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CUHTE3 N@o-3AMEIMEHHBIX 3-METHJ-5-AMUHOITMPA30JIA

C nemmio cuitresa HOBbIX GHONOTHMHECKY aKTMBHBIX COSTMHEHNI Hoyder psay N(1)-3ame-
IEHHBIX 3-MeTHII-5-AMUHONUPA30/0R 13 F-aMUHOKPOTOHOHMTPIIA U MOHOSAMEIIEHHBIX
THIPASUHOB.

Kro9essie CI0Ba: aMUHONMPA30JIbI, AMUHOKPOTOHOEMTPYLL, FUAPA3UHDL.

Hamu onwcas cWHTE3 IHANAIGHEX OPOM3BONHHX 3-{n-amuHopeHr) -3-
AMMHONMPA30Jia B KAUECTBE NOTEHI[HAIHHC AKTUBHEIX (DAPMaxOIOTHUESCKHX
IIPENapaToB W IPWBENCHH! AAHHBIC M0 (DH3MOJOIWYECKOX AKTUBHOCTH IpOH3-
BOXHEIX TEpaszoaa [11].

B macroameit paGore ommcan cumTes pama N (1)-3aMEMEHHEX 3-METHI-5-
aMEHONMPA30JIOB 3 Ha OCHOBE peakuuu [-amumuokporoHommTpmaa (1) ¢
MOHO3aMCOICHHERIMY THApasmHaME (2).
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Peaxknma mpoxomur ¢ seixomamum 60—909, maxe B ciygae IunpasumHOB,
comepxammx Cyabdorpymay. TpyaHocTed, XKOTOPHIE MOMIM OB BOZHUKHYTH
BCACACTBUE aMPOTEPHOCTA NOIYUEHHRX COSNUHECHUM, HE OTMEYAIOCh, TaK KakK
daxe B CHTBHOKHUCION cpeme OOpasOBHIBAIUCH ILIOXO PACTBOPDWMEIC B BOXE
BHYTPEHHHE COJTH THIIA 3€, JIETKO BRICIIIOMUESCS W3 PEaKIMOHHON MACCHL.
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VHTEPECHO, YTO B CAy4Yac 0-KapOOKCH(EHMITHAPA3MHA M3 KACHON CPeIH
BHIACJISUICS HE XJIOPTUAPAT aMUHOIMIPA30Jid, 4 BEYTPeHHIT coixb 3h, ogHaxo mpHd
peaknmy n-XKapOokcmPEHWITEAPA3WHA B STUX YCAOBHAX OBUT HONYyYeH yXe
XJIOPIMIpaT COOTBETCTBYIOMIEr0 aMIUHOIIMPAa30JIa.
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XapaxrepuCTEKH 1-3aMEIEHHBIX 3-METHI-5-aMEHOIHEPA30J0B 3

Hatineso, % *
Coerm- R BpyrTo- BETHCREs % ye e UK crextp,
HeHHE dopmyna e & emt
c H N £
3a CeHs C10H11N3 — — — — 1620, 1580,
1515
3b H C4H7N3 49.2 74 43.6 | 224 (3.75),| 1480, 1580,
! 49.5 7.2 43.3 | 303 (1.72) | 3200
3c CHs CsHoN3 53.7 8.3 37.8 | 227 (3.77),] 1390, 1560,
54.1 8.1 37.8 | 304 (1.72) | 1620, 3200
3d 3-Cynsdo- C16H15N3048 55.4 4.4 — 254 (4.15),| 1650, 1590,
4-enoxcu- . 55.6 43 284 (3.41) | 1495
benwt
3e 4-Cympdo- Ci10H11N303S 47.0 4.6 16.1 | 256 (4.42) | 1650, 1600,
bermr 47.4 4.3 16.6 1500, 1460
3f o-Tomun C11Hi13N3 70.3 7.1 | 225 | 222 (4.06),| 1620, 1570,
70.2 7.0 22.2 | 267 (3.31) | 1520
3g p-Tomun C11Hi3N3 70,3 7.0 | 22.3 | 246 (4.30) | 1620, 1585,
70,2 7.0 22.2 1570, 1520
3h o-Kap6okeu- C11H11N302 60.6 4.7 19.9 226 (4.53),] 1690, 1625,
denun 60.8 5.1 19.4 | 233 (4.59),| 1480
_ 260 (4.53)
3i p-Kapbokcm- | CuiH1N302 52.1 4.8 16.9 | 254 (4.14),{ 1680, 1630,
cbemfm*z - HC1 52.0 4.7 16.5 | 274 (4.26) | 1590, 1570
*  Tleperu0.

*2 PyRpOXJIOpHUA.

3KCIEPMMEHTAJIBHAG YACTD

Y@ criextpbi cHaTEL Ha cexTpoMetpe Specord M s crmpre, UK cnextpsr — Ha npubope Perkin-
Elmer 577 B tabnerkax KBr. Coexrpsr SIMP " saperucrpuposanst Ha mpubope Bruker WM-250 B
TIMCO-ds. XapaKTepyuCTHKU CUHTE3MPOBAHHEIX COSIMHEHII IIPUBEEHEI B Ta0IMIe.

1-®enun-3-MeTHn-5-amuHonupa3o (3a). Cvecs 100 M xomtr. HCI v 200 M1 BOZBI IOMEIMATOT B
2 7 Craxas ¥ OpY pasMeNTMEaEMM Memanxoi Xepmbepra no6aBasrT mo xamwiM 3a 10 mem 108 ¢
(1 Monw) ceexenepersansoro hemmruapasuna. K ofpasosasmeiics rycroit cmecy 3a 10 Mum npucema-
101 82 1 (1 MOB) ﬁ—anmnoxporononmpma (muanerommrprut) . [pu sToM conaHOKMCITEIH heRMITHapa-
3UH PACTBOPSIETCS ¥ BBIIEISIETCS MACI000pasHslii 3aTRepAesatomuit Genunruapasod. Janee k cmecu
no6asnszoT 300 Mr xosr. HCl u HarpeBaroT A0 KUOEHMS NP pasMelnHBanmy 2 4. CMECh OXTIAXAAI0T U
OCTOPOXXHO HeHTpasm3yroT TsepasiM NaOH; mpu 3ToM Cpasy BbIIANAIOT KPUCTaJUIBI aMMHOIMPA3OTA.
TIoCHE OXJIAKAEHMST CMECH KPUCTAIUIBI OTHENSIOT, TIPOMBIBAIOT BOJOM, KHIISTAT ¢ O0PATHBIM XOJIOfIIIb-
HUKOM IIpu nepememueanyy B 400 v Boap! 30 My, CHOBA OXJIaXKAAK0T, OTdMIIBTPOBHIBAOT ¥ TINATEIb-
Ho cymrat. Cyx0ii AMMHOTMPA3Z0. I OYMCTKY PACTBOPSIOT IIpY KumnsraeHuy 8 150 Mt Gersona, OTTOHSIOT
~50 M1 BEAXHOTO GEH30JI4 ¥ K OCTATKY TIOCIIE OXJIaKAEHHS IIPY JHSPTUYHOM IEPEMEIMBAHUY MEJICHHO
mobasasror 250 M rexcana. Ilocne oxmaxaerms 0TdhIIBTPOBEIBAI0T KPUCTAJLIBI AMUHOIMPA30J14, IIPO-
MBIBAOT 100 MI XOI0HOTO rexcana u cymar. Homyyaror 153 ¢ (88%) 1-denwir-3-meTmi-5-amMurony-
pasona ¢ 1. wi. 111 °C [2]. Coexrp SIMP . 2.11 (4H, ¢, 3-CH3); 5.36 (1H, ¢, 4-H); 5.3 2H, m. ¢,
NH2); 7.6 2H, m, J=6Tn, 0-Ph); 7.45 2H, 7. 1, m-Ph); 7.26 M. 1. (1H, 1, p-Ph).

3-Merm-5-avuaonmpason (3b). Harpesaror 10 xumesus ¢ 0GPaTHBIM XOJONMIBHUKOM 24.6 T
(0.3 momp) ﬁ—ammoxporonormmma 1 50 M1 85, runpasunruapara § 4. [Ipy pasrouke peaxuuOHHROM
cMecH B BakyyMe moay4aiot 22.6 ¢ (77.6%) 3-Merwi-5-amusonmpasona ¢ T. kuiL 152—153 °C/6 mm
PT. CT.} 3aKPUCTAIITM30BBIBAETCA IPY CTOSHUH, T. TUL. 49 °C.
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1,3-Immerni-5-avuHonmpason (4c). Cyvemmsaior 47.5 ¢ (0.33 Monp) Cynsdara METHITHIPASHHE
¢ 20 a1 Bozms! 1 20 MuI M3onpoanoaa, nobaenssor 24.6 v (0,3 Mons) ﬁ—aMuHoxpOTOHomrpyma ¥ Harpe-
BAXOT JO KHIEHMS ¢ 00PaTHBIM XONOIMIRHMKOM 1 1. 3aTeM PeaKnUOHHYI0 MACCY YIAPMBAIOT JOCYXA Ha
POTOPHOM MCHIADHTENIEe, X OCTatKy noGapmsorT 60 mu koxu. HCI u CHOBa HATDPEBAIOT 1O KUTIEHMS C
00paTHBIM XOJOFHIBHUKOM 6 4. PEaKIMOHHYI0 MAcCy CHOBA YIADUBAIOT AOCYXA HA POTOPHOM MCHADH-
Tese, HeMTpamusyor usbsirkoM NI4OH u cHOBa ynapwsa:OT R0Cyxa. OCTABIIMIACS CyXO¥ OCTATOK
IOTIOJIEHUTENBHO CYIIAT B BaKyyMe M 9KCTParupy:oT B anmapare Coxcrera abc. uzonponanonoM, Ilpu
PA3TOHKE M3ONPONAHOALHOM BRITSXKY momydaior 19.3 r (58%) 1,3-mumMermr-5-amuuonmpaszona ¢
. ke 121—123 °C/9 MM PT. CT., 38KPUCTAIUIM30BLIBAIOMNETOCs [IPY CTOSHUM, T. 1L 54 °C.

1-(3-Cynpdho-4-perorcudenmn) -3-mernn-5-avmuonnpasor (3d). Harpesator 10 kumesus ¢ 06-
paTHbIM X0nommmsEMKOM 14 T (0.05 mons) . 3-cynedo-4-denoxcudenumruapasusa u 4.1 r {0.05 mons)
ﬂ—aMMHoxpOTouormTpma 1 u. PearkquOHHYIC MacCy YHAPHBAKT Ha POTOPHOM MCHAPUTENE JOCYXa, K
ocrarky aobasnsor 25 mi koun. HCI ¥ HarpeeaioT Jo0 XuneHus 2 4. PeakHOHHYH0 MacCy TOMEHIAI0T
B XOJOMMIBHMK Ha CYTKH. OTOUIBTPOBBIBAIOT BEIIIABIIVI AMUHOIHPA30, IPOMBIBAIOT ero:Ha (huisTpe
XOJIONHOH! BOIOM U HarpeBaidT IO KUIEHUS ¢ 00PATHSIM X0J0BMIbHUKOM ¢ 40 v abcomorroro CH3OH.
Tlocne oxnaxxperus aMMHONMPAsON OTMIBTPOBBIBAIOT HA BOPOHKE € OPHUCTHIM (DIUIBTPOM M CYIHAT.
Tloyaaror 13 (75,4%) coequnenns 3d, 1. rwr. 278 °C (paszi.). Crextp IMP Iy rpymma CH3 2.28 (3H,
¢, 3-CHz3); 5.7 (1H, ¢, 4-H); 7.92 (14, c, 0-Ph); 7.15—7.39 (5H, M, OPh); 6.94 (1H, x, J=6 T,
m-Ph); 7.08 m. x. (TH, 1, /=611, o'-Ph).

1-{(4-Cympdodennn)-3-MeTri-5-aMueonupasol (3€) noxyden aHamoruyso coeguuenwio 3d
¢ BBIXOTOM . 85.6%, T. 1. ~345 °C (pasin.).

1-o0-Tomma-3-mernn-5-amaronupasod (3f). Cumecs 7.4 r (0.09 mois) ﬁ—aMuHOKPOTOHOHnTpma u
13.5 r {0.09 monp) xuloprumpaTa o-TomIrMApasuHa B 30 M BOfII M 15 MUI 5TAHONA BATPEBAIOT O
KUIIEHUS ¢ 00PaTHBIM XoﬁoxmemmM 1'4. OTrOHSIOT Ha POTOPHOM UCIIAPUTENIE BOAY # CIIUPT, K OCTATKY
nobaemsror 25 v xoun. HCI u crosa Harpesarot ¢ 00paTHbiM XCAOMwbEUKOM 4 4. Tlommenaqusaror
u30BITKOM aMMHAKA U SKCTPATUPYIOT ropsurM GeHI0I0M. Ber30ibHy 10 BBITSIKKY PAsTOHSIOT B BAKYYME.
Tonyuator 11.2 1 (60%) aMuHOonMpasoa, T. kurt. 153—154 °C/4 v pr. c1.

1-n-Tommn-3-MeTrn-5-avuEonupasor (3g). IomyyaioT aBaiorHaHO coenureruio 3f ¢ BeIxomoM
62%, 1. xum. 187—189 °C/6 mm pr. 7.

1-n-Kapboxcudenmn-3-metan-5-avuaonupasox (3i). Cumecs 4.56 r (0.03 mons) n-xapboxcu-
denunruapasusa u 2.46 r (0.03 mons) ﬂ-aMMHoxpOTOHOHmpma HATDEBAIOT 10 KUIIEHHUSI B CMECH 5 MJI
BOZEI ¥ 10 MO METHILEIUIO30bB2, YIAPUBAKOT HAa POTOPHOM MCHAPMTENe 0CyXa, nodasmsor 10 M
xoum. HC! u narpesarotr 10 xunesud eme 3 4. [1ocne OXAa>kAenus PEAKIUOHHYI0 MACCY PastaBisor
20 M3 BOIBI, OTMIBTPOBBIBAXOT KPHCTAIUIBL, IPOMBIBAOT X 10 M BOZBI, METAHOIOM, 5(DHPOM U CYIIAT.
Iomyuaror 6.5 r (78 %) xnoprunmpata 1—H—Kap6OKCI/I(beHI/UI—3-M6THJ:X—5—&MKHOHMpaSOJIa, 1. . 232°C
{cMm. Tabmmgy) .

1-0- Kapﬁoxcmbeﬁma -MeTHI-5-amuHonmpa3o (3h). Honyqa;oranaﬂoryqﬁo coemuueno 3i us
5.7 r (0.03 Mons) XTOprMApaTa O- Kap6oxcm¢)eﬂmmxpa3m{a u 2.46 r (0,03 momb) ﬁ - AMUHOKPOTOHO-
gurpwia. Bemasmwe xpucrauml (5.4 1, 71%,) npeactaBaszor OG0 BHYTPEHHIOW COJb 1-0-kapG-
OxCHbeHII-3-METHII-5-aMUHOTIHPa30sia, T. W 254 °C {CM. talmaxy).
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