae3qHUK" C 3aBUCHMBIMH H30TPOITHBIMU TEIJIOBBIMH
napamMmeTpamH.

Jna anmammsa coenmHenus 11 ucmonb3oBaH (parMeHT
OecrBeTHO MmacTuHbBI pazmepoM 0.34 x 0.18 x 0.04 mm.
Kpucraul MOHOKIIMHHBIN, TPOCTpaHCTBeHHas rpymma P2,/c,
mapameTpsl 3IeMeHTapHoH stueiikn: a 11.999(13), b 7.693(2),
c 14260(4) A; B 93.22(5)° V 1314.2(15) A’; Z 4;
dyws 1.320 v/eM?; p 0.994 v B HHTEpBAJic YIJIOB
3.69 < 0 < 65.35° cobpano 14549 orpakeHwuii, U3 HUX HE-
3aBUCUMBIX 2233 (R;y 0.0511), B ToM umcne 1577 ¢ I > 20()),
KOMIUIEKTHOCTh Juisi 6 65.35° 99.4%. OxoHuarenbHble
mapamMeTpsl YTOYHEeHUs CTpyKTypsl: Ry 0.0458, wR, 0.1164
(o orpaxenusm ¢ I > 20(1)), R, 0.0576, wR, 0.1207 (1o
BceM otpaxenusm), GOOF 1.000. Tlukm ™makcumyma
U MHUHUMyMa OCTaTOYHOM 3JEKTPOHHOW IUIOTHOCTH
Ap=0.17710.159 &/A°.

Jna amanmms3a coenmHeHus 12 umcmonb3oBaH (parmMeHT
CBETIO-XKeNnTor mpu3Mbl pazmepom 0.25 x 0.20 x 0.15 mm.
Kpucrann TpukinuHHBINA, NPOCTpaHCTBEHHas rpymnmna Pl,
napaMmeTpsl dJIEMEHTApHOU suerku: a 6.555(4), b 7.832(7),
c 13.308(11) A; a 78.23(7), B 80.96(6), y 77.91(6)°;
V 649.409) A’ Z 2, dy 1.336 r/em’; p 1.006 mm .
B wunTepBane yrmo 3.42 < 6 < 66.16° cobpano 7499
OTpaxkeHWi, M3 HUX He3aBUCUMBIX 2183 (R;, 0.0514), B
toM gncie 1129 ¢ 1 > 2o(/), komIuieKTHOCTh 1k 6 66.16°
96.0%. OkoHuUaTeNbHBIE HapaMeTPhl YTOYHEHHUS CTPYK-
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Typsl: Ry 0.0498, wR;, 0.1125 (1o otpaxenusim ¢ > 2o([)),
R, 0.0758, wR, 0.1164 (mo BceM OTpa)xeHUsIM),
GOOQOF 1.003. ITuku MakcUMyMa ¥ MUHUMYyMa OCTaTOYHOMH
3NeKTpOHHOI mioTHOCTH Ap = 0.205 1 0.166 &/A°.

[MonHelii HAOOp PEHTIEHOCTPYKTYPHBIX JaHHBIX COEIU-
Henuit 11, 12 npenonumpoBan B KemOpumkckom OaHke
CTPYKTYpHbIX JaHHbIX (AemoHeHTel CCDC 1576654,
CCDC 1576655 cOOTBETCTBEHHO).

®aiiil CONPOBOJUTENBHBIX MATEPHAJTIOB, COJIECpPKAIIUI
cnexTpsl AMP IH, BC u “F coenunenuit 9,11, 12, 13a—c,
JOCTYTICH Ha caiite xypHama http://hgs.osi.lv

Paboma evinonnena npu unancosoli noododepoicke
Poccutickoeo gonoa ¢yndamenmansrvix ucciedo8anuil
(npoexm Ne 16-33-00115 mon_a).
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