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(54) Cmnoco6 moaydyeHuss mnunepasHHUIANKWI-3(2H)-MUpUIa3ZsMHOHOB WM  HX
(apmaneBTHYECKH MPUEMJIEMBIX COJIeil

(57) Ucnonb3oBaHue: B KauecTBE MperapaTa MpU BBICOKOM KpOBSHOM naBieHuH. CyIIHOCTH
M300peTeHUS: IPOAYKT (DOPMYITHI:

RI_N
| T—B—N N—Z
N

rne R, - Bonopon, dpenu, (Ci-Ce)-asikui, He3aMELICHHBIH MM 3aMEIIEHHbIA THAPOKCUIOM WU
rpynnoii NR4Rs, B koropoit Rs; m Rs Moryr ObITh OJMHAKOBBIMM WM pPa3IUYHBIMH U
NPEJCTABISIOT BOJOPO, METHII MIIM STHUJI, UJIM OKCUTPYIION, WK (peHM, Wi Boaopos; R, min
Rs - Bogopon wim ranorex, nmpuyeM, no MeHbIIeH mepe, oguH u3 R, wim R; - Bomopon; Re -
Boopos; B - (Ci-Cy)-ankun; R; m Rg Moryr OBITh OAMHAKOBBIMH WM Pa3IMYHBIMH U
npenctaBisitoT Boaopo win (C;-Ce)-ankui; Z - He3aMeIeHHbIH WK 3aMeleHHbIH 0JJHOKPaTHO
i MHOTokpatHo (C;-Ce)-ankuinom, (C;-Ce)-aKOKCH, OEH3UIIOKCUTPYNIIOH, TpU(TOPMETUIIOM,
rajloreHoOM, HUTpOrpynnoi ¢penun win nupuaui. Pearent 1: npoaykr popmyssi:
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rae Re, B, R, Rs 1 Z onpenesnens! Boliie.

N300pereHne OTHOCUTCS K CHOCOOYy TOJMy4YeHHs HOBBIX munepasuHunankumi-3(2H)-
MUPHUIA3UHOHOB 001Iel hopMyItsl 1:

R2 R; Rg

RI_N
| I|~I—B—N N—Z
N
Re¢

Rs

rrne Ry - (Ci-Ce)-ankui, He3aMeLeHHbIN min 3amenieHHbii rpynmnoit NR4Rs, B koTopoit R4 1 Rs
MOTYT OBITh OJIMHAKOBBIMH WJIM PA3IHUYHBIMHU U MPEJICTABISIIOT BOJOPOJ, METHII WIN ATHIT; WIN
OKCUTpYMNIOH, unu ¢deHmw1, win Bojopod; R, wim R; 0003HauaroT BOAOPOA WM TajoOreH,
mpu4eM, 1o MeHbIel mepe, oauH u3 R, umm R; - Bogopon, Re - Bogopon; B - (Ci-Ca)-ankunen;
R; 1 Rg MOTyT OBITH OJIMHAKOBBIMH HJIM PA3TUYHBIMU U MpeAcTaBistoT Bogopos win (C,-Cq)-
aJIKWI; Z - He3aMEeUICHHBIN WM 3aMeIlleHHbIH 0THOKpaTHO Uil MHOTOKpaTHO (C;-Ce)-ankuiom,
(C1-Ce)-anxokcu, 6eH3UIOKCH, TPUYTOPMETUIIOM, TaJIOT€HOM, HUTPOTPYNHON (heHW1, TUPUANIT
WIH UX (papMaleBTUYECKU MPUEMIIEMbIX COJIEH.

Hosble coenunenust popmyisl 1 1 ux dapManeBTUYECKH IPUEMIIEMbIE COJIM TOKa3bIBAIOT
B MOJENSIX B MPOOMpPKE HCKIIOYUTEIHLHOE TOPMOMKEHHUE Mepu(epuyecKux anb(a-perenTopon
(anmbda,-agpenonentopoB). JlONOTHUTENIBHO MHOTME W3 HCCIEAOBAaHHBIX BEILECTB HMEIOT
xopouiee nercTere Ha neHTpanbHbix SHT-1A-penentopax.

Ha ocHoBaHuM 3THX (apMaKOJOTHUECKUX CBONCTB HOBBIE COCTUHEHUS MOKHO MTPUMEHSTh
B MEJIMKaMEHTaX, OJHU WJIM B CMECH C APYTMMHU aKTHUBHBIMU BEIIECTBAMHU B (opMe OOBIYHBIX
raJIeHOBBIX MPEMapaToB, IPH BEICOKOM KPOBSHOM JIaBJICHUU U 3a00JICBaHUAX CEep/ALa.

Ilenp wm300peTeHHst - CHUHTE3 HOBBIX nHNepasuHuiIankui-3(2H)-nupuia3uHoHOB,
MIPEBOCXOAIINX 110 CBOEH aKTMBHOCTH CTPYKTYpPHBIE QHAJIOTM C HCIOJb30BAaHUEM H3BECTHOIO
croco0a alKUINPOBAHHUS.

[TocTaBneHHast 1eb JOCTUTAETCS MpEJIaraéMbIM CIOCOOOM TOJIyYEHUs] COEAMHEHHH
¢dbopmyibl 1, 3aKTr09arOIMMCs BO B3aUMOACHCTBUN COETMHEHUS (OPMYJIIBI 2
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rae Ry, R, u R; umeror Beleykasannpie 3HaueHus, a M 0003Ha4aeT OTHIEIUIIEMYIO TPYIIY, C
coeuHeHneM (GOpMyIIbI 2

rae Re, B, Ry, Ry u Z omnpenenensl Bblle, ¢ BBIAEIEHUEM LENEBOIO MPOAYKTA, TAE OAUH U3
octaTkoB R, unu R; npeacrapnseT rajgoreH win ¢ AeralouAMPOBAaHUEM U BbIIEIEHUEM 1I€JIEBOTO
npoaykra, rae R u Rs - Bogopoa, ninu B coenunennu gopmyisl 1, rae R, o3Havaer nzonponu,
BTOP.OyTHII WM TPET.OyTHII, TpyMITy R OTHICTUISIOT ¢ TOMOIIBIO KUCIIOTHI.

[Ipumep 1. 2-merun-5-6pom-4-((2-(4-(2-metokcudenun)nunepazuHmi-1)  3Tum)
amuHO)-3-(2H)-mupunasuHon u 2-metuin-4-6pom-5-((2-(4-(2-metokcudennn) nunepazuHui-1)
stun)amuHo)-3(2H)-mupunazunon - 3.0 v (0.0112 wmomp) 2-metun-4,5-gubpom-3(2H)-
nupuaazuHona, 2.64 r (0.0112 mounp) 1-(2-amuHo3THI)-4-(2 MeTOKCUEeHUN )-TUiepa3uHa u 1.2
r (0.0112 Monb) TOHKO U3MEIBUYEHHOTO B MOPOIIOK OnkapOoHaTa kanus HarpeBatroT B 100 M
maMetwihopMamuia npu xoporreM nepememuBaHun 20 4 go 60°C; 3areM OTCachlBalOT B
ropsilueM COCTOSHUM OT HEOpraHM4YecKoW 4YacTH M CryLIIaloT Ha MepecTpyHHOM Hacoce.
Ocratomeecss kopuaaeBoe macio pactBopsioT B 0.5 H. HCI, skctparupyror 3 pasa mpocTeiM
3¢upoM, MoJIIeTauyuBalOT BOJHYIO (a3y u momMemaroT B Boay U xjopodpopm. Ilocne cymku ¢
cynbatoM HaTtpusi U crymeHus ¢asbl ximopodopma ocrarorcs 4.74 T KOpUYHEBOTO Macia,
KoTopoe pazgensitor Ha cunmkarene (0.20-0.045 mm) mpemapatuBHOW Xpomarorpadueil Ha
KOJIOHKE C XJIOPUCTBIM MeTwieHoM-meTaHonoM 40:1.5. B kauectBe mnepBoil (¢pakuuu
nosiBisiroTes 0.67 T 2 mMeTuin-5-0poM-4((2-(4-(2-meTokcudeHmn) nunepasuHui-1)-3Tuin)aMuHo)-
3(2H)-nupunazunona, 14.2 % oOT Teopuu; CMEIIMBAHHWEM C SKBUBAJIEHTHBIM KOJUYECTBOM
¢bymMapoBoil KHCIOTBI B aOCOJIOTHOM JTaHOJE TOdy4aloT (ymapaT Kak OeclBETHOE,
KPUCTAJUTMYECKOE BEIIeCTBO ¢ Toukou raBieHust 185-186°C; 49.5 %; H 5.3 %; Br 15.3 %; N
12.6 %; O 17.3 %; ynerpaduoneroBsiii cektp B 0.1 H. HCI: 208 (4.63), 226 (S 4.40), 286 (S
3.95), 302 (4.07).

JlanbHeHIM 3ITIOUPOBAaHUEM TMONYYaroT B KauecTBe 2-ii ppakuuu 2.07 T 2-meTun-4-
OopoM-5-((2-(4-(2-meroxcudennn) nunepasuHui- 1 )-3tn)amuHo-3(2H)-nuprna3nHoHa, KOTOPBINA
pacTBOpPSAIOT B a0CONIOTHOM 3TaHOJNE€ M CMEIMUBAIOT ¢ (GymapoBoil kuciaoroi. Ilomyuaror
OecCIBETHBII KpUCTAUIMYeCKUi (pymapar (2.3 sKBHBaJeHTa) ¢ TOYKOW maBieHus 125-129°C,
43.8 % ot teopun; C 46.3 %; H 5.0 %; Br 11.9 %; N 9.9 %; O 26.9 %; ynpTpaduoneroBslii
cnektp B 0.1 1. HCI: 212 (4.63), 226 (S 4.40), 282 (S 3.83), 302 (S 3.71).

[Ipumep 2. 2-meTui-5-xn0p-4-((2-(4-(2-meTokcudpeHn ) munepasuHu- 1 )3TH)
amuHo)-3(2H)-nmupunazunon u 2-metmi-4-xyop-5-((2-(4-(2-meTokcudenun) nunepasuHui-1)-
3T )aMuHO)-3(2H)upuna3uHoH.

10.0  (0.559 monp) 2-metun-4,5-nuxnop-3(2H)-nupuaazunona, 13.2 r (0.0559 momnp) 1-
(2-amunHO3THIN)-4-(2-MeTOKcu(enun )-nunepazuHa U 5.6 T (0.559 monb) OukapOoHaTa Kamus
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HarpeBaioT B 200 mu aneTroHMTpuia mnpu nepeMermBanud 20 4 mnpu iaerme, oTcachiBalOT B
rOpsiYeM COCTOSSHUM OT HEOPraHMYEeCKOW 4acTh M oxyaxaaroT. Ocaxnarorcs 7.7 © 2-MeTHI-5-
xsop-4-((2-(4-metokcudenun)-nunepazuHui- 1 )-3tun)amuno-3(2H)-nupunazunona, 36 % ot
TEOpHH, KaK OECIBETHBIH KPUCTALINYCCKUN OCAIOK, KOTOPBIM IMOCIE MEPEKPUCTALTUZANNH U3
stanona naet 6.8 r (32.2 %) uuctoro ocHoBanusi. O6paboTkoil 3¢upHeIM pactBopom HCI B
ATAHOJIC €T0 MPEBPAIIAIOT B TUTHAPOXJIOPH I, Touka miaBineHus 210-220°C; C 45.9 %; H 5.7 %;
Cl (0o6mmuit) 23.6 %; CI - 16.0 %; O6ecuBeTHOE KPUCTAIIIMUECKOE BEIIECTBO; YIbTPa(dUOICTOBBIN
cnektp B 0.1 w. HCI: 210 (4.55), 230 (4.30), 300 (4.17). OxnaxacHUeM areTOHUTPHUIA-
MaTOYHOTO PacTBOpPA MOJYYArOT OENbIi KpUCTATUYeCKUid ocanok 4.5 r 2-metuin-4-xmuop-5-((2-
(4-(2-metokcudennn) nunepazuHui-1)3tuwi)-amuno)-3(2H)nupunasunona, 21.3 % ot teopun,
KOTOPBII pacTBOPEHHEM B M30IPOMAHOJIE U CMEIIMBAHUEM C 3(UPHBIM PACTBOPOM COJISTHON
KHCJIOTBI TIPEBPAIIAOT B AUTUIAPOXJIOPUI ¢ TOukoW mmiaBineHus 218-225°C u momydarT B
YUCTOM BHUJAE MEpPEKpUCTAUIM3alMEed W3 H30IpOIAHONA, To4Ka IulaBineHus 223-227°C,
OecuBeTHBIC KpUcTaLTEI, 14.3 % ot Teopun; C 48.0 %; H 5.7 %; Cl (Becw) 23.5 %; CI - 15.7 %;
N 15.0%; O 7.8%.

YasTpaduoneroBsiii ciekTp B 3Tanome: 210 (4.5), 230 (4.57), 286 (4.00), 304 (S 3.81).

I[Tpumep 3. 2-tpet.-OyTHn-4-x10p-5-((2-(3-(3-tpudTopmernndennn) nunepasuHumi-1)
3THIT)-aMHuHO)-3(2H)-nupuaa3suHox u 2-Tper.-0yTui-5-xyop-4- ((2-(3-(3-
TpudTopMeTHIPeHwT)unepazuHmiI- 1 )atuin)amuno-3(2H)-nupugazuHoH.

15.0 r (0.055 monb) 1-amuHO3THI - 4-(3-TpudTOpMeTHNdeHm)-Tunepa3uHa u 15.2 r
(0.069 momnp) 2-Tpet.-OyTHn-4,5-nuxnop-3(2H)-nupunasunona HarpesaroT ¢ 6.9 r (0.069 moib)
TOHKO M3MEJIbUYEHHOT0 B TOpolOK OukapOonara kamusg B 100 Mi aneToHuTpuia, MOpu
UCKITIOUEHUH Biarv, 96 4y mpu ¢QraermMe W MpU XOpoLIeM MEepeMEUIMBAHUU [0 KHUIICHUS;
OT(UIBTPOBBIBAIOT TBEPJIOE BEIIECTBO, CTYIIAIOT B BaKkyyMe, oOpalareiBatoT 3¢gupom u 1 H.
HCI, skcrparupyror kuciyio ¢asy eme 2 pasa MOpOCTBIM 3(UPOM, 3aTeM YCTAHABJIMBAIOT
IIEJIOYHYI0 Cpely IOCPEACTBOM HATPOHOBOIO INEJIOKa M JKCTParupyroT CHOBa 3 pasa
xJopoopMom, cymat opraHuyeckyto (asy cyabhaToM HATPHs M BBHIIAPUBAIOT PACTBOPHUTEIND;
ocratok BecuT 30.1 T w moaBepraercs mpenapaTUBHON XpoMarorpaduu Ha KOJOHKE C
cuukarenem (Matrex Silica S1 60, 0.020-0.045 MM) ¢ pacTBOpHUTENEM XJIOPUCTHIM METHIECHOM-
metaHosoM 40:1. ITomyuator 18.8 r 2-Tper-OyTmn-4-xmnop-5((2-(3-(3-tpudTopmeTrindennn)
nunepasuHui- 1 )atun)amuno)-3(2H)-nupuiasunona kak nepByro (paxnuro, 74.6 % oT Teopum.
Otcroga 3.80 r pactBopsitoT B 50 MJI aleTOHa W OpPU MOMOLIM 3PHUPHOTO PacTBOpPa COJSHOM
KHUCJIOTHl TepeBOJAT B 3.55 T Jerko BOJOPACTBOPUMOIO, OECHBETHOTO KPHCTAIIIMYECKOTO
runpoxinopuna (2.8 HCl-akBuBanenta) ¢ Toukoit ruiasnenust 124-127°C; 54.0 % ot Teopun; C
424 %; H 6.0 %; Cl (o6mmuit) 23.0 %; Cl - 16.7 %; F 92 %; N 11.9 %; O 7.5 %;
yabTpaduoneToBsIi ciekTp B 3Tanome: 206 (4.39), 210 (4.4), 216 (4.37), 258 (4.08), 304 (4.12).

B kauecTBe BTOpO# (ppakiuul AMOUPYIOT 8.3 T U30MEpHOTO 2-TpeT.-OyTHiI-5-xmop-4-((2-
(3-(3-tpudropmermndennn) nunepazuHui-1)-stwn)amuno)-3(2H)-nupugazunona; 32.9 % or
teopun; 1.50 r 31O ¢pakumm ocaxaaroT B 50 Mi aOCOIIOTHOrO 3TaHOJMAa M C HM30BITKOM
3(UpHOTO PpacTBOpa COJITHOW KHCIOTHI M Tony4aroT 1.20 r guruapoxjopuja C TOYKOH
ruiaBneHus 187-190°C kak jerkopacTBOpMMOE B BOjie OECIIBETHOE KPUCTAJIMUECKOE BEIECTBO;
22.6 % ot Teopun; C 47.4 %; H 5.5 %; Cl (Becnb) 20.0 %; C1 -13.2 %; F 10.3 %; N 13.2 %; O 3.6
%; ynbpTpaduoneToBsiil ciekTp B 3Tanone: 212 (S 4.39), 232 (4.52), 256 (4.19), 290 (3.97), 304
(S 3.86).

[Mpumep 4. 2-metun-4-xaop-5-  ((3-(4-(2-metokcudenun)  nunepasuHui-1)
nponuit)aMuHo)-3(2H)-nupuna3uHox " 2-meTi1-5-x10p-4- ((3-4-(-2-meToxcudenm)
nunepasuHui- 1) mponwi)amuHo)-3(2H)-nmupuaazuHoH.

10.0 r (0.040 monp) 1-amunomponui-4-(2-meroxkcudenmn)-nunepasuna u 7.9 r (0.044
MoJib) 2-meTuin-4,5-nuxnop-3(2H)-nupunazuHona HarpeBaror BMecte ¢ 4.4 r (0.044 monb)
Ooukapbonata kamus B 100 M cBexxeotorHanHoro nuokcana 10 u go 80°C um 3arem
NepeMeluBalT 3 JHA M[pud  KOMHAaTHOM Temmeparype. Ilocie  OTGHUIBTPOBBIBAHUS
HEOPraHWYECKOTO MaTepualia CryllaloT B BaKyyMe, OCTaTOK PAacTBOPSIIOT B BOJHOM pacTBOpeE
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COJISTHOM KHCIIOTBI U SKCTPArupyIOT HECKOJIBKO pa3 MPOCTHIM 3(UPOM; BOJAHYIO (a3zy TOBOIAT 10
IIETIOYHOM Cpebl TIPH IMMOMOIIHA HATPOBOTO IIENIOKA, SKCTPATHPYIOT 3 pa3a MyTeM BCTPSXUBAHUS
¢ xjopodopmom, cymaT ¢ cyib(aroM HATpus U MOIYYalOT TOCTE CTYIIEHUsI B Bakyyme 15.7 T
cmecu u3oMmepoB. [IpoBomsT paszzgeneHne NpemapaTHBHOW XpomaTtorpadgueil Ha KOJIOHKE C
cunukarenem (Matrex Silica S1 60, 0.020-0.045 mm) ¢ mpocTeiM 3dupom-meranonom 40:5 B
KauecTBe JJoeHTa. B kadectBe 1-ii dpakimuum smoupyrotr 7.43 r 2-metmin-4-xmop-5-((3-(4-(2-
MeTOKCH(eHIT) nunepasuHui-1)nponmn)amuno)-3(2H)-nmupunazunona 47.5 % ot teopuu. U3
HUX 5.0 T pacTBOPSIIOT B aOCOJIOTHOM ITAHOJIE U CMEIINBAIOT C PACTBOPOM COJISTHOM KHCIIOTHI B
ATaHOJIE U NMOJy4aroT 5.6 T quruapoxiopuaa ¢ Toukor miasnenus 205-220°C; C 48.7 %; H 6.5
%, CI (Becp) 22.8 %; CI - 15.3 %; N 15.0 %; O 7.0 %; ynerpaduoneronsiii cnextp B 0.1 . HCI:
210 (4.49), 230 (4.54), 282 (3.93), 302 (3.85). IIpu GecrpepbIBHOM SIIOUPOBAHUU BBIJICISIOT B
kauecTBe 2-M ¢pakmun 5.95 1 2-Mermn-5-xmnop-4-((3-(4-(2-mMeToxcudeHm ) munepa3nHII-
1)mponui)amuno)-3(2H)-nmupunasuaona, 38.1 % ot Teopum.

[Tocne pactBOpeHMsI B aOCOJIOTHOM 3TaHOJIE W CMEHIMBAHHUS C PACTBOPOM COJISTHOM
KUCTOTHI B 3TaHoine 4.0 T 3Toro mpoaykrTa AaBand 3.9 r© AUTHAPOXIOPHUAA C TOYKOW IIaBICHUS
226-228°C; 37.1 % ot teopun; C 49.0 %, H 6.5 %, Cl (o6mmii) 22.9 %; Cl - 15.3 %; N 14.8 %;
O 6.8 %; ynprpaduoneroBbiit cnektp B 0.1 H. HCL: 204 (4.48), 230 (S 4.54), 286 (S 3.95),
302(3.85), 312(S 4.04).

[Ipumep 5. 2-merun-4-xmop-5-((6-(4-(2-metokcudenun)nunepazuHui-1) TeKCH)
amuHo)-3(2H)-nmupunazuHon u 2-meTui-5-xyop-4-((6-(4-(2-metokcudennn) nunepazuHmi-1)
rexcui)amMmuHo)-3(2H)-nupuaazuHoH.

5.8 T (0.020 monpb) 1-amunHorexcmi-4-(2-meroxcudenun)-nunepasuna u 4.45 r (0.025
MOJIb) 2-MeTmi-4,5-nuxnop-2-metuin-3(2H)-nupuaasuHona HarpeBaioT a0 kunenus ¢ 2.50 r
(0.025 mosb) TOHKO M3MENIBUYEHHOTO B MOPOIIOK OmkapOoHaTta kammst B 100 mur aGCOMOTHOTO
ATaHOMA, TPU UCKIIOYEHUH Biar, 48 4 mpu ¢uerme, mpu XOpoIlieM MepeMelnTnBaHly; YAAISIOT
HEOPraHWYECKU 0CaZoK (PUIBTPOBAHWEM, CTYHIAIOT (PUIBTPAT B BaKyyMe, MOAKHCISIOT TPH
nomomu 1 H. HCI, skcTparupyior Kucinyi BojaHyio (a3y 3 pasa mpocTeiM 3¢dupom, 3aTtem
YCTaHABIIMBAIOT IIEJOYHYIO Cpely MpH MOMOIIM HATPOBOIO IEJIOKAa M IKCTPArupyroT CHOBa 3
pa3za xsopodopMoM, CyIIaT OPraHuIecKy0 da3y cyiabpaToM HATPUS U CTYIIAIOT PACTBOPUTEIH B
Bakyyme; octatok 10.0 r moxBepraroT mpemapaTMBHOW XpoMarorpauu Ha KOJIOHKE C
cunukarenem (Waters Prep-Pak) ¢ pacTBopuTeneM XJIOpPUCTBIM METHIEHOM-METAHOJIOM-
KOHIIeHTpupoBaHHBIM aMMuakoM 40:1.5-0.1. Cravana smoupytot 3.70 r 2-metui-4-xmop-5-((6-
(4-(2-nunepazununi- 1 )rekcun)amuno)-3(2H)-nmupugazunona kak 1-to Qpakmuro; 42.6 % ot
teopun. M3 Hux 2.00 r pactBopstor B 50 Ma 3TaHona p.A. M IpeBpalialoT ¢ 3(PUPHBIM
pacTBOpOM COJSIHOM KuCIOTHI B 2.20 T BOJOPAcTBOPUMOro OECIIBETHOTO AMTHIPOXIIOpHIA C
toukoit tuaBienust 160-175°C: 38.0 % ot teopun; C 50.3 %; H 6.8 %, CI (Becp) 19.4 %; CI -
13.1 %; N 13.2 %; O 10.3 %; ynprpaduoneToBblii criekTp B aTaHomne: 212 (4.46), 216 (4.45), 234
(4.50), 286 (3.96), 304 (3.87 S). B xauectBe BTOpO# (hpakiuu AMOUPYOT 4.1 T U30MepHOTO 2-
MeTHII-5-Xx710p-4-((6-(4-(2-MeTokcudeHmn ) nunepasuHui- 1 )rekcun)amuHo)-3(2H)-
nupuaazuHona; 47.2 % ot treopun. M3 stoit ppaxiuu pactBopsitoT 2.00 T B 50 M p.A. 3TaHONA U
npeBpamanT ¢ 3(QUPHBIM pacTBOPOM CONSHOH KHcIoTel B 1.50 T BOAOPacTBOPHUMOTO,
OECIIBETHOTO KPUCTAUIMYECKOTO ITUTHAPOXJIOpHAA ¢ Toukou maBienus 153-165°C: 19.7 % ot
teopun; C 52.3 %; H 6.8 %, Cl (o6mmuit) 20.6 %; Cl - 13.8 %; N 13.9 %; O 6.4 %;
yIbTpauOIETOBBIN crieKTp B dTaHoie: 212 (4.47), 216 (4.44), 240 (4.29), 302 (4.14), 312 (3.89
S).

I[Ipumep 6. 2-metmin-4-xmop-5-((4-(4-(2-meToxcudeHm) MUTIepa3suHMI- 1)
OyTmin)amuHo)-3(2H)-nupunazuHoH u 2-metun-5-xnop-4-((4-(4-(2-meToxcudeHm)
nunepasuHui-1)0ytuin)amuno)-3(2H)-nupuna3uHoH.

10.0 r (0.038 mounp), 4-amMmuHOOYTHI-2-MeTOKCcU(eHn-munepasuHa u 8.5 r (0.048 monn)
2-metmi-4,5-quxnop-3(2H)-nmupunazunona pactBopsror BMecte ¢ 4.75 1 (0.048 wmomb)
Oukapbonara kanusg B 70 mi1 6e3BOTHOTO AUMETHICYIb(hOKCcHIa U BbAepkuBatoT 154 pu 80°C;
pazbaBisaroT 200 MJT BOABI U OKCTPArUPYIOT HECKOIBKO pa3 xjaopodopmomM. OpraHudeckyro ¢azy
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JOTIOTHUTEIHHO TMPOMBIBAIOT 3 pa3a BOIOH, 3aTeM JKcTparupyroT npu mnomomu 1 H. HCL
JoBomar BomHyr a3y 10 MIETOYHOH Cpeabl, SKCTPAarupylT ITyTeM BCTPSXHBAHUS C
XJ10podopMoOM, CymaT Cylb(paroM HATpuUs W TMONTYYarOT MOCIE CTyNIeHUs B Bakyyme 16.9 T
cMecu Tnpoaykra. [lanbHelee pasieneHHE OCYIIECTBISIOT METOAOM IpenapaTUBHOM
xpomartorpaduu Ha KonoHke ¢ cunukareneM (Matrex Silica SI 60 0.020-0.045 mMM) ¢ mpocTbIM
acupom-metanosom 40:5 B kauectBe moaBmwkHOU (asbl. Kak 1-10 ¢pakmuio BeiensoT 5.50 T
(357 % ot Teopum) 2-meTun-5-xyuop-4-((4-(4-(2-metokcudenun) — nunepazuHuI-1)
Oytun)amuHo)-3(2H)-nmupumasunona, 30.1 % oT Teopuu; pacTBOPSIIOT B aOCOIIOTHOM ATaHOJIE H
CMEIIMBAIOT C PACTBOPOM COJISTHOM KHCIOTHI B 3TAHOJIE U MOITYYAOT AUTHAPOXJIOPHU] C TOUKOM
riasnenus 205-207°C: C 50.1 %; H 6.5 %, Cl (Becw) 21.5 %; Cl - 14.5 %; N 14.4 %; O 7.0 %;
ynbTpaduoneToBbIil criekTp B dTanone: 206 (4.43), 210 (4.50), 244 (4.15), 296 (4.12), 312
(4.09). Ilocne manmpHEHIIETO SIIOMPOBAHMS TOSBISAIOTCS B KauecTBe 2-i ¢pakuum 8.40 T 2-
MeTHi-4-x710p-5-((4-(4-(2-meTokcudenun) nunepasuHui-1)amuno)-3(2H)-nmupunazunona, 54.6
% OT Teopuu, KOTOPBINA IOCIIE PAacCTBOPEHUS B aOCOJIOTHOM JTaHOJE W CMELIMBAaHUS C
pPacTBOPOM COJISTHOM KHCIIOTHI B 3TaHOJIE JaeT OECIBETHBIM KPUCTANIMISCKUIN JUTUIAPOXIOPHUT C
toukoi turaBiienus 183-192°C; C 50.10 %; H 6.1 %; Cl (o6mmit) 21.8 %; CI - 14.9 %; N 14.9 %;
0 7.0 %.

YapTpaduoneroBsrii criektp B dTaHose: 210 (4.41), 218 (4.42), 232 (4.46), 236 (4.45),
286 (3.96).

[Ipumep 7. 2-merun-4-xmop-5-((2-(4-(2,6-qumerundeHuwn)nunepasuHui-1) 3Tumn)
amuHo0)-3(2H)-nmupunazunon u 2-metui-5-xaop-4-((-2-(4-(2,6-numetnndennn) nunepasuHu-
1)atmin)amuno)-3(2H)-nupuaa3nHoH.

9.2 r (0.039 monp) 1-amuHOITHI-4-(2,6-MTUMeTHNdeHnT)-TunepasuHa u 8.8 T (0.049
Mouib) 2-meTui-4,5 nuxiop-3(2H)-nupunazuHona HarpeBaroT 10 kumnenust smecrte ¢ 4.9 r (0.049
MOJIb) TOHKO HW3MEJIBUYCHHOTO B TOpOMIOK OukapboHaTa kamus B 100 M Tomyona, mpu
WCKITIOYCHHH Bi1ar, 20 9 mipu (ierMe ¥ mpu XopoIeM MepeMeITuBaHu; OTQIIBTPOBBIBAIOT OT
HEOPraHMYECKOTO MaTepuaia, CTymaloT B BakyyMe, pacTBopsitoT ocrtatok B 1 H. HCI,
AKCTParupyroT 3 pasza mpocTbIM 3(QHUPOM, 3aTe€M TOBOJAT BOJHYIO (ha3y 10 LIENIOUHOM cpelbl,
AKCTPArupyroT CHOBA 3 pa3a XxJI0podopMoM, CymiaT OpraHudecKyto (asy ¢ cynb(arom HATpUS U
BBITIAPUBAIOT PACTBOPHUTEIb; OCTaTOK (15.7 T) moaBepraroT mpenapaTuBHON XpomaTorpaduu Ha
KoioHke c cunukarenem (Waters Prep-Pak) ¢ pacTBoputenem XIOPUCTBIM METHIECHOM-
MetaHosoM 40:1. Ilomyuator 5.70 r 2-metun-4-xnop-5-((2-(2,6-mumeTtundeHnn)nunepasuHmI-
1)atun)amuno)-3(2H)-nmupunazunona, 32.6 % ot teopuu, kak 1-t0 ¢pakuuto; u3 HUX 3.80 T
pacTtBopsitoT B 50 M1 aOCONIOTHOrO 3TaHOJA, CMEIIMBAIOT C PACTBOPOM COJISIHOM KHUCIOTHI B
npoctom 3dupe u mepeBoaaT B 3.00 T IErkoBOJOpPacTBOPUMOro, OECIBETHOTO
KPUCTAJUTMYECKOTO JUTUAPOXJIOPUAA C TOUKON TutaBieHus 235-242°C; 32.6 % ot teopun; C
50.7 %; H 6.3 %, CI (Becb) 23.2 %; Cl - 15.4 %; N 15.6 %; O 4.2 %.

YasTpaduoneroBsiit ciekTp B 3Tanone: 220 (4.40), 232 (4.49), 290 (3.85), 311 (3.81).

B kauectBe BTOpoi (pakuuu KOJIOHKH nosydaioT 7.40 r 2-metun-5-xnop-4-((2-(4-(2,6-
auMmetundeHmwn)nunepasuHui- 1 )atun)amuno)-3(2H)-nupunazunona, 42.3 % ot teopuu; 4.0 T
pactBopsitoT B 50 M1 aOCOIIOTHOTO 3TAaHOJA, OCAKIAIOT U30BITKOM PacTBOpa COJISTHOM KHUCIOTHI
B IIpocToM 3¢dupe u noiyyaroT 2.40 I JIErkoBoI0pacTBOPUMOT0 OECLIBETHOTO KPUCTAJUIMYECKOTO
THIPOXJIOpHIA ¢ TOUKoW mmaBneHust 225-232°C, 24.9 % ot teopuu; C 55.5 %; H 6.8 %, Cl
(06mmmit) 17.3 %; Cl - 6.6 %; N 17.2 %; O 3.2 %.

VYabpTpaduoneroBsiii criekTp B 3tanone: 212 (4.35), 216 (4.34), 233 (4.11), 304 (4.09),
312(4.08).

AHaJOTUYHO YKa3aHHBIM IpUMepam 1-7 MoNydaroT ClIeayIoIe COeTMHEHUS.

5-xnop-4-((2-(4-metokcudennn)-numnepazuHui- 1 (3tmn)amuno)-3(2H)-nupua3uHoH:

conb - 2.75 HCIl; comsBar -1.25 H,O, Touka mmaBieHus - 251-256°C,
MePEKPUCTATITA3AIUS - DTAHOJ, BBIXO - 76.2 % OT Teopuu;

C BBIYHCII. 41.95 gag, 41.8
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H -"- 5.64 - 52
Cl -"- 27.32 - 26.6
Cr "= 20.03 - 19.9
N "= 14.39 - 14.2
O - 9.68 -"- 9.0

yIbTpaduoIeT: pacTBOPUTEIND - 3TaHoi, 214 (4.39), 302 (3.91), 312 (3.85).
2-meTun-5-xmop-4-((2-(4-benmn-nunepasuami- 1 )atin)amuno)-3-(2H)-nmupuga3snHoH:
conb -1.6 HCI, combBar - 0.1 H,O, 1.mn. - 218-220°C, nepexkpucTamiu3anus - 3TaHOI,
BBIXOJ - 23.5 % OT Teopuu;
C BBIYHCII. 50.05 ganng.  50.0

H - 5.88 -"- 6.1

Cl - 22.59 -"- 22.5
Cr - 13.9 "= 14.1
N - 17.17 "= 17.2
O -"- 4.31 - 4.2

ynbTpaduonet: pactsoputens - 0.1 v. HCI, 204 (4.46), 232 (4.24), 300 (4.11).
2-metun-5-xnop-(metui-(2-(2-metTokcuenun)nunepasuaui- 1 )atun)amuno)-3(2H)-
NUPUAA3UHOH:
coiib - 2.0 HCI, combsat - 0.5 H,O,
T.IUL - 224-231°C, nepexkpucTtajiim3anus - 3TaHod, BeIxoq - 41.1 % ot Teopun;
C pacu. 48.16 HaMI. 48.6

H - 6.17 - 6.1

Cl -"- 22.45 - 223
Cl- -"- 14.96 - 15.1
N -"- 14.78 -"- 14.6
O - 8.44 -"- 8.4

yieTpaduoner: pactsopurens - 0.1 . HCL, 210 (4.36), 218 (4.36), 236 (4.37), 280 (S
3.95), 300 (4.08).

2-metuii-5-xao0p-4-((2-(4-(2-meTokcu-S-mMetundeHui ) nunepazuta- 1 )3Tuia)aMuHo ) -
3(2H)-nupuna3uHoH:

conb - 1.5 dymapar, T.1m1. - 140-144°C, nepexkpucTain3anys - aleToH, BBIX0 - 25.5%;

C pacu. 53.05 mHaiin. 53.5
H -"- 5.70 - 6.0
Cl - 6.26 - 6.5
N - 12.37 - 12.6
O - 22.61 - 22.4
yineTpaduoner: pactopurens - 0.1 . HCL, 206 (4.44), 226 (4.27), 298 (4.08), 310 (S

4.02).

2-meTuin-5-xn0p-4-((2-(4-(2-meTokcu-4-meTrinh eHUIT ) TUTIepa3uHIII- | )ITHIT)aMUHO)-
3(2H)-nupuna3uHOH:

coinb - 1.5 ¢ymapar, Tt - 151-154°C, nepexkpucramm3anus - aleToH, Beixoa - 27.6 %

OT TCOPHH;
C pacu. 53.05  maiin. 53.0
H - 5.70 - 59
Cl - 6.26 -"- 5.8
N - 12.37 - 12.2
C -"- 22.61 - 23.1

ynbTpaduonet: pactBoputens - 0.1 1. HCI, 204 (4.51), 226 (S 4.22), 300 (4.47).

2-metui-5-xno0p-4-((2-(4-(3-metokcudenmn)-nunepazuaui- 1 )atun)amuno)-3(2H)-
NUPUIA3UHOH:

conb: 2.0 HCl; Tt - 161-169°C, ouunmenune xpomarorpadueit, Beixon - 31.5 % ot

7
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TEOpHH;
C pacu. 4796  wmaig. 479

H - 5.80 -"- 59

Cl - 23.59 " 23.5

Cl- - 15.73 -"- 15.5

N - 15.54 " 15.5

O - 7.10 -"- 7.2

yIbTpauOIET: paCTBOPUTEIND - 3TaHOI, 214 (4.48), 248 (S 4.06), 304 (4.18), 312 (S 4.1).

2-metun-5-xnop-4-((2-(4-(2-6ensunokcudennn) nunepasuHui-1)atun) amuHo)-3(2H)-
MUPUIA3UHOH:

coib - 2.0 HCI, conbrar - 1.0 H,O;

T.0uL: 126-139°C, Beixon - 51.5 % ot teopuu (cwipoii), 19.0 % ot Teopuu (4UCTHIN);

C pacu. 53.20  wnaim. 534
H -"- 5.39 -"- 5.7
Cl - 19.63 - 19.2
Cl- -"- 13.09 -"- 12.8
N -"- 12.92 - 12.7
C -"- 8.89 -"- 9.0
ynbTpaduonet: pacrBoputens - 0.1 v. HCI, 210 (4.58), 234 (S 4.18), 300 (4.08), 311 (S
3.99).
2-metui-4-x10p-5-((2-(4-(2-oxcudennn) nunepasuHui- 1 )atmn)amuno)-3(2H)-
NUPUIA3UHOH:
coub - 2.0 HBr, compBar -1.5 H>O, T.mu1. - 208-213, BBIXO - 17.6 % OT Teopuu;
C pacu. 37.06 Hailn.  36.9
H - 4.94 - 4.5
Cl == 6.44 - 6.0
N == 12.71 -"- 12.6
O == 10.16 - 10.6
Br == 29.01 -"- 29.4

ynbTpaduonet: pactsoputens - 0.1 H. HCI, 206 (4.55), 230 (S 4.17), 235 (S 4.10), 300
(4.10), 311(S 4.02).

2-MeTun-5-xmop-
MAPUAA3UHOH:

comb - 1.0 dymapar, combBar - 0.5 H,O, T.mn. - 185-187°C, mepekpucrammm3anus -
ATaHOJI, BBIXOJ - 23.5 % oT Teopuu;

4((2-(4-(2-metundennn) -nunepazuHui-1)atun) ammuo) -3(2H)-

C pacu. 5426  Haig. 53.9
H - 6.00 - 6.0
Cl - 7.28 - 7.7
N - 14.38 - 14.3
@) - 18.07 - 18.1

ynbTpaduonet: pacteopurens - 0.1 v. HCI, 208 (4.43), 230 (4.20), 300 (4.10), 312 (S
4.00).

2-metun-5-xnop-4-((2-(4-(3-rpudropmerund enun)nunepasuHui- 1 )atun)amuno)-3(2H)-
MTUPHJIA3UHOH:

conb -1.15 HCI, combBar - 0.5 H,O, 1.mn. - 175-197°C, nepekpucTaiin3anus: 3TaHoI,
BbIXOA: 26.8 % OT Teopuu;

C pacu. 46.32 HaI. 46.7
H - 5.00 - 5.0

Cl - 16.33 - 16.5
Cr - 8.73 - 8.5

N - 15.00 - 15.1

8
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O - 5.14 -"- 5.1
F -"- 12.21 - 11.6
yIBTpauOIEeT: pacTBOPHUTENH - dTaHod, 208 (4.49), 219 (S 4.47), 238 (4.06), 256 (4.16),
304 (4.17).

2-meTun-5-xnop-4-((2-(4-(4-xnop-3-rpud ropmeTrId HI ) TUTIEPA3SHHIII- | )ITHIT)
amuHo)-3(2H)-nupuaazuHoH:

coiib: 2.0 HCI: consart: 0.2 H,O;

T.mn.: 185-188°C, nepeocakeHue - 3TaHoJI, MPOCTON AUITHIIOBBIN 3hup

BbIXOJ - 25.6 % ot Teopuu (cbipoit), 22.1 % oT Teopun (UUCTHIN);

C pacu. 41.04 ganng. 41.6

H - 4.29 - 43

Cl - 26.92 - 26.8
Cr - 13.5 - 13.5

N -"- 13.29 - 133

O -"- 3.64 -"- 3.7

F - 10.82 -"- 10.3

2-metui-5-xno0p-4-((2-(4-(3-xnopdenun ) numnepazuHui )3T )aMmuHo ) -3(2H)-
MTUPHJIA3HHOH:

coib: 2.0 HCI, consaar: 0.15 H,O;
T.m.: 195°C (Bo3ronka), ouniieHue xpomarorpadueil, Borxoa: 32.9 % ot teopuu;

C pacu. 44.59 Haig.  44.7
H - 5.13 - 5.2
Cl - 30.97 - 30.6
Cr -"- 15.48 - 15.4
N - 15.29 - 15.5
O - 5.15 -"- 5.1

yIbTpauONET: pACTBOPUTEINH: ITAHOI,
210 (4.39), 216 (4.40), 235 (S 4.04), 258 (4.13), 304 (4.15).
2-metun-4-xnop-5-((2-(4-(3,5-nuxnopdennn ))nunepazunui- 1 )3t )amuno)-3(2H)-

MUPUIA3UHOH:
consw: 1.0 HCI;
T.un.: 191-201°C, nepeocaxaeHue: STaHOJ, IPOCTON AUITHIIOBLIN ddup, Beixoa: 42.6 %
OT TEOpUH;
C pacu. 45.05 HauI. 453
H "= 4.67 - 4.7
Cl - 31.29 -"- 31.0
Cr -"- 7.82 - 7.8
N -"- 15.45 - 15.3
O - 3.53 - 3.2
2-metui-5-xno0p-4-((2-(4-(2-propdennn)nunepazunui- 1 )atun)amuno)-3(2H)-
MIUPUJIA3UHOH:

conb: 1 HBr: conbBar;
T.m.: 210-214°C, nepexpuctaiin3anus: 3TaHod, Beixoa: 34.1 % ot Teopuu;

C pacH. 45.70 gHanig,  45.9
H -'- 4.96 - 4.8
Cl - 7.94 - 8.1
N - 15.68 - 15.5
(0] -'- 3.58 - 3.6
F - 4.25 - 39
Br - 17.89 - 18.2

ynbTpaduonet: pactBopurenb: 0.1 H. Ha, 208 (4.24), 230 (4.28), 300 (4.08), 312 (S
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3.98).
2-metui-5-xnop-4-((2-(4-(4-propdennn)nunepazunui- 1 )atun)amuno)-3(2H)-
MUPUAA3UHOH:
coib: 2.0 HCI, consat: 0.2 H,O;
T.m.: 189-195°C, nepexpucramimuzanus: 3TaHod; BeIxoa: 15.8 % ot teopuu;
C pacu. 46.16 Haii. 46.6

H 5.33 5.3
ca 24.04 o240
cr 16.08 o162
N 15.83 o158
o " 434 4.6
Fo 429 4.6

ynbTpaduoneT: pacTBOpuTeh: 3Tanoi, 206 (4.32), 240 (4.27), 304 (4.12), 312 (S 4.08).
2-metui-5-x10p-4-((2-(4-(4-autpodennn)munepasuHmi- 1 )3t )amuno)-3(2H)-
MUPUIA3UHOH:
conw: 0.9 HCI;
T.m.: 237-240°C, nepekpucTaiin3anys: 3TaHo, Beixoa: 17.9 % ot teopuu;
C pacu. 47.97 HauI. 48.2

H - 5.19 == 5.2
Cl - 15.82 == 16.0
Cr -"- 7.50 - 7.6
N - 19.74 -"- 19.8
0] -"- 11.28 == 10.8
yIbTpauONET: pacTBOPUTEINb: dTanon, 204 (4.34), 232 (4.18), 304 (4.09), 312 (S 4.06),
382 (4.20).
2-tpet.-0yTrin-5-xnop-4-((2-(4-(2-merokcudenmn)nunepasuami- 1 )atn)amuno )-3(2H)-
MUPUIA3UHOH:

conb: 1.5 dpymapar;
T.mn.: 162-165°C, nepeocaxxnenne MeOH, aueroH, Boixoa: 14 % ot teopuu;

C pacu. 54.59 Having.  54.5
H "= 6.11 - 6.3
Cl -"- 5.97 - 6.1
N -"- 11.79 - 11.7
O -"- 21.55 -"- 21.3

ynbTpaduonet: pactsoputens: 0.1 H. HCL, 208 (4.65), 282 (S 3.94), 300 (4.01).
2-(2-muMeTHUIIaMUHOATII)- 5-XJ10p-4-(2-(4-(2-MeTokcu b eHMIT ) TUnepasuHII- 1 )3THIT)
amuHo)-3(2H)-nupuaa3uHoH:
coib: 2.95 HBr; compsar: 3.0 H,O;
T..: 168-178°C, nepekpuctaiin3anus: 3TaHod, BIXoa: 26.1 % ot Teopuu;
C pacu. 34.65 Ha. 34.8

H "= 5.53 - 53
N - 11.55 - 11.5
O -"- 10.99 - 10.9
Br == 32.39 -"- 325
yibTpaduonet: pacreopureis: 0.1 H. HCI 206 (4.42), 230 (4.12), 285, (3.79), 302 (4.04),
312 (3.86).
2-0KCHITHII-5-XI10p-4-((2-(4-(2-MeTokcuenmn ) nunepasuaui- 1 )atun)amuno)-3(2H)-
NUPUAA3HUHOH:

coiib: 2.0 HCI, consBart: 0.45 H,O;

T..: 171-181°C, nepekpuctamianzanus: aleToH, BbIX0I: 25.6 % oT Teopuu;
C pacu. 46.68 HauI. 46.4
H - 5.96 - 5.8

10
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Cl -"- 21.75 - 21.7
Cr -"- 14.50 -"- 14.5
N "- 14.32 -"- 14.1
O "- 11.29 -"- 11.0

ynbTpaduonet: pacteopurens: 0.1 . HCI, 208 (4.52), 232 (4.14), 304 (4.10)

2-(2-oxcuaTHn)-5-xs0p-4-((2-(4-(3-rpudTopmerun)nunepasuHui- 1 )atun)amuno)-3(2H)-
MUPUIA3UHOH:

coib: 2.0 HCI, consaar: 0.85 H,O;

T.mn.: 113-120°C, nepekpucramin3aius: aleToH, BeIXo1: 6.9 % ot Teopuu;

C pacu. 42.73 HaI. 43.3
H - 5.04 - 5.0

Cl =" 19.91 " 19.4
Cr -"- 13.28 - 12.9
N " 13.11 " 13.1
O - 8.39 " 8.5

F -" 10.67 - 10.7

yIbTpaduoIeT: paCTBOPUTEIH: STAHOI,

206 (4.41), 240 (4.09), 258 (4.17), 304 (4.18), 312 (S 4.11).

2-metun-5-xnop-4-((2-(4-(mupuaun-2)-nunepasuHui- 1 )atumn)amuno)-3(2H)-
NUPUAA3UHOH:

coiib: 2.0 HCI, consBart: 0.45 H,O;

T.m.: 200-210°C, nepexpucramnzanus: 3TaHod, BeIxod: 19.5 % ot teopuu;

C pacu. 44.71 HauI. 44.6
H -"- 5.60 -"- 5.5
Cl - 24.74 -"- 24.9
Cr - 16.49 -"- 16.7
N - 19.5 -"- 19.6
O - 5.40 - 5.4

2-meTun-5-xnop-4-(metni-((3-(4-(2-meTokcup eHu ) muTnepa3suHMII- | )ITPOTIHIT ) aMHUHO ) -
3(2H)-nupuna3uHoH:

coinb: 1.0 pymapart, combar: 1.0 H,O;

T.mn.: 159-165°C, nepexpucramnuzanus: 3taHod, Beixod: 40.8 % ot Teopuu;

C pacu. 52.98 Haug.  52.8
H -"- 7.04 - 6.4
Cl - 6.52 - 6.4
N - 12.87 - 13

O - 20.58 - 21.5

2-meTtun-5-xnop-4-((3-(4-(2-oxcu-4-meTundeHu ) unepasuHuII- | )IIpOIHIT ) aMUHO )-
3(2H)-nupuna3uHOH:

conb: 1.0 pymapar;

T.u.: 193-197°C, nepekpucramnmzanus: 3TaHo, Beixoa: 34.3 % ot Teopuu;

C pacu. 54.38 HaMI. 54.5
H - 5.95 - 6.1
Cl - 7 - 7.2
N - 13.79 - 13.7
O - 18.9 -"- 18.5

2-metui-5-x10p-4-((3-(4-(2-3Tokcu-4-meTund eHUIT ) TUNEpa3HHII- | )ITPOITHIT )aMUHO )-
3(2H)-nupuna3uHoH:

conb: 2.0 HCI;

T.mn.: 220-223°C,

BbIXOJ: 39 % oT Teopuu;

11
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H pacu. 6.54 Haua. 6.5
Cl - 21.58 - 21.4
Cr - 14.39 - 14.4
N - 14.21 -"- 14.4
@) - 6.49 - 6.9

ynbTpaduonet: pactoputens: 0.1 v. HCI, 206 (4.45), 226 (4.16), 302 (4.10), 312 (S
4.02)

2-metun-5-xnop-4-((3-(4-(2-metundenun)nunepazunui- 1 )mponun)amuHo)-3(2H)-
MTUPHUIA3HHOH

conb: 1.0 pymapar;

T.mn.: 184-186°C,

BbIx0o: 30 % oT Teopuu;

C pacu. 56.15 maiim. 55.6

H -"- 6.15 - 6.2
Cl -"- 7.21 -"- 7.3
N -"- 14.24 -"- 14.4
O - 16.26 - 16.5

ynbTpaduonet: pactBoputens: 0.1 v, HCI, 206 (4.42), 230 (4.14), 302 (4.08), 312 (S
3.99).
2-metui-5-x10p-4-((3-(4-(2-propdenun)nunepazununi- 1 ymponwn)amuno)-3(2H)-
MUPUIA3UHOH
conb: 1.0 pymapar;
T.u.: 161-163°C, nepekpuctaiinm3anus: 3TaHo, Beixoa: 28.3 % ot Teopuu;
C pacu. 53.28  mana.  53.3

H -"- 5.49 "= 5.5
Cl - 7.15 - 7.1
N -"- 14.12 - 13.8
O -"- 16.13 - 16.6
F - 3.83 -"- 3.7

yibrpaduonet: pactsoputens: 0.1 H. HCL, 204 (4.4), 230 (4.4), 302 (4.11), 313 (S 4.17).
2-metui-5-x0p-4-((3-(4-(4-dropdenwn)munepazuaui- 1 )mponwmit)amuno )-3(2H)-
MUPHUIA3UHOH:
coib: 2.0 HCI; coBanst 3.0 H,O;
T.m.: 216°C (Bo3ronka), NepeKpuCcTaIIN3alNs: 3TAHOJ, BBIXOA: 22.5 % OT Teopuu;
C pacu. 42.66 HaMI. 422

H - 6.17 - 6.0
Cl - 20.98 - 21.3
Cr - 13.99 - 14.0
N - 13.82 -"- 14.2
o -"- 12.63 - 12.8
F - 3.75 - 3.5
2-metun-5-xno0p-4-((2-(4-(mupuaun-2)-nunepasuHui- 1 )atun)amuHo)-3(2H)-
MTUPHUIA3HHOH:

conb: 2.0 HCI: coansT 0.15 H,O;
T.un.: 219-226°C, nepekpuctaiiin3anus: 3TaHom, Bexoa: 14.4 % ot Teopuu;
C pacu. 46.57 HaMI. 46.5

H 5.87 5.8
Cl 24.26 243
Cl - 16.17 - 16.2
N - 19.17 "= 19.2
0] - 4.20 -"- 4.2
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yIbTpauOIET: paCTBOPUTEIND - 3TaHoI, 206 (4.24), 250 (4.26), 304 (4.24).
4-x710p-5-((2-(4-(3-TpudpTopMeTrn) mU-niepazuHUI- 1 )aTrn)amuHo)-3(2H)-
MUPUIA3UHOH:
coib: 2.0 HCI, coBansT: 2.0 H,O;
T.n.: 173-176°C, nepexpuctaiimuzanus: 3TaHod, Beixoa: 60.3 % ot Teopuun
C pacH. 39.98 gag,  40.3

H - 4.93 - 4.2
Cl - 20.82 - 21

Cr -"- 13.88 -"- 14.1
N -"- 13.71 -"- 13.9
O - 9.40 "= 9.5
F "= 11.16 "= 11.1

2-metri-4-x0p-5-((2-(4-penmnmunepazunmi- 1 )atmn)amuno)-3(2H)-nuprga3uHoH:
coib: 1.85 HCI, comssar: 0.7 H,O;
T..: 171-180°C, nepekpucTtayimm3anus: 3TaHo, BEIXoA: 39 % oT Teopuu;

C pacu. 47.72 Haug., 482

H - 6.00 -"- 6.3
Cl "= 23.61 -"- 232
Cr - 15,33 - 15
N - 16.37 - 16.1
O -"- 6.36 - 6.2

ynsTpaduonet: pacrBoputens - 0.1 v. HCI, 206 (4.41), 230 (4.57), 288 (3.92)
2-metui-4-x0p-5-((2-(4-(2-meTokcu-4-mMeTriih SHII ) Tunepa3suHmUII- 1 )3THIT)aMHHO )-
3(2H)-nupunazuHoH
coub: 1.75 pymapar;
T.m.: 103-105°C, nepexpuctamiinzanus: aleToH, BeIxo1: 37.6 % oT Teopuu;
C pacu. 52.48 Ha. 52.3

H - 5.59 -"- 6.1
Cl - 5.96 -"- 59
N - 11.77 -"- 12
o - 24.20 - 23.7
ynbTpaduonet: pacteoputens - 0.1 5. HCI, 210 (4.49), 228 (4.57), 282 (3.99), 304 (S

3.81).
2-metun-4-x10p-5-((2-(4-(2-meTokcu-5-meTuinh eHuIT ) TunepasuHII- 1 )3THIT)aMUHO)-
3(2H)-nupua3uHoOH:
conb: 1.25 dymapar;
T.m.: 80-83°C, nepekpucraum3anus: aleToH, Bexoa: 27.3 % ot Teopuu;
C pacH. 53.68 Hanm. 53.6

H "= 5.82 -"- 6.3
Cl - 6.60 -"- 6.6
N - 13.04 -"- 13.4
O -"- 20.85 -"- 20.1
yineTpaduoner: pactsopurens - 0.1 . HCIL, 212 (4.52), 228 (4.58), 286 (4.03), 304 (S
3.80).
2-metun-4-xnop-5-(atun-(2-(4-(2-metokcudenun)nunepauaui- 1 )atun)amuno)-3(2H)-
NUPUAA3HHOH:
coxb: 2.0 HCI;

T.mn.: 178-183°C, mepexkpuctaumszanus: 3TaHoi, Beixoa: 31.9 % ot Teopun (chipoii),
22.5 % ot Teopuu (UUCTHIN);
C pacu. 50.17 HaI. 504
H - 6.32 - 6.3
Cl -"- 22.21 -"- 22
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Cr - 14.81 -"- 14.8
N -"- 14.63 -"- 14.7
O - 6.68 -"- 6.5
2-metun-4-x10p-5-((2-(4-(3-meroxcudenmn)nunepasuHui- 1 )atun)amuHo)-3(2H)-
MIUPUJIA3UHOH:

coib: 2.0 Ha; consBat: 0.2 H,O;
T.m.: 170-174°C, nepeocaxieHue: 3TaHOJ, TPOCTON TUITUIIOBBIN 2pup, BbIxoa: 47 %

OT TEOPHH;
C pacu. 47.58 Haig.  47.6
H -"- 5.86 -"- 6.1
Cl -"- 23.41 "= 22.9
Cr - 15.6 - 15.1
N - 15.41 -"- 15.2
o - 7.75 -"- 7.6
yIbTpauONET: pacCTBOPUTEIND - 3TaHol, 214 (4.6), 232 (4.56), 250 (S 4.09), 290 (3.97),
304 (S 3.89).
2-metun-4-x10p-5-((2-(4-(2-sTokcudenun)-nunepazunui- 1 )3t )amuno)-3(2H)-
MTUPHJIA3HHOH:

conb: 1.0 pymapar;
T.un.: 197-199°C, nepexpuctamau3anmsi: aleToH, BeIXo: 35.2 % oT Teopuw;
C pacu. 5438  wHaig. 542

H -"- 5.95 -"- 6
Cl -"- 6.98 - 6.9
N -"- 13.79 -"- 13.6
o -"- 18.90 - 19.3
2-metun-4-x10p-5-((2-(4-(2-oxcudenun)nunepasuHui- 1 )atun)amuno)-3(2H)-
MTUPHJIA3HHOH:

conb: 2.25 HBr, coneBar: 1.33 H,0;
T.m.: 191-195°C, Beixoa: 22.6 % ot Teopuu;
C pacu. 35.82 HaI. 35.9

H - 4.76 -"- 4.6
Cl -"- 6.22 -"- 6.1
N -"- 12.29 "= 11.8
O - 9.36 - 11.6
Br - 31.54 - 30.0

ynbTpaduonet: pactsoputens - 1 H. HCL, 208 (4.54), 230 (4.53), 282 (3.96), 302 (S 3.8).
2-metun-4-xnop-5-((4-(2-oxcu-4-metmindennn)nunepazuHui- 1 )atun)amuno)-3(2H)-
NUPUAA3HHOH:
coiib: 2.75 HCI; coBanet: 3.25 H,O;
T.mn.: 157-167°C, nepekpucramnzanus: 3TaHod, BeIxoa: 78.9 % ot Teopuu;
C pacu. 40.28  maiim.  40.8

H -"- 6.24 - 5.9
Cl - 24.77 - 24.5
Cr - 18.17 - 17.9
N - 13.05 -"- 12.8
O -"- 15.65 -"- 16.0

yIbTpaduoIeT: pacTBOpUTENS - 3Tanoi, 214 (4.80), 230 (4.88), 286 (4.30), 305 (S 4.09).

2-metun-4-xnop-5-((2-(4-(2-6en3unokcudennn))nunepazuHui- 1 )3t )amuno)-3(2H)-
MTUPHUIA3HHOH

conb: 1.8 HCI, conbpat: 1.5 H,O;

T.un.: 154-159°C, nepexpuctainmuzanus: 3TaHol, BeIxoqa: 49.1 % ot Teopuu (Cwipoit),
25.2 % ot Teopun (UUCTHIN);
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C pacu. 46.22  mang.  46.2
H -"- 4.82 - 53

Cl - 5.68 - 5.1

N - 11.23 -"- 10.6
O - 8.98 - 8.9
Br- - 23.06 - 23.9

ynbTpaduonet: pactBoputens - 0.1 v. HCI, 208 (4.7), 230 (4.54), 284 (3.96), 304 (S
3.82).
2-metun-4-xno0p-5-((2-(4-(2-metundenun))nunepazunui- 1 )3t )amuno)-3(2H)-
MTUPHJIA3HHOH:
conb: 2.0 pymapar: conbpar: 2.75 H,O;
T.un.: 149-155°C, nepexpuctaiiu3anus: 3TaHoJ, BEIXoa: 46.3 % ot Teopuu;
C pacu. 48.52  wnaiin.  48.7

H - 5.87 -"- 5.6
Cl M- 5.51 "= 5.6
N -"- 10.88 - 10.7
O -"- 29.21 - 294

ynbTpaduonet: pactBoputens - 0.1 v. HCI, 200 (4.29), 210 (4.45), 230 (4.53), 286
(3.89), 302 (S 3.59).

2-metun-4-xnop-5-((2-(4-(3-rpudropmerund enun)nunepasuHumi- 1 )atun)amuno)-3(2H)-
MTUPHUIA3HHOH

conb: 3.0 HCI; conmbrar: 2.25 H,O;

T.m.: 120-126°C, nepeocaxieHue: 3TaHOJ, IPOCTOW JUITUIIOBBIN APUp,

BbIX0J: 38.4 % oT Teopuu,
C pacu. 38.33 Han. 38.7

H -"- 5.05 - 4.6
Cl -"- 23.15 - 25.4
Cr -"- 18.89 - 19.1
N == 12.42 - 12.4
O -"- 8.93 -"- 9.3
F == 10.07 -"- 9.6

ynbTpaduoneT: pacTBopuTenb - 3tanon, 208 (4.44), 232 (4.51), 256 (4.20), 294 (3.95),
304 (S3.91)

2-metun-5-xnop-4-((2-(4-(3,5-nuxnopdennn)nunepazunui- 1 )atuin)amuno)-3(2H)-
MUPUAA3UHOH:

coib: 0.75 HCI; coaepat: 0.35 H,O;

T.m.: 208-221°C, nepeocakieHue: dTaHOJ, TPOCTON TUATHIOBBIN ddup, Beixoa: 50.3 %

OT TEOPHH;

C pacu. 45.34 HaiI. 45.2

H - 4.80 - 4.7

Cl - 29.52 - 30.0

Cr - 5.90 -"- 6.3

N - 15.55 -"- 15.3

O -"- 4.80 -"- 4.7

2-metun-4-x1o0p-5-(2-(4-(3-xaopdenmn)nunepasuHui- 1 )atun)amuno)-3(2H)-

MTUPHJIA3HHOH:

coiub: 1.25 HCI; cosansT: 0.4 H,O;

T.m.: 211-219°C, ounctka xpomarorpadueit, Beixoa: 32.9 % ot teopuu;
C pacu. 46.93 HaiI. 47.2
H - 5.23 - 53
Cl - 26.48 - 26.0
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Cr -"- 10.19 -"- 10.1

N "= 16.10 -"- 16.3
O - 10.19 -"- 10.1
2-metui-4-x10p-5-((2-(4-(2-propdennn)nunepazunui- 1 )atun)amuno)-2(2H)-
MIUPUJIA3UHOH:

coib: 1.0 HBr; compsar: 0.65 H,O;
T.m.: 240-243°C, nepekpucrayinzanus: 3TaHod, BeIxoa: 42.4 % ot Teopuu;
C pacu. 44 .54 Haii. 44 .6

H - 5.12 -"- 52
Cl -"- 7.73 -"- 7.5
N -"- 15.28 -"- 15.0
o - 5.76 - 5.6
F - 4.14 - 3.6
B - 17.43 -"- 17.5
ynbTpaduonet: pacroputens - 0.1 v. HCI, 212 (S 4.30), 230 (4.56), 288 (3.89), 304 (S
3.78).
2-metmi-4-x0p-5-((2-(4-(4-bropdenwn)nmunepazuami- 1 )3tui)amuno)-3(2H)-
MUPHUIA3UHOH

coib: 2.0 HCI; coabart: 2.25 H,O;
T.u.: 155-161°C, nepexpucramuzanus: 3TaHom, Beixoa: 18.7 % ot Teopuu;
C pacu. 42.60 HaNI. 429

H - 5.78 - 53
Cl -"- 22.19 -"- 22.4
Cr - 14.79 - 14.7
N - 14.61 -"- 14.8
o - 10.85 - 11.0
F - 3.96 - 3.6
ynbTpaduoneT: pacTBOpUTeNb - 3TaHoin, 204 (4.32), 208 (4.34), 232 (4.54), 292 (3.93),
304 (S 3.89).
2-metun-4-x10p-5-((2-(4-(4-autpodennn)nunepazuHui- 1 )atun)amuno)-3(2H)-
MTUPHJIA3HHOH:

conb: 0.7 HCI; conmbBar: 0.1 H,O;
T.u.: 242-251°C, nepexpuctaimuzanus: 3TaHod, Beixoa: 10.7 % ot Teopuu
C pacu. 48.60 HaI. 48.8

H -"- 5.25 -"- 54
Cl - 14.34 - 14.3
Cr - 591 - 55
N - 20.00 -"- 19.8
O - 11.80 -"- 11.7
ynbTpaduoneT: pacTBopurens - 3tanon, 208 (4.28), 232 (4.47), 296 (3.81), 312 (3.83),
382 (4.13).
2-metun-4-x1o0p-5-((2-(4-(mupuaun-2 ))nunepazusui- 1 )atun)amuno)-3(2H)-
MTUPHUIA3HHOH

conb: 2.0 HCI; conbBart: 0.35 H,O;
T.u.: 222-229°C, nepekpucTaiin3anus: 3TaHoJ, BRIXoa: 36.6 % oT Teopuu;
C pacu. 44.89 HauI. 45.1

H -"- 5.58 - 5.5
Cl "= 24.85 - 24.8
Cr - 16.56 - 16.7
N "= 19.63 - 19.6
O -"- 5.05 -"- 5.0
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2-tpet.-0yTui-4-xmop-5-((2-(4-2-metokcud enun)nunepa3suHui- 1 )atun)amuHo)-3(2H)-
MTUPHUJIA3HHOH
conb: 1.5 ¢pymapar; consar: 1.2 H,O;
T.u.: 220-224°C, Beixox: 66.5 % ot Teopuw;
C pacu. 52.67 HaMI. 52.5

H -"- 6.29 - 6.3
Cl - 5.76 - 59
N - 11.38 -"- 11.4
O - 23.91 -"- 23.9

ynbTpaduonet: pactBopurens - 0.1 v. HCI, 212 (4.68), 230 (4.64), 282 (4.02), 312 (S
3.68).

2-TUMETHIIAMUHOITUIT-4-XJ10p-5-((2-(4-(2-MeTokcu eHI) )TUnepa3suHUI- 1 )aTHIT)aMHHO)
-3(2H)-nupua3zuHoOH:

conb: 2.0 pymapar; consar: 2.5 H,O;

T.m.: 110-115°C, Beixoa: 52.2 % ot Teopuu;

C pacu. 48.91 HaI. 49.1
H - 6.23 - 5.9
Cl - 4.88 - 5.0
N - 11.80 - 11.8
O - 28.08 - 28.2

ynbTpaduonet: pactBoputens - 0.1 v, HCI, 210 (4.49), 232 (4.57), 282 (3.95), 309 (S
3.81).

2-okcudTHI-4-X710p-5-((2-(4-(2-MeTokcu enun ) nunepasuHui- 1 )atun)amuno)-3(2H)-
MUPHUIA3UHOH:

coib: 2.9 HCI; comeart: 2.7 H,O;

T..: 130-141°C, nepexpuctaiinzanus: aleToH, BeIxo: 47.3 % oT Teopuu;

C pacu. 40.17 Ham. 40.6
H - 6.09 - 5.6
Cl - 24.34 - 244
Cl - 18.10 - 18.3
N - 12.33 - 12.6
O - 16.05 - 16.4

ybTpaduoIeT: pacTBOPUTENH - 3TaHo, 212 (4.58), 232 (4.54), 286 (4.00), 304 (S 3.85).

2-oxcuaTHI-4-Xx110p-5-((2-(4-(3-Tpud ropmeTHIGeHIT ) TUTIepa3UHIII- | )3THIT)aMUHO)-
3(2H)-nupuna3uHOH:

coib: 2.75 HCI; coasar: 2.0 H,O;

T.mn.: 117-121°C, nepexpucraniuzanus; 3TaHol1, Beixod: 29.1 % ot teopuu;

C pacu. 39.20 HaMNI. 39.2
H -"- 5.15 -"- 4.5

Cl -"- 22.84 " 23.2
Cr - 16.75 "- 16.6
N - 12.08 -"- 12.0
O - 10.99 -"- 11.3
F - 9.79 =" 9.8

yIBTpaHUOIIET: paCTBOPUTEIND - 3TaHoI, 206 (4.1), 234 (4.48), 256 (4.19), 294 (3.99), 304
(S 3.95).
2-pennn-4-xaop-5-((2-(4-2-(merokcudenmn)-nunepasuHui- 1 )atun)amuno)-3(2H) -
NUPUAA3HUHOH:
coiib: 1.0 HBr; consBat: 0.5 stanon, 1 H,O;
T.m.: 140-147°C, nepekpucramnzanus: 3TaHo, BeIXoa: 33.5 % ot Teopuu;
C pacu. 51.30 HaMI. 51.7
H "= 5.74 -"- 5.8
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Cl - 6.31 -"- 6.2
N -"- 12.46 - 12.1
O - 9.97 -"- 10.1
Br "= 14.22 - 14.0

2-metui-4-xao0p-5-(metnin-((3-(4-(2-meTokcudeHmT ) uIepa3suHII- 1 ) IIpOIHIT ) aMHHO )-
3(2H)-nupuna3uHoH:

coub: 1.0 dpymapar; consBart: 0.5 H,O;

T..: 169-173°C, nepexpuctaiiin3anus: 3TaHo, Beixoa: 6.1 % ot teopuu;

C pacu. 54.28 HauI. 54.0
H - 6.26 - 6.2
Cl - 6.68 - 6.6
N - 13.19 - 13.5
@) - 19.58 - 19.3

2-metun-4-x10p-5-((3-(4-(2-oxcu-4-meTundeHnn ) nunepazuHuI- 1 )Iporui ) aMuHO )-
3(2H) -nupuaa3vuHOH:

coub: 1.0 ¢pymapar; comsBart: 0.5 H,O;

T..: 175-181°C, nepexkpuctamiauzanus: 3TaHod, Beixoa: 67.1 % ot Teopuu;

C pacu. 53.44 Hau/I. 52.7
H "= 6.04 - 6.3
Cl - 6.86 =M= 6.9
N == 13.55 - 13.7
O == 20.12 -'- 20.4

2-meTun-4-x0p-5-((3-(4-(2-3Toxcu-4-MeTrIIh eHIIT ) TUTIePA3HHII- | ) IIPOTTHIT)aMIHO )-
3(2H)-nupuna3uHoH:

coiin: 2.4 HCI; consBart: 2.2 H,O;

T.mn.: 196-203°C, Beixox: 48.1 % ot Teopuu;

C pacu. 46.1 HaMI. 45.8
H - 6.78 -"- 6.5
Cl -"- 22.08 -"- 22.5
Cl- - 15.55 -"- 15.3
N - 12.80 -"- 12.9
O - 12.28 -"- 12.3

2-metun-4-xnop-5-((3-(4-(2-metundennn)-nunepazuHui- 1 )atunamuno)-3(2H)-
MUPUIA3UHOH:

coib: 1.0 pymapart; conbrat: 0.5 H,O;

T.n.: 176-184°C, Beixoa: 40 % ot Teopuu;

C pacu. 55.14 HaMI. 54.7
H - 6.24 -"- 6.2
Cl -"- 7.08 -"- 7.3
N - 13.98 -"- 14.1
O -"- 17.56 -"- 17.7

yibTpaduonet: pactsoputens - 1 H. HCI,

208 (4.47), 232 (4.56), 290 (3.88), 302 (S 3.84)

2-metuin-4-x10p-5-((3-(4-(2-propdenun)nunepazunmi- 1 ymponwn)amunao )-2 (2H)-
MUPUIA3UHOH:

conb: 1.0 pymapart: consBat: 1.0 H,O;

T.n.: 176-179°C, nepeocaxkieHHe: STaHOI, alle€TOH

BbIXOJI: 42.1 % oT Teopun

C pacu. 51.41 HauI. 51.2
H - 5.69 - 5.4
Cl - 6.90 - 7.1
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N - 13.63 "= 13.7
O -"- 18.68 "= 18.8
F - 3.70 "= 3.8

ynbTpaduonet: pactBoputens: 0.1 v, HCI

204 (4.39), 232 (4.59), 290 (3.89), 305 (S 3.86)

2-metun-4-xnop-5-((3-(4-(4-proppennn) nunepazunmi-1) mnpomun) amuHO)-3(2H)-
MUPUJIA3UHOH

coib: 3.0 HCI: comenart: 1.5 H,O;

T.m.: 132-139°C, nepexkpucrannuzanys, aleToH

BbIX0: 34.7 % OT Teopun

C pacu. 41.88 HauI. 422
H -'- 5.47 -"- 5.6
Cl -'- 27.47 -'- 27.2
Cr -'- 20.6 -"- 20.8
N "= 13.57 - 13.7
0] - 7.75 =M= 7.9
F - 3.68 - 34
2-metui-4-xaop-5-((3-(4-(mupuamn-2 )nunepazuHui- 1 Jpomuit)amuno)-3(2H)-
MUPUJIA3UHOH

coib: 2.0 HCI: consBart: 0.35 H,O;
T.mn.: 200-214°C, nepekpucTramin3amus, 3TaHOI
BbIXOJI: 42.1 % oT Teopun

C pacu. 46.19 Ham. 459
H -"- 5.86 -"- 5.7
Cl -"- 24.06 -"- 24.4
Cr -"- 16.04 -"- 16.3
N - 19.01 -"- 19.1
o - 4.89 -"- 4.9
2-metuii-4-x0p-5-((6-(4-(2-meTokcud enun )-nunepasuHui- 1 )rexcuia)amuHo)-3(2H)-
MUPHUIA3HHOH

coib: 2.0 HCI: comeart: 1.5 H,O;
T.u.: 160-175°C, nepekpuctanin3aiusi, 3TaHo
BbIX0: 38.0 % OT Teopun

C pacu. 49.4 HaMNI. 50.3
H - 7.16 -"- 6.8
Cl - 19.88 -"- 19.4
Cr -"- 13.25 -"- 13.1
N - 13.09 -"- 13.2
O - 10.47 =" 10.3

yIbTpaduoeT: pacTBOpUTeNb: 3TaHoa 212 (4.46), 216 (S 4.45), 234 (4.50), 286 (3.96),
304 (S 3.87)

[Ipumep 8. 2-metun-5-((2-(4-(2-meTokcudenun)nunepasunmi-1)stun) amuno)-3(2H)-
MUPUJIA3UHOH

30 r© (0.00794 wmom) 4 xmop-2-meTui-5-((2-(4-(2-MeToKCU(EHIT ) TUTIePA3HHII-
1)atun)amuno)-3(2H)-nmupunasunona pactBopsioT B 10 My abCOMIOTHOTO 3TaHOIA, T00ABISIOT
1.38 r (0.01 momn) xkapbonara kanus u 0.3 v Pd/C (10 %-HOro) U rumpupyroT Mpu KOMHATHOM
TeMreparype A0 MpeKpauleHus mnorjomeHuss Boaopoaa. Ilocme  oThUIBTPOBBIBAHUS
KaTajau3aTopa U HEOPraHWYECKOro MaTepuaja CrylaloT B BaKyyMe U MOIy4aroT 2.5 T 2-MeTuiI-
5-((2-(4-(2-metokcudenmn) nunepazunui-1)atun)-amuno)-3(2H)-nupunasunona (91.7 % or
TEOpUHU) KakK OECLUBETHBIM KPHUCTAJUIMYECKUH OCTATOK, KOTOPBIM pacTBOPSIOT B TOpSYEM
COCTOSIHUM B HW30IPONAHOJE U CMEIIMBAIOT C JQHUPHBIM PAaCTBOPOM COJISTHOM KHCIIOTHI.
[Monyuarot 2.0 r (66.3 % OT Teopuun) TUIPOXIIOPUIA C TOUKOH T1aBieHus 237-245°C.
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C 55.6 %; H 7.0 %, CI (o6mwuit) 9.3; C1 9.3%; N 18.3%; O 9.8%.

I[Ipumep 9. 4-((2-(4-(2-meToxcudenun)nunepazuiui- 1 )atun)amuno)-3(2H)-
MUPUAA3HHOH

1.66 T (0.00312 mom) 6-xmop-4-((2-(4-(2-meToxkcudeHmT)MunepasuHmI- 1 )3THIT)aMUHO )-
nupuaazuHona ruapupyor B 100 mu stanona ¢ 0.0046 mon NaOH u 100 mr 10 %-nHoro
nayuragueBoro yris npu 60°C 1 9 1o mpekparieHus MmorJIoneH|s] BOJ0poa; OTHUILTPOBBIBAIOT
KaTaJln3aTop, CTYIIAIOT W IKCTPAarupyloT TOpsSYUM aOCOJIOTHBIM CIHMPTOM, KOTODBIM 3aTeM
MOJIKUCIISIIOT CIIMPTOBBIM PACTBOPOM CoOJIIHOM kuciotel. [lomyuator 2.28 r 2-metnin-4-((2-(4-(2-
MeToKcu(eHwI ) nunepasuHui- 1 )atun)amuno-3(2H)-nmupunazunona (81.5 % ot Teopum) Kak
OECLIBETHBIM  KpHUCTANIMYECKUI TUAPOXJIOpUA C TOUKOM IuiaBieHust 235-244°C (¢
pa3IoKEHUEM).

C 40.3 %; H 6.4 %; CI 24.3 %; N 13.9 %; O 15.0%.

AHanormuHeiM  oOpazom  momyyaiotT:  4-((2-(4-(2-oxcudenun)nunepazuHui- 1 )3 Tun)
amuHo-3(2H)-nupunazuHox

conb: 1.0 HBr;

T.n. 253-260°C, nepekpucTaInu3aims, 3TaHOI

BbIXOJ: 73.3 % OT Teopun

C pacH. 48.49 Hang.  48.5

H - 5.60 - 5.8
N - 17.67 - 17.5
O -"- 8.07 -"- 8.4
Br "= 20.16 "= 20.1

2-metun-4-((2-(4-pernnmumnepasuani- 1 )atin)amun)-3(2H)-nupuaa3snHoH
conb: 3.2 HCI: conbar: 2.6 H,O;
T.mu.: 225-230°C, nepexpucTau3aius: aleToH
BbIXOJ: 59.7 % oT Teopun
C pacu. 42.81 gang  43.1

H - 6.64 - 5.7

Cr - 23.79 - 24.0
N - 14.68 - 24.09
O -"- 12.08 - 12.8

YIBTPapHUOIET: PACTBOPUTEID: STAHOI
206 (4.33), 252 (4.08), 298 (4.16), 310 (S 3.97)
2-metnin-4-((2-(4-(2-meTokcudenun)nunepasuaui- 1 )atmn)amuso )-3(2H)-nupunaznHon
coib: 2.0 HCI;
T.m.: 130-139°C, nepexpucTayiiu3aius: 3TaHo
BBIXO/: 66 % OT Teopuu

C pacu. 51.93 Hang. 517

H -"- 6.54 -"- 6.6
Cr - 17.08 - 17.1
N - 16.82 - 16.7
O - 7.69 - 7.9

yneTpaguoner: pacroputens: 1 H. HCI
200 (3.81), 204 (3.88), 220 (4.14), 282 (S 4.05), 296 (4.12).
2-metun-4-(tuin-(2-(4-(2-metokcudenun ) munepazuHui- 1 )3t )amuno)-3(2H)-
MUPUIa3HHOH

conb: pymapat: conbsart: 0.33 H,O;
T.m.: 140-144°C, nepeocax/ieHue: 3TaHOJ, IPOCTONU JUITUIIOBBIN AP
BBIXOJI: 46.3 % OT Teopun

C pacuy. 58.41 Ha. 58.3

H -"- 6.86 - 7.0

N -"- 14.19 - 14.1
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O == 20.53 - 20.5
2-metun-4-((2-(4-(2-meTokcu-5-metun-peHun ) nunepasuaui- 1 )atun)amuno )-3(2H)-
MUPUJIA3UHOH
conb: 2.0 HCI;

T.un.: 235°C (Bo3roHka), NepeKpUCTALIA3AIMS: dTaHOJ
BbIXOJI: 49.4 % oT Teopun
C pacu. 52.58 Haung, 52.2

H "= 6.83 - 7.2
Cr - 16.34 -"- 16.6
N -"- 16.14 -"- 16.0
O - 8.11 "= 8.0

ynbTpaduonet: pacteoputens: 0.1 v, HCI

214 (4.57), 224 (S 4.55), 282 (4.08)

2-metun-4-((2-(4-(2-merokcu-4-metundeHun)nunepasuHui- 1 )atmin)amuno)-3(2H)-
MUPUJIA3UHOH

conb: 1.25 pymapar; conbBat: 2 H,O;

T.mn.: 161-164°C, nepekpucramin3anys: aleToH

BbIxog: 70.1 % oT Teopun

C pacu. 53.52 Hana.  53.7

H == 6.74 -"- 6.5
N - 13.00 "= 13.0
O - 26.73 -"- 26.8

ynbTpaduonet: pacteopurens: 0.1 . HCI
206 (4.35), 210 (4.34), 290 (4.15)
2-metri-4-((6-(4-(2-meTokcudeHm ) munepasuHII )reKcui ) aMmuHo )-3(2H)-nupugaznnon
coub: 3.0 HCI;
T.mn.: 225-228°C, nepeocaxkieHue: 3TaHOJ, MPOCTOW AUITUIOBBIN 3dup BbIxoa: 32.3 %
OT TEOpUU
C pacu. 47.75 gan. 47.8

H - 6.23 - 6.2

Cr -"- 23.49 - 23.1

N -"- 14.47 -"- 15.5

O - 7.07 "= 7.4
2-metun-4-((2-(4-(2-stokcudenun)nunepazuHui- 1 )atun)amuno)-3(2H)-nupuna3snHon
conb: 2.0 HCI;

T.mr.: 196-204°C
BBIXOJI: 66.4 % OT Teopun
C pacu. 53.03 Hann. 52.5

H " 6.79 6.9
cr 1648 - 163
N 1627 - 162
0 7.45 8.0

yibTpaduonet: pactsoputens: 0.1 . HCI
208 (4.28), 227 (S 4.02), 288 (4.05)
2-metun-4-((2-(4-(2-oxcudenun)nunepasuHui- 1 )atuin)amuno)-3(2H)-nupugazuHon
conb: 2.25 HBr; consar: 3.2 H,O;
T.u.: 188-196°C, Beixox: 32.3 % ot Teopun
C pacu. 35.88 HaI. 36.1

H "= 5.61 -"- 5.1

N -"- 12.31 -"- 12.3
O "= 14.62 "= 14.6
Br -"- 31.59 -"- 31.9
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ynbTpaduonet: pactsoputens: 1 H. HCI

206 (4.46), 225 (S 4.11), 288 (4.15), 304 (S 4.01)

2-metun-4-((2-(4-(2,6-mumeTtnndennn)nunepazuHui- 1 )3t )amuno)-3(2H)-
MTUPHJIA3HHOH

coib: 2.0 HCI: comeBart: 0.6 H,O;

T.mn.: 235-240°C, nepexkpucranin3anus: 3TaHoJ

BbIXOJ: 47.7 % OT Teopun

C pacuy. 53.67 Haii. 53.7

H - 7.16 == 7.3
Cl -"- 16.69 - 16.4
N -"- 16.47 - 16.5
O - 6.02 -"- 6.01
2-metun-4-((2-(4-(3-rpudropmern-pennn)munepazuHmi- 1 )3t )amuno)-3(2H)-
NUPUAA3UHOH

coiib: 2.2 HCI: consBart: 3.4 H,O;
T.m.: 124-133°C, nepekpucrainu3anus: 3TaHOI
BbIX0A: 59.8 % ot Teopun

C pacu. 41.35 HaI. 41.8

H - 5.97 -"- 59
Cr -"- 14.92 -"- 15.5
N -"- 13.40 -"- 13.4
O - 13.46 -"- 14.0
F - 10.90 - 10.4

yIbTpauOIET: pAaCTBOPUTEND: 3TAHOI,
204 (4.4), 258 (4.20), 300 (4.20), 312 (S 4.05).
2-metun-4-((2-(4-(2-propdennn) nunepasunui- 1 )stun)amuno)-3(2H)-nupunazuHox
coxb: 1.2 HCI;
T.m.: 240-248°C,
BbIX0A: 95.5 % ot Teopun
C pacu. 54.43 HaI. 54.4

H 6.23 6.4
cr 11.34 11.0
N 18.67 18.5
o 427 4.4
F 5.06 5.1

2-metun-4-((2-(4-(4-dbropdennn)nunepazunui- 1 )atun)amuno)-3(2H)-nupunasuHon
coiin: 2.6 HCI; consBart: 2.6 H,O;
T.m.: 236-240°C, nepekpucTasin3anus: 3TaHO
BbIxoa: 81.7 % ot Teopun
C pacu. 43.17 HaI. 43.6

H -"- 6.35 -"- 5.7
Cr "= 19.49 -"- 19.9
N - 14.81 -"- 15.1
O "= 12.18 -"- 12.3
F -"- 4.02 - 3.4

yIbTpapuOIET: pACTBOPUTEIND: STAHOI

206 (4.28), 234 (4.08), 244 (4.08), 300 (4.18), 312 (S 4.06)

2-tpet.-0yTun-4-(2-(4-(2-merokcud enun)-nunepasuHui- 1 )atun)amuno)-3(2H)-
MTUPHUIA3HHOH

conb: 2.0 HBr; consat: 0.1 H,O;

T.mu.: 238-242°C, nepexpucTalTU3aIus: dTaHOI

BBIXOJ: 86.5 % OT Teopun
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C pacu. 45.93 HaiI. 46.1
H - 6.09 - 6.2
N - 12.75 - 12.5
o - 6.12 -"- 6.4
Br - 29.47 -"- 28.8

ynbeTpaguoner: pactoputens: 0.1 H. HC1

206 (4.51), 225 (S 4.24), 290 (4.20), 312 (S 3.76)

2-tpet.-0yTun-4-((2-(4-(3-tpudropmernn)numnepazunui- 1 )atun)amuno)-3(2H)-
MTUPHUIA3HHOH

conn: 2.0 HCI;

T.mu.: 184-198°C, nepexpucTaymu3aius: TaHOI

BbIXOJ: 48.8 % OT Teopun

C pacu. 50.81 HaMI. 50.9
H - 6.9 -"- 6.2
Cr - 14.28 -"- 14.1
N - 14.11 - 14.2
O - 3.22 -"- 3.2
F -"- 11.48 - 11.4

yIBTpadUOIET: PACTBOPUTEIH: ITAHOI

206 (3.79), 260 (4.13), 298 (4.10)

2-(2-numeTrnamMuHOITHI)-4-((2-(4-(2-MeTokcu(eHMIT ) TUIepa3uHIII- | )3 THIT)aMIHO )-
3(2H)-nupuna3zuHoH

coiib: 3.0 HBr; conmbBar: 1.5 H,O;

T.mn.: 231-237°C, nepeocakieHne: 3TaHOJ - IPOCTOM TUITUIIOBBIN YpUp

BbIxoa: 41.7 % ot Teopuu (ceipoit), 34.8 % ot Teopuu (YUCTHIN)

C pacu. 37.63 HaI. 37.8
H - 5.71 - 5.6
N - 12.54 - 12.4
O - 8.35 - 8.4
Br - 35.76 - 35.8

ynbTpaduonet: pacteopurens: 0.1 v. HCI,

208 (4.43), 229 (S 4.17), 285 (S 4.26), 296 (4.28), 312 (S 4.12)

2-okcrdTII-4-((2-(4-(2-MeTokcudenun ) nunepa3uHu- 1 )atun)amuHo)-3(2H)-
MUPHUIA3HHOH

coib: 3.15 HCI: coasnar: 3.4 H,O;

T..: 181-190°C, nepexpucTayiu3aius: TaHoJ

BbIX0A: 34.1 % oT Teopun

C pacu. 41.53 HauI. 41.6
H - 6.73 - 6.5

Cr - 20.32 -"- 20.4
N - 12.74 -"- 12.8
O -"- 18.63 -"- 18.7

yIbTPapUOIET: pACTBOPUTEIND: STAHOI

210 (4.44), 300 (4.15), 312 (S 3.95)

2-(2-okcurTHn)-4-((2-(4-(3-rpudTopmeTrndeHun ) nunepazuHui- 1 )atuin)amuno)-3(2H)-
MTUPHJIA3HHOH

conb: 2.4 HCI; conbBar: 1.35 H,O;

T.mn.: 121-129°C, nepekpucramiun3amus: aleToH

BbIXOJ: 84.1 % OT Teopun

C pacH. 43.61 HaN. 44
H - 5.41 - 5.3
Cr - 16.26 - 16.3
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N -"- 13.38 -"- 13.6
O -"- 10.24 -"- 10.4
F - 10.90 "= 10.4

yIbTpapUOJIET: pACTBOPUTEIIb: STAHOI
206 (4.34), 211 (S 4.27), 260 (4.215), 300 (4.21), 312 (S 4.06)
2-metun-4-((2-(4-nupunun-2) nunepasuHui- 1 )atmn)amuno)-3(2H)-nupuga3zuHoH
coib: 2.4 HCI: conbBart: 0.65 H,O;
T.mn.: 235-237°C, nepexkpucraniu3anus: 3TaHoJ
BBIXOJ: 89 % OT Teopuun

C pacH. 46.67 Han. 46.7

H 62.9 62
cr 20.66 o206
N 20.41 o201
0 6.41 .64

yIBTpauoIeT: pacTBOpUTEINb: dTaHoa 204 (4.10), 252 (4.26), 300 (4.26)
4-((3-(4-(2-meTokcudenun)nunepasuaui- 1 ymponun)amuHo)-3(2H)-nupunazuHoH
coiib: 2.0 HCI: consar: 0.1 H,O;
T.m.: 245-256°C Beixoxa: 81.9 % ot Teopun

C pacu. 51.61 Havig. 514

H -"- 6.55 "= 6.6

Cr "= 17.10 "= 17.1

N - 16.72 - 16.7

O -"- 8.02 - 8.0
4-((3-(4-(2->ToKcudpenun)nunepasunmi- 1 )mponwn)amuno)-3(2H)-nupugazuHon
coib: 2.1 HCI;

T.m.: 258-269°C, Boixox: 20.3 % ot Teopun
C pacu. 50.99 Ha. 50.9

H - 6.89 - 6.7
Cr -"- 16.64 -"- 17.0
N -"- 15.65 -"- 15.7
O "= 9.83 - 9.9
2-metun-4-((3-(4-(2-meToxkcudenun)nunepasuaui- 1 )oponwmi)amuHo)-3(2H)-
MUPUJIA3UHOH

conb: 2.85 HCI,
T.m.: 238-246°C, nepekpucTayin3anus: 3TaHoJ
BBIXOJI: 86.2 % OT Teopuu

C pacu. 47.87 Hai. 47.5

H -"- 6.67 -"- 6.8
Cr -"- 21.20 -"- 21.1
N - 14.69 - 14.7
O - 9.57 - 9.8

2-metun-4-((3-(2-oxcu-4-metundenun ) nunepazuHui- 1 )npomnun)amuno)-3(2H)-
MTUPHUIA3HHOH
conb: 1.0 pymapar;
T.u.: 176-180°C, nepexpucTalu3aius: TaHOI
BbIXOJ: 21.9% oT Teopun
C pacu. 57.25 HaWI. 57.7

H - 6.48 - 6.8
N -"- 14.51 -"- 14.2
O -"- 21.55 -"- 21.0

2-metun-4-((3-(4-(2-3tokcu-4-metundeHun)nunepasuaui- 1 )mponwi))amuHo)-3(2H)-
MTUPHJIA3HHOH
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conb: 2.8 HCI; conbBar: 1.75 H,0O;
T.mn.: 202-205°C,
BbIX0J 97.3 % ot Teopun
C pacu. 48.59 Hau/I. 48.5

H 7.24 7.1
Cr 19.12 19.4
N 13.49 13.5
0 " .

yibTpaduonet: pacteoputens: 0.1 v, HCI
206 (4.35), 296 (4.15), 312 (S 3.82)
2-metun-4-((3-(4-(2-propdenmn) nunepazunmi- 1 ynpornwn)amuHo)-3(2H)-nmuprnazuHon
consw: 1.1 HCI;
T.m.: 232-238°C,
BbIXO: 97.2 % OT Teopun
C pacu. 56.08 HaWI. 56.1

H 6.56 6.7
cr 10.12 10.2
N 18.17 18.1
0 4.15 42
F 4.93 4.7

2-metun-4-((3-(4-(4-propdenmn) nunepazunmi- 1 ynpornun)amuHo)-3(2H)-nmuprnazuHon
conb: 2.0 HCI: combrart: 0.45 H,O;
T.m.: 210-212°C, nepexkpucranauzanus: 3TaHOI
BbIXOJ: 84.4 % OT Teopun
C pacu. 50.70 HaMI. 50.9

H - 6.36 - 6.4

Cl - 16.63 -"- 16.9
Cr - 16.63 -"- 16.9
N - 16.42 -"- 16.9
O -"- 5.44 "= 5.6

F -"- 4.46 "= 43

2-metun-4-((3-(4-nupunnn)-2) nunepasuHui- 1) nponwi) amuHo) -3(2H)- nupuna3zuHox
coib: 2.0 HCI; combBart: 0.6 H,O;
T.mn.: 214-219°C, nepexpucraniuzanus: 3TaHoJ
BbIX0J: 97.1 % oT Teopun
C pacu. 49.54 HaMI. 50.1

H - 6.65 -"- 7.0
Cl - 17.2 -"- 16.6
Cr -"- 17.2 "= 16.6
N -"- 20.39 "= 19.9
O - 6.21 "= 6.4

4-((4-(4-(2-meToxcudenun) nunepazunui-1)-0ytun)amuno)-3(2H)-nupugazuHon
conb: 3.0 HCI: combrar: 0.38 H,O;
T..: 170-182°C, Beixoma: 79.6 % ot Teopun

C pacu. 48.21 Ha/I. 48.2
H - 6.54 - 6.4
Cl - 22.39 - 223
Cr - 22.39 - 223
N - 14.79 - 14.7
O -"- 8.04 -"- 8.0

2-metun-4-  ((4-(4-(2-merokcudennn) mnunepasuHuia-1) OyTtwn) amubo) -3(2H)-
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NUPUAA3HHOH
coib: 2.0 HCI; comeart: 0.25 H,O;
T.m.: 193-202°C, nepekpucranau3anus: 3TaHoI
BBIXOJI: 76.7 % OT Teopuu
C pacu. 53.51 HaMI. 53.2

H -"- 7.07 -"- 7.3
Cr "= 15.80 "= 15.8
N -"- 15.60 - 15.3
O -"- 8.02 - 7.8

5-((2-(4-(3-tpudropdhennn) nunepasuHui- 1 )atun)amuno)-3(2H)-nmuprunazuHon
coiib: 3.0 HCI: consar: 0.3 H,O;

T.m.: 197-205°C, nepekpuctaiianzanms: aueToH

BbIXOA: 66.9 % oT Teopuu

C pacu. 42.35 HaI. 427
H - 493 - 4.9

Cl - 22.06 - 21.5
Cr - 22.06 - 21.5
N - 14.53 - 14.8
@) - 431 - 4.5

F - 11.82 - 11.6

2-metui-5-((2-(4-bennnnunepazunui- 1 )3tuin)-amuno)-3(2H)-nupunazuHoH
conb: 3.25 HCI: consrat: 1.15 H,O

T.m.: 251-256°C, nepekpucranau3anus: 3TaHo

BBIXOJI: 76.2 % OT Teopuu

C pacu. 45.11 Ha/I. 44.9
H - 6.36 - 5.8
Cl - 25.46 - 25.9
Cr -"- 25.46 - 25.9
N - 15.47 - 15.7
O -"- 7.60 -"- 7.7

yIbTpapUOIET: pACTBOPUTEIN: STAHOI

204 (S 4.59), 208 (4.62), 230 (4.66), 252 (S 4.23), 284 (4.23)
2-metui-5-((2-(4-(2-metokcudenun)nunepasuHui- 1 )atun)amuno )-3(2H)-nupunazuHon
coib: 1.0 HCI; comerat: 0.4 H,O;

T.mn.: 237-245°C,

BBIXO: 91.7% oT Teopun

C pacu. 55.85 Hala. 55.6
H - 6.98 "= 7
Cl - 9.16 - 9.3
Cl- - 9.16 - 9,3
N - 18.09 - 18.3
O - 9.92 - 9.8

2-metui-5-((2-(4-(2-metokcu-4-metund eHun ) nunepasuHumi- 1 )atumn)amuHo)-3(2H)-
MUPUIa3HHOH

conb: 1.5 ¢pypamar; consar: 0.5 H,O;

T.mn.: 176-178°C, nepekpucramin3amnus: aleToH

BbIxoA: 84.1 % ot Teopun

C pacuy. 55.55 HauI. 55.6
H - 6.34 - 6.5
N - 12.96 - 12.8
(0] - 25.16 - 25.1
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yneTpaguoner: pacroputens: 0.1 . HCI

198 (4.34), 212 (4.53), 224 (4.55), 280 (4.01)

2-metui-5-((2-(4-(2-meTokcu-5-metund eHun)nunepasuHumi- 1 )atumn)amuno)-3(2H)-
MUPUIa3HHOH

conb: 1.0, pymapar;

T.mn.: 183-185°C, nepekpucraminzamnus: aleToH

BBIXOJI: 76.8 % OT Teopun

C pacu. 58.34 Hau. 58.0
H - 6.60 - 6.8
N - 14.79 - 14.7
(0] - 20.27 - 20.5

yibTpaduonet: pactsoputens: 0.1 1. HCI

210 (4.5), 288 (4.02), 304 (S 3.83)

2-metrin-5-(3tmi-(2-(4-(2-metokcudermn )-nunepazuHui- 1 )3t )amuno)-3(2H)-
MUPUIA3UHOH

coib: 3.0 HCI; combBart: 3.0 H,O;

T.un.: 125-130°C, nepeocakaeHue: U30IPOITAHOJ, TPOCTON TUAITUIOBBIN dHup

BbIX0A: 62.3 % oT Teopun

C pacu. 44 91 HamI. 44 8
H - 7.16 - 6.8
Cl - 19.88 - 19.6
Cr - 19.88 - 19.7
N - 13.09 - 13.1
O - 14.96 - 15.7

2-metrii-5-((2-(4-(2-a3Tokcudennn)nunepasuHui- 1 )atuwn)amuno)-3(2H)-nupunasuHoH
conb: 1.0 pymapart; conbBat: 0.6 H,O;

T.mn.: 175-178°C,

BbIXoA: 64.8 % ot Teopun

C pacu. 57.04 Ham. 56.8
H - 6.70 - 6.70
N - 14.46 - 14.5
0] - 21.80 - 22.0

yibTpaduonet: pacteoputenb: 1 H. HCI

208 (4.51), 224 (4.51), 276 (4.02)

2-metun-5-((2-(4-(2-oxcudenun)nunepasuHui- 1 )atuin)amuno)-3(2H)-nupugazuHon
conb: 3.15 HBr; consar: 1.3 H,O;

T.mu.: 190-198°C, nepexpucTamu3aius: TaHOI

BbIXOJ: 44.2 % oT Teopun

C pacu. 33.60 HaWI. 33.7
H -"- 4.77 - 4.8

N - 11.52 - 11.5
O - 8.69 -"- 8.7
Br -"- 41.42 -"- 41.3

yinbTpaduoner: pacreopureins: 1 H. HCI 210 (4.63), 224 (4.53), 280 (4.03) 2-metun-4-((2-(4-(2-
MeTuIheHNUN) munepasuHui- 1 )atmn)amMmuno)-3(2H)-nupuaasuHox

conb: 15 ¢pymapar;

T.mn.: 178-182°C, nepekpucraiau3anus: 3TaHoJI

BbIX0A: 93 % oT Teopun

C pacu. 57.48 Ham. 57.8
H - 6.23 - 6.2
N - 13.96 - 13.9
0] - 22.33 - 22.4
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2-metun-5-((2-(4-(2,6-mumeTtnndennn ) nunepazuuui- 1 )3t )amuno)-3(2H)-
MTUPHJIA3HHOH

conb: 2.0 HCI; conbrar: 2.1 H,O;

T.n.: 260°C (Bo3roHKa), NEPEKPUCTALTU3AIMS: dTAHOI

BbIXOJ: 73.7% OT Teopun

C pacH. 50.46 HauI. 51

H - 7.40 - 7.4
Cr - 15.68 -"- 15.2
N -"- 15.49 - 15.1
O - 10.97 - 11.3

yIBTPadUOIIET: PACTBOPUTEIH: ITAHOI

206 (4.26), 214 (4.35), 224 (4.38), 232 (4.38), 280 (3.88)
2-meTtun-4-((2-(4-(2-propdennn) munepazunmi- 1 )atun)amuHo)-3(2H)-nmuprnaznaon
conb: 1.5 ¢pymapar;

T.u.: 167-169°C, nepexpucTalu3aius: TaHOI

BBIXOJ: 92 % oT Teopun

C pacu. 54.65 HauI. 54.5
H -"- 5.58 - 5.8
N -"- 13.85 - 13.9
O -"- 22.16 -"'- 22.4
F -"- 3.76 - 33

2-metun-5-((2-(4-(4-propdennn) nunepasunui- 1 )atmn)amuno)-3(2H)-nmupunazuHon
coib: 3.0 HCI: comeBat: 0.7 H,O;

T..: 162-168°C, nepexpucTalIu3aius: TaHoI

BbIXOA: 73.5 % OT Teopun

C pacu. 45.05 HauI. 45.5
H - 5.87 - 5.7
Cr - 23.46 - 22.9
N - 15.45 - 15.6
O -"- 6.00 -"- 6.3
F -"- 4.19 - 4.0

YIBTPapHUOIET: PACTBOPUTEID: STAHOI
208 (4.40), 218 (4.39), 230 (4.50), 286 (3.94)
2-metuii-5-((2-(4-nmupuaun-2) nunepasu-Hui- 1 )3t )amuno)-3(2H)-nupuiazuHon
coib: 3.0 HCI; comeart: 0.5 H,O;
T.m.: 260°C (Bo3roHka), NepeKpUCTALTU3ALMS: ITAaHOJ
BbIX01: 80.9 % OT Teopun
C pacu. 44.40 HaMI. 44 .4

H - 6.06 "= 6.1
Cl "= 24.58 == 24.4
N -"- 19.42 -"- 19.5
O -"- 5.55 -'- 5.6

2-tpet.-0yTuin-5-((2-(4-(2-metokcudenun) -nunepazuHuwi-1) stun) amuuo) -3(2H)-
MTUPHUJIA3HHOH
conb: 1.5 dpymapar;
T.mn.: 173-177°C,
BBIXOJ: 79.2 % OT Teopun
C pacu. 57.95 HaN. 57.6

H - 6.66 -"- 6.7
N - 12.51 -"- 12.4
O - 22.87 -"- 23.3

yibTpaduonet: pactsoputens: 0.1 v. HCI
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210 (4.48), 226 (4.50), 276 (4.05)
2-tpet.-0yTun-5-((2-(4-(3-tpudropmerni)numnepazuHui- 1 )atuin)amuno)-3(2H)-
MUPUJIA3UHOH
coiib: 3.0 HCI: consar: 0.25 H,O;
T.m.: 228-230°C, nepekpucTasin3anys: aleToH
BBIXOM: 77.2 % OT Teopuu

C pacu. 46.94 Hai. 47.0

H -"- 591 -"- 5.9
Cr - 19.79 -"- 19.7
N -"- 13.08 - 13.2
O -"- 3.72 - 3.8
F -"- 10.61 - 10.4

yIbTpapUOIET: pACTBOPUTEIN: STAHOI

210 (S 4.43), 222 (S 4.50), 230 (4.53), 258 (4.23), 278 (S 4.05)

2-(2-mumeTrnaMuHOITUN)-5-((2-(4-(2-MeTokcudenmn) MUTIEPAa3UHII- | )3THIT)aMUHO)-
3(2H)-nmupuna3zuHOH

conb: 2.1 HBr; consat: 0.1 H,O;

T.mn.: 236-246°C, nepekpucTayuin3amusi: H30IponaHoI

BbIXOJI: 42.4 % OT Teopun

C pacu. 44.08 Haii. 44.1

H - 6.04 - 6.4
N - 14.69 - 14.5
O - 5.87 - 59
Br-2,1 -"- 29.32 -"- 29.1

2-okcudTH-5-((2-(4-(2-meTokcudennn) nunepasuHwi-1)  astun)  amubo)  -3(2H)-
NUPUAA3UHOH
coiib: 3.0 HCI: consart: 0.6 H,O;
T.m.: 190-200°C, nepekpucranan3anus: 3TaHoI
BbIxoa: 70.2 % ot Teopun
C pacu. 46.23 HauI. 46.4

H - 6.37 -"- 6.2
Cl -"- 21.55 == 21.2
N "= 14.19 "= 14.0
O "= 11.67 "= 11.5

2-2-okcuaTiin)-5-((2-(4-(3-tpudTopmernn )-nunepasuHui- 1 )atumn)amuno)-3(2H)-
MUPHUIA3UHOH
coib: 2.15 HCI; conbBat: 1.05 H,O;
T.m.: 190-194°C, nepexpucTtaiin3anus: aleToH
BbIXO: 88.2 % OT Teopun
C pacu. 44.86 Havig. 449

H -"- 5.60 "= 53
Cr -"- 14.98 - 15.3
N - 13.77 - 14.0
O - 9.59 - 9.8
F -"- 11.20 -"- 10.7

YIBTPapHUOIET: PACTBOPUTEID: STAHOI
212 (4.33),218 (4.31), 232 (4.35), 258 (4.14), 294 (3.91)
2-pennn-5-((2-(4-(2-meroxcudenmn) nunepasuHmi- 1 )atn)amuno)-3(2H)-nmupunaznaon
coiib: 1.0 HBr; comesar: 0.1 H,O;
T..: 272-276°C
BbIXOJ: 85.4 % OT Teopun

C pacu. 56.58 Haug.  56.8
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H -"- 5.82 -"- 59
N - 14.34 -"- 14.3
O - 6.88 - 7.3
Br -"- 16.37 -"- 16.4

2-metmii-5-((3-(4-(2-merokcudenmn)nmunepasuaui- 1 )mponwn))amunao)-3(2H)-

MMAPUIA3UHOH

coib: 3.0 HCI; conbar: 1.45 H,O;
T.u.: 241-248°C, nepeocaxaeHue: ITaHOJI, alleTOH
BbIXOA: 61.77 % OT Teopun

C pacu. 46.29 Haing.  46.1
H -"- 6.52 - 6.8
Cr "- 21.58 -"- 21.6
N - 14.21 -"- 14.3
O -"- 11.20 -"- 11.2

yIbTpaduoeT: pacTBOpUTENb: dTaHon 212 (4.56), 218 (S 4.51), 230 (4.51), 284 (4.01)
I-metun-5-((3-(4-(2-3Tokcu-4-metundenm) nunepazuaui- 1 )nponwi)amuHo)-3(2H)-
nupuaazuHoH coib: 3.25 HCI; conbar: 3.1 H,O; T.mn.: 218-227°C, Beixoa: 65.4 % ot Teopun

C pacu. 45.05 Haii. 449
H - 7.28 7.1

Cl " 20.58 - 20.6
N - 12.51 - 12.6
0] - 14.57 - 14.8

yibTpaduonet: pactsoputens: 0.1 . HCI

212 (4.49), 228 (4.46), 280 (3.98)

2-metun-4-((3-(4-(2-metundennn)nunepazuHui- 1 )nponuin)amuno)-3(2H)-nupugazuHon
conb: 1.0 ¢pymapar;

T.u.: 194-197°C, nepexpucTalu3aius: TaHOI

BBIXO: 94.6 % OT Teopun

C pacu. 60.38 Hang.  60.4
H -"- 6.83 - 7.0
N - 15.31 - 15.1
O -"- 17.49 - 17.2

2-metuin-5-((3-(4-(4-propdenun) nunepazunumi- 1 )nponun)amuHo)-3(2H)-nmupugasuHon
coib: 3.0 HCI; comerat: 0.9 H,O;

T.m.: 176-181°C, nepekpucrannuzanus: 3TaHOI

BBIXOJI: 76.8 % OT Teopuu

C pacu. 45.90 HalI. 46.1
H - 5.97 - 6.3
Cr - 22.58 - 22.4
N - 14.87 -"- 15.1
O - 6.03 - 6.6

F - 4.03 - 3.5

2-metun-5-((3-(4-(mupu -2 )nunepasuHui- 1 )nponwi)amuno)-3(2H)-nmupuaa3snHon
connw: 3.0 HCI;

T.m.: 232-239°C, nepekpucraiin3anus: 3TaHo

BbIXo1: 70.6 % OT Teopun

C pacu. 46.64 HalI. 46.8
H - 6.22 - 6.3
Cl -"- 24.29 - 23.29
Cr -"- 24.29 - 239
N - 19.20 - 19.4
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O -"- 3.65 -"- 3.6
2-metui-5-((4-(4-(2-metokcudenwmn)nunepasuaui-1)  Oyrun)amuno) -3(2H)-
MUPUIA3UHOH
coib: 3.0 HCI; combart: 1.0 H,O;
T.mn.: 168-176°C, nepexkpucraniuzanus: 3TaHoJI

BbIX0A: 66.8 % OoT Teopun
C pacu. 48.15 HaMI. 47.6

H -'- 6.87 -"- 6.8
Cr - 21.32 - 21.3
N -"- 14.04 - 14.0
O "= 9.62 - 9.4

2-metui-5-((6-(4-(2-meTokcu(peHuI ) Iunepa3uHuI-rekcuia )aMuno)-3(2H)-nupuaasuHon
coib: 3.0 HCI; coasBart: 0.15 H,O;
T.un.: 174-185°C, mepeocakaeHue: dTaHOJ, TPOCTON MUATUIOBBIN ddup BeIxod: 79.2 %

OT TEOpUU
C pacu. 51.65 HauI. 51.7
H -"- 7.15 - 7.2
Cr -"- 20.79 -"- 20.4
N -"- 13.69 - 13.6
O -"- 6.72 - 6.7

[Mpumep 10. 5-Merokcu-2-metmin-4-((2-(4-(2-metokcudennn)  numnepasuHui-1)
st )aMuHO)-3(2H)-nupunazuHon

4.1 1 (0.011 mom) S-xmop-2-metmin-4-((2-(4-(2-MeToKcu(eHn )-murnepasuHmi- 1 )3Tum)
amuHo-3(2H)-mupuna3suHoHa HarpeBalOT B MeTaHoNle, B KOTopoM pacTBopeHbl 0.010 momn
metunara Hatpus, 50 4 mpu ¢ierme, 3aTeM crymaroT B Bakyyme. OCTaToK MOTJIOMAIOT BOJOH,
npuueM ocaxparorca 1.6 T 5-merokcu-2-metun-4-((2-(4-(2-metokcudenun)-numnep-a3uHuI-
1)atun)amuno-3(2H)-nmupugazunona (38.9 % ot Teopun). OTcackiBaloT, CyIaT, pacCTBOPSIOT B
alleTOHE U MepeBOAT 100aBKOM (hymMapoBOI KUCIOTHI Ipu TemnepaType ¢uiermsl B 1.50 1 (24.5
% oT Teopun) coyii HyMapoBOil KUCIIOTHI, TOUKA TutaBieHus 144-148°C.

C 54.0 %; H 6.1 %; N 12.5 %; O 27.4;

yibrpaduonet B 0.1 1. HCI

208 (4.42), 226 (S 4.22), 300 (4.47)

[Tpumep 11.5-xnop-4-((2-(4-(3-tpudTopmeTriipennn)nunepazuHmiI-1) 3Tuir) aMuHoO)-
3(2H)-nupuna3zuHoH

425 1 (0.0093 wmom) 2-tpert.-OyTHi-5-x10p-4-((2-(4-(3-TpudTropmernidenn) mwure-
pasunui-1)3tun)amuno)-3(2H)-nupunasuHona nepeMemuBaoT ¢ 50 M KOHIICHTPUPOBAHHOTO
BOJHOIO pacTBOpa COJSHOW KHCJIOTBl IpU KOMHATHOM TeMmIleparype B TeueHue 72 d,
YCTAQHABJIMBAIOT OCHOBHYIO CpeIy U OKCTparupyroT 3 pa3a XJI0podopMOM, CryLIAlOT
OpraHuueckyro ¢asy, cymar c cynb(aToM HATpUSl M PACTUPAIOT OCTAaTOK C AalleTOHOM.
Kpucrannmueckuit  ocamok  5-xiop-4-((2-(4-(3-tpudtopmerundenmn) — numnepasuHuiI-1)
st )amuHo)-3(2H)-nupunazunona Becur 2.40 1 (47.7 % ot Teopun). [lepeBoasT pactBopeHreM
B 100 mMi ropsiuero aGCoOIIOTHOTO CIUPTA U 100aBKOM 3(UPHOrO pacTBOpa COJITHOW KUCIOTHI B
2.20 r (46.7 % ot TeopuM) AUTUAPOXIIOpUAA ¢ TOUKOH TuiaBneHus 220-223°C.

C 40.6 %; H 4.2 %; CI (oOmmit) 21.1 %; Cl 14.2 %; F 11.5 %; N 13.9 %; O 8.7 %;

yineTpaduoner B 0.1 v. HCI: 208 (4.42), 226 (S 4.22), 300 (4.47).

AHaJOTMYHBIM 00pa3oM TOJy4aroT cieayromiee BemecTBo:  4-xmop-5-((2-(4-(2-
METOKCH(EHII ) TATIEPAa3HHIIT- )3T )aMIHO )-3(2H)-nimpuia3nHon

conb: 1.5 ¢pymapar; consar: 2.0 H,O;

T.m.: 211-213°C, nepexpucranauzanus: 3TaHO

BBIXOJ: 58.5 % OT Teopun

C pacu. 48.13  maiim.  48.3
H - 5.62 "= 5.4
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Cl -"- 6.18 -'- 5.6

N - 12.20 - 12.4

O -"- 27.87 == 28.3
ynbTpaduonet: pactBopurens: 0.1 v, HCI

210 (4.38), 228 (4.42), 280 (3.81), 304 (3.72)

[Ipumep 12. 2-metun-6-xnop-4-((3-(4-(2-meTokcudenun)nunepazuumi- 1 )mpomnun)
amuHO)-3(2H)-nupunazuHoH.

6.0 r (0.0159 momn) Tonko pacreproro 6-xmop-4-((3-(4-(2-meTokcudeHns) MUIepa3uHMUII-
1)mpomnui)amuno)-3(2H)-nmupuaazunona cycnenaupytot B 100 mu 2 H. NaOH u nepemenmBarot
mpu 60°C ¢ 1.51 mu numeruncynbdarta (0.0159 momn) 2 9, a 3aTeM OXJaXKAAOT; SKCTPATHUPYIOT
HECKOJIBKO pa3 XJI0popopMOM, CyIIaT OpraHMYecKyto (azy U CryIaroT.

W3 MacnsHUCTOrO ocTaTka KpucTauu3ytores B TeueHue Houu 3.50 r (56.2 % ot Teopun)
HEYHUCTOTO 2-MeTHI-6-x110p-4-((3-(4-(2-MeTokcudenun)nunepazunui- 1 ymponwn)amuno)-3(2H)-
MUPUJIA3UHOHA, KOTOPBII OYMINAIOT MpenapaTuBHOM XpoMartorpadueit Ha cunukarene (Waters-
Prep-Pak). Uwucras ¢paxkuus pacTBopsieTcss B HM30IMpONAHONE, CMEIIMBAeTCs C 3(PUPHBIM
pactBopoM coiisiHOiM kucioTsl U jgaet 0.85 r (11.2 % ot teopun) Oenoro, KpUCTALIMYECKOTO
JUTUAPOXIIOpHIA, TOUKa TuiaBienus 218-229°C;

C 40.6 %; H 4.2 %; CI (o6mmit) 21.1 %; Cl 14.2 %; F 11.5 %; N 13.9 %; O 8.7 %.

[Ipumep 13.  6-xn0p-2-31Uin-4-((3-(4-(2-MeTokcUeHIT ) TUTIepa3HHII- | )ITPOTTIT)
amMuHo)-3(2H)-nupuaazuHoH.

1.80 r© (0.00474 w™om) TOHKO pacreproro 6-xyop-4-((3-(4-(2-meTokcudeHwn)
nunepasuHui-1)nponwi) amuno)-3(2H)-nupuaasunona cycnenaupyoT B 80 mu 2 H. NaOH,
no6asisor 1.8 miu (0.014 momn) sTuniiofa U nmepeMenMBaoT Npu KOMHATHON Temreparype 90
MUH; TIOCJIE 3TOTO CHOBA J00aByst0T 1.8 M1 3THIIOIa M TIEpeMeIMBaloT emie 2 4. BrimapuBaroT
pacTBOpuTeNb, NOIJIOMAIOT B BOJAE U IKCTPAarupyroT xiuopodopmoMm. M3 BbICylIEHHOMH
OpraHryeckoil (as3pl 0cTaeTcs MpHU CrYIIEHUH KOPUUYHEBOE MACJI0, KOTOPOE MPU PACTBOPEHUH B
ATaHOJIE M CMEIINBAHNUU C 3TAHOJOBBIM pacTBOpoM coisiHoM kucioTsl naet 0.70 r (30.6 % or
TEOpUHU) YUCTOro AMTuApoxjopuaa 6-xjaop-2-3tui-4-((3-(4-(2-merokcudeHnn)nunepasuHmI-
1)mpomnui)amuno)-3(2H)-nupuaasnHoHa.

202-207°C: xak 6emoe KpUCTAITNISCKOE BEIIECTRO;

C 49.4 %; H 6.4 %; Cl (o0mwuit) 21.8 %; CI 14.6 %; N 14.3 %; O 7.7 %.

I[Ipumep A:

Onpenenenue cpojcTBa coeuHeHU popmyIsl 1 k anbda;-aapeHonenTopam.

CxonctBo coequHeHu o6Omel ¢gopmynsl 1 anbda;-agpeHonenTopamMm ONpenesiin 1o
U3BEeCTHOMY Meroay. Ilo 3ToMy MeToay M3MEpsOT KOHKYPEHTHOE BBITECHEHHE HACBIIICHHOTO
TputueM npanosuHa (2-(4-(2-gypoun)-1-nunepazunun)-4-aMuHoO-6,7-1MMETOKCU-XUHA30IMHA)
Ha CepAEYHbIX MeMOpaHax TecT-BellecTBaMu U ompenensioT kKak 1Cso (TopMoxeHHE
koHuentparuu 50 %), Ty KOHIEHTpamuio, KoTopas BbI3bIBacT 50 %-HOe TOpPMOXKECHHE
cieun(UUecKoil CBA3M HACBHIIICHHOTO TPUTHUEM IIpalo3MHa Ha anbda l-agpeHouentopax B
CepICYHBIX MEMOpaHax KphbIC.

N3 1Cso-BeNMYMH ONPEAEIsTA He3aBUCUMBbIE OT KOHIEHTPAIlMU KOHCTAaHThl HHTHOUTOPOB
Ki-aneda.

Pe3ynbTaThl 3THX UCCIe10BaHUNA 0000IIEHBI B CleAyIoIel Tabuie:

KoncTanTtel TopmoxeHus Ha anbda-1-aapeHouenrtope:

2-metui-5-6pom-4-((2-(4-(2-metokcudennn )-nurnepazuHui- 1 )atun)amuno)-3(2H)-
MUPUIa3HHOH

Ki=1.33

2-metui-4-0pom-5((2-(4-(2-mMeTokcupeHII)-TUIepa3suHmI- 1 )3THIT)aMHUHO)-
3(2H) -nupua3zuHOH

Ki=5.88

2-meTui-5-xn0p-4-((2-(4-(2-metokcudenmn)-nunepasuaui- 1 )atun)amuno)-3(2H)-
MUPUIa3HHOH
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Ki=1.51

2-metun-4-x10p-5-((2-(4-(2-meroxcudenmn)nunepasuHui- 1 )atun)amuHo)-3(2H)-
NUPUAA3HHOH

Ki=7.57

2-metun-4-x10p-5-((3-(4-(2-merokcudenmn)-nunepasuaui- 1 )mponwi)amuHo)-3(2H)
-IAPHUIA3WHOH

Ki=322

2-metui-5-xno0p-4-((3-(4-(2-meroxcudenn)-nunepazuiui- 1 )oponwmi)amuHo)-3(2H)
—UPUIa3UHOH

Ki=3.48

2-metun-4-xnop-5-((4-(4-(2-metokcudenun)-nunepazunui- 1 )oytun)amuno)-3(2H)-
MUPUJIA3UHOH

Ki=6.05

2-metun-5-xnop-4-((4-(4-(2-merokcudenun)-nunepazunui- 1 )oytun)amuno)-3(2H)-
NUPUAA3HHOH

Ki = 2 1 5

5-xnop-4-((2-(4-(2-metokcudenun)nunepazunui- 1 )3t )amuno)-3(2H)-
MUPUJIA3UHOH

Ki = 295

2-metun-5-xnop-4-((2-(4-pennnnunepazunui- 1 )atun)amuno)-3(2H)-nupuaasuHon

K;=86.7

2-metun-5-x10p-4-((2-(4-(2-meTokcu-5-meTuineHuIT ) TUnepasuHII- 1 )3THIT)aMUHO)-
3(2H)-nupunazuHoH

Ki=6.01

2-meTui-5-x10p-4-((2-(4-(2-meTokcu-4-meTrinh eHUIT ) TUTIepa3uHIII- | )ITHIT)aMUHO)-
3(2H)-nmupuna3zuHOH

Ki=224

2-metui-5-x10p-4-((2-(4-(2-6en3unokcudeHnn ) munepa3suHui- 1 )aTuia)aMmuHo)-
3(2H)-nupunazuHoH

Ki=2.54

2-meTui-5-x10p-4-((2-(4-(2-oxcudenmn)nunepasuHui- 1 )atun)amuno)-3(2H)-
MUPUJIA3UHOH

Ki = 255

2-metun-5-xnop-4-((2-(4-(2-metundenun)nunepazunui- 1 )3t )amuno)-3(2H)-
NUPUAA3HHOH

Ki=1.21

2-metui-5-x10p-((2-(4-(3-tpudropmeTrnd eI ) munepasuHuI- 1 )3THIT ) aMHHO )-
3(2H)-nmupuna3zuHOH

Ki = 473

2-metui-5-xno0p-4-((2-(4-(2-propdennn)nunepazunui- 1 )atun)amuno)-3(2H)-
NUPUAA3HHOH

Ki=2.51

2-tpet.-0yTui-5-xnop-4-((2-(4-(2-meroxcudenmn)nunepasuaui- 1 )atun)amuno)-3(2H)-
MUPUJIA3UHOH

Ki=422

2-(2-muMeTUIaMUHOATII)- 5-X510p-4-((2-(4-(2-MeToKkcupeHn )Tunepa3suHmiI- 1 )3Tum)
amuHo)-3(2H)-nupunazuHon

Ki=15.8

2-okcudITHI-5-x510p-4-((2-(4-(2-MeTokcudenun ) nunepasuaui- 1 )atun)amuno)-3(2H)-
MUPUJIa3UHOH

Ki=2.42

2-metui-5-xnop-4-(metuin-N-(3-(4-(2-meTokcupeHu ) Tunepa3uHui- 1 )ponui)JaMiuHo)-
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3(2H)-nupuna3zuHoH

Ki = 1 29

2-metui-5-xno0p-4-((3-(4-(2-metundenun)nunepazunui- 1 )mponun)amuHo)-3(2H)-
MTUPUIA3HHOH

Ki=5.34

2-metun-5-xn0p-4-((3-(4-(2-3Toxcu-4-metund eHun ) unepasuHuI- 1 )IpornuiI)aMruHo ) -
3(2H)-nupuna3zuHoH

Ki=4.99

2-metui-5-xn0p-4-((3-(4-(2-metundenun)nunepazunui- 1 )mponun)amuHo)-3(2H)-
MUPUIA3HHOH

Ki=4.45

2-metui-5-xno0p-4-((3-(4-(2-propdennn)nunepazunmi- 1 )nponun)amuno)-3(2H)-
MUPUAA3UHOH

Ki=4.89

4-x710p-5-((2-(4-(2-meToxcudenmn) nunepasuaui- 1 )atun)amuno)-3(2H)-mupuaazuHon

Ki=5.43

2-metun-4-xnop-5-((2-(4-pennnmunepazunui- 1 )atun)amuno)-3(2H)-nupuaazuHon

Ki=4.05

2-metuin-4-x10p-5-((2-(4-(2-meTokcu-4-meTrinh eHUIT ) TUTIepa3suHIII- | )ITHIT)aMUHO)-
3(2H)-nupuna3zuHoH

Ki=314

2-metun-4-xnop-5-(atun-(2-(4-(2-metokcudenun)nunepasuaui- 1 )atun)amuno)-3(2H)-
MUPUAA3UHOH

Ki=6.98

2-meTui-4-xnop-5-(atun-(2-(4-(2-metokcudermn ) nunepasunui- 1 )atun)amuno)-3(2H)-
MTUPUIA3HHOH

Ki=37.1

2-metun-4-xnop-5-((2-(4-(2-sTokcudenun)nunepazunui- 1 )atun)amuno)-3(2H)-
MUPUAA3UHOH

Ki=7.59

2-metui-4-x10p-5-((2-(4-(2-oxcudenmn)nunepasuHui- 1 )atun)amuno)-3(2H)-
MUPUIA3HHOH

Ki=154

2-metun-4-x1o0p-5-((4-(2-(2-oxcu-4-metundennn)nunepazuHui- 1 )atuin)amuno)-3(2H)-
MUPUAA3UHOH

Ki=20.8

2-meTun-4-x10p-5-((2-(4-(2-6en3unokcudeHun ) mumnepasuHui- 1 )3T )aMHuHO ) -
3(2H)-nupuna3zuHoH

Ki = 20

2-metun-4-xno0p-5-((2-(4-(2-metundenun)nunepazunui- 1 )3t )amuno)-3(2H)-
MUPUAA3UHOH

Ki=6.27

2-metun-4-x10p-5-((2-(4-(3-rpudTopmeTrnd eHu ) unepa3uHmI- 1 )3Tun)
amuHo)-3(2H)-nupunazuHon

Ki=94.2

2-metun-4-x10p-5-((2-(4-(2-propdennn)nunepazunui- 1 )atun)amuno)-3(2H)-
MUPUAA3UHOH

Ki=28.2

2-tpet.-0yTuin-4-xnop-5-((2-(4-(2-metoxcudenmn)nunepasuaui- 1 )atun)amuo)-3(2H)-
MTUPUIA3HHOH

Ki = 128

2-(AMMeTUIaMUHOATHI)-4-XJ10p-5-((2-(4-(2-MeTokcudennn ) nunepazuHuiI- 1 )3Tun)
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amuHo)-3(2H)-nupunazuHon

Ki=173

2-okcudTHI-4-x110p-5-((2-(4-(2-MeTokcudermun ) nunepasuaui- 1 )atun)amuno)-3(2H)-
MUPUJIa3UHOH

Ki=10.8

2-penun-4-xaop-5-((2-(4-(2-merokcudennn)nunepazuHui- 1 )atuin)amuno)-3(2H)-
MUPHUIa3UHOH

Ki=4.48

2-metuin-4-xnop-5-(metun-N-((3-(4-(2-meTokcudenun ) nunepazuHui- 1 )Ipomu )aMiuHo )-
3(2H)-nupuna3zuHoH

Ki=3.55

2-metun-4-xno0p-5-((3-(4-(2-oxcu-merundenun)nunepasuHui- 1 )mponuinamuno)-3(2H)-
MUPHUIa3UHOH

Ki=4.33

2-metun-4-x10p-5-((3-(4-(2-3Tokcu-4-meTund eHUIT ) TUNEpa3HHII- | )ITPOTTHIT )aMUHO )-
3(2H)-nupuna3zuHoH

Ki=3.78

2-metun-4-x10p-5-((3-(4-(2-metundenun)nunepazunui- 1 )nponun)amuHo)-3(2H)-
MUPUJIA3UHOH

Ki=314

2-metun-4-x1op-5-((3-(4-(2-propdpenun)nunepazununi- 1 )nponun)  amuHo)  -3(2H)-
MUPUJIA3UHOH

Ki=3238

2-metun-5-((2-(4-(2-meTokcudenun) nunepazuHui-1)3tuin)amuno)-3(2H)-nupunazuHox

Ki=190.0

4-((2-(4-(2-meToxcudenun) nunepazuHmi- 1 )3t )amMuno)-3(2H)-nupuaasuHon

Ki=422

4-((2-(4-(oxcudenun)nunepazunui- 1 )atun)amuno)-3(2H)-nupugazuHon

Ki=84.0

2-metun-4-((2-(4-pennnnunepa-3uHui- 1 )atun)amuno)-3(2H)-nupuiazuHon

Ki=90.3

2-metun-4-((2-(4-(2-meToxkcudenun) nu-nepazuHui-1)stun)amuno)-3(2H)-nupuna3uHon

Ki = 1 5 7

2-metun-4-(atmi-(2-(4-(2-metokcudenun)nunepazunui- 1 )3t )amuno)-3(2H)-
MUPUJIa3UHOH

Ki=68.0

2-metun-4-((2-(4-(2-metokcu-5-metund eHun)nunepasuHui- 1 )atumn)amuno)-3(2H)-
MUPUJIA3UHOH

Ki=73.6

2-metun-4-((2-(4-(2-stokcudennn) nunepazuHui-1)3tuwin)amuno)-3(2H)-nupunazuHon

Ki=13.6

2-metun-4-((2-(4-(2-oxcudenmn) nunepasuHui- 1 )atun)amuno)-3(2H)-nuprunazuHon

Ki=65.5

2-metmi-4-((2-(4-(2-bropdenwn) nmunepazuami- 1 ))atun)amuno)-3(2H)-nmupugazunnon

Ki=214

2-tpet.-0yTun-4-((2-(4-(2-meToxcudenun)nunepasuaui- 1 )atun)amuno)-3(2H)-
MUPUJIa3UHOH

Ki=60.8

2-okcudTn-4-((2-(4-(2-metokcu-henmn)nunepasuHui- 1 )atmn)amuHo)-3(2H)-
MUPUJIA3UHOH

Ki = 1 77

4-((3-(4-(2-meToxkcudenun) nunepazunui- 1 )nponun)amuno)-3(2H)-nupruaazuHon
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Ki=26.1

4-((3-(4-(2-3Toxcudenun) nunepazuHui- 1 )nponun)amuno)-3(2H)-nupugazuHon

Ki=13.0

2-metun-4-((3-(4-(2-metokcudenun) nunepasuHui-1) mpomwi) amuHOo)  -3(2H)-
NUPUAA3HHOH

Ki = 247

2-metun-4-((3-(4-(2-oxcu-4-metundenun ) nunepazuHui- 1 )mpomun)amuno )-3(2H)-
MUPUIa3HHOH

Ki=20.9

2-metun-4-((3-(4-(2-stanon-4-merundenun)nunepasuHui- 1 )mponuit)amuno)-3(2H)-
NUPUAA3HHOH

Ki=13.6

2-metun-4-((3-(4-(2-propdenun) nunepazunmi- 1 )nponui)amuHo)-3(2H)-nmupugazuHon

Ki=30.2

4-((4-(4-(2-metokcudennn) nunepazuHui- 1 )oyTun)amuno)-3(2H)-nmupunaznHon

Ki=4.64

2-metun-4-((4-(4-(2-metoxcudenun) nu-nepazuHui- 1 )oytun)amuno)-3(2H)-
MUPUIa3HHOH

Ki = 1 1 8

2-metun-5-((2-(4-dbennn) nunepasuHui- 1 )atun)amuno)-3(2H)-nupunazuHon

Ki=157.0

2-metun-5-((2-(4-(2-meTokcu-5-metundenun)nunepasuHui- 1 )atumn)amuno)-3(2H)-
NUPUAA3HHOH

Ki=282.6

2-metui-5-(atuin-(2-(4-(2-metokcudenun ) munepazuHui- 1 )3t )amuno)-3(2H)-
MUPUIa3HHOH

Ki=20.6

2-metun-5-((2-(4-(2-stokcudennn) nunepazuHui-1)3tuwin)amuno)-3(2H)-nupunazuHon

Ki=103.0

2-metui-5-((2-(4-(2-oxcudenmn) nunepasuHui- 1 )atun)amuno)-3(2H)-nuprunazuHon

Ki=65.8

2-metun-5-((2-(4-(2-metmndennn) nunepasuHui-1)stun)amuno)-3(2H)-nupunazuHon

Ki=484

2-metun-4-((2-(4-(2-propdennn) nunepasunui- 1 )atmn)amuno)-3(2H)-nupunazuHoxn

Ki=89.4

2-tpet.-0yTun-5-((2-(4-(2-meToxkcudenun)nunepasuaui- 1 )atun)amuno)-3(2H)-
NUPUAA3HHOH

Ki=6.08

2-okcudTI-5-((2-(4-(2-metokcudenun)nunepazuHui- 1 )atun)amuno)-3(2H)-
MUPUIa3HHOH

Ki=128.0

2-pennn-5-((2-(4-(2-meroxcudenmn) nunepasuHui- 1 )atun)amuno)-3(2H)-nupugazuHon

Ki=61.6

2-metun-4-((3-(4-(2-meToxkcudenun) nunepazunui- 1 )nponun)amuHo)-3(2H)-
NUPUAA3HHOH

Ki=40.5

2-metun-5-((3-(4-(2-3tokcu-4-metundeHun ) nunepasuaui- 1 )mponwi)amuHo)-3(2H)-
MUPUIa3HHOH

Ki=233

2-metun-4-((3-(4-(2-metmndennn) nunepazuHui- 1 )nponuin)amMuno)-3(2H)-nupuaasuHon

Ki=493

2-metun-5-((4-(2-meTokcudenun) nunepazunui-1)oyTun)amuno)-3(2H)-nuprugazuHon
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Ki=5.38

2-metun-5-merokcu-4-((2-(4-(2-merokcudennn)nunepazuHui- 1 )3t )amuno)-3(2H)-
NUPUAA3HHOH

Ki=7.83

4-x710p-5-((2-(4-(2-mMeToxcudenmn) nunepasuaui- 1 )atun)amuno)-3(2H)-mupuaazuHon

Ki=5.43

6-x1op-2-metun-4-((3-(4-(2-metokcudenun)nunepazuaui- 1 ) mpomwn)amuno)-3(2H)
-IAPHUIA3UHOH

Ki = 1 10

6-x110p-2-31I1-4-((3-(4-(2-meTokcudennn )-nurnepazuHui- 1 )nponun)amuno)-3(2H)-
NUPUAA3HHOH

Ki=18.0

6-x1op-4-((4-(4-(2-metokcudennn) nunepazuHui-1)0ytun)amuno)-3(2H)-mupugaznHon

Ki=3.34

6-xnop-4-((2-(4-(2-metokcudennn) nmunepazuHui- 1 )atun)amuno)-3(2H)-nupunasuHoH

Ki = 128

2-meTui-6-xno0p-4-((2-(4-(2-metokcudenun)nunepasuHui- 1 ) atun) amuno) -3(2H)-
MUPUJIA3UHOH

Ki=5.63

6-xs10p-4-((2-(4-(2-n3onponokcudenun)nunepazunui- 1) stuwi) amuHo) -3(2H)-
NUPUAA3HHOH

Ki=10.0

6-xnop-4-((3-(4-(2-metokcudenun)nunepazuHui- 1) TIPOITHIT) aMHUHO) -3(2H)-
MUPUJIA3UHOH

Ki = 1 10

6-xs0p-4-((3-(4-(2-metokcu-4-mMetnndeHun)nunepasuaui- 1 )mponwmin)amuHo)-3(2H)-
NUPUAA3HHOH

Ki=7.49

2-metuin-6-x10p-3-((3-(4-(2-3Tokcudenun)nunepasunui- 1 ) mponwn) amuno)-3(2H)-
MUPUJIA3UHOH

Ki = 65

6-x110p-2-0KCcUATHI-4-((3-(4-(2-MeTokcudeHn ) nunepazuHuiI- 1 ) Mpornuia) aMuHoO)-
3(2H) -nupua3zuHOH

Ki = 96

CpaBHUTENBHOE BEILIECTBO:

6-(3-(4-(2-meTokcudenns) nunepazuHuI-1 ))Iponui) aMuHo)-1,3-AMMeTHITY paruil
(Ypanuaun)

Ki=110.0

IIpumep B.

Onpenenenne cpojacTa coenquuenui popmyisl 1 k S-HT-1A-penenropam.

CponctBo coenunenuit obmieit gpopmyner 1 k 5-HT-1A-penentopam ompenensiia 1o
u3BecTHOMY MeTofay. [lo 3ToMy MeTony M3MEpsIOT KOHKYPEHTHOE BBITECHEHHE HACBHIILIEHHOTO
tputueM 8-OH-DPAT (8-okcu-(u-n-nponuiaMuHO)TETpaTIuHO) Ha CepACYHBIX MeMOpaHax
KpBICHI TecT-BeulecTBaMu M omnpenenstoT kak 1Cso (Topmoxkenue konueHTpauuu 50 %), Ty
KOHIIEHTpaluio, KoTopass BbI3bIBaeT 50 %-HOoe TOpPMOXKEHUE CHelU(pUUECKOd  CBS3U
HaceimeHHoro TputueM 8§-OH-DPAT na 5-HT-1A-peuentopax B cepaeuHblx MeMmOpaHax
KPBICHI.

N3 1Csp-BenmuuuH onpeessiiii He3aBUCUMBIE OT KOHIICHTPAIIUA KOHCTAHTHl HHTHOUTOPOB
Ki-anbda u Ki-5 HT-1A B cOOTBETCTBUU C JaHHBIMH.

Pesynbrarhl 3 THX HcCcIeI0BaHUE 0000IIEHBI B CIEIYIONIEH TaOJIHIIe:

Ta6numa 11. Koncrantel Topmoxkenus Ha 5-HT 1 A-perienitope:

2-metun-5-0pom-4-((2-(4-(2-metokcudennn)  nunepasuHui-1)atun) — amuHO)-3(2H)-
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MUPUJIA3UHOH

Ki=16.2

2-metun-4-6pom-5-((2-(4-(2-metokcudenun))munepazunui- 1 )3t )amuno)-3(2H)-
MUPUJIA3UHOH

Ki=33.6

2-metui-5-x10p-4-((2-(4-(2-meroxcudenmn)nunepasuHui- 1 )atun)amuHo)-3(2H)-
MUPUJIa3UHOH

Ki=16.6

2-metui-4-x10p-5-((2-(4-(2-merokcud enmn)nunepa3suHmi- 1 )atun)amuHo)-3(2H)-
MUPUJIA3UHOH

Ki=63.2

2-metun-4-x10p-5-((3-(4-(2-meroxcudenmn)nunepasuHui- 1 )pomnui)amMmuno)-3(2H)-
MUPUJIA3UHOH

Ki=50.7

2-metui-5-x10p-4-((3-(4-(2-metokcudenmn)nunepasuHmi- 1 )pomni )amMmuHo)-3(2H)-
MUPUJIA3UHOH

Ki=1.40

2-metun-5-xn0p-4-((2-(4-(2-meTokcu-5-meTuinheHuIT ) TunepasuHII- 1 )3THIT)aMUHO)-
3(2H)-nupunazuHoH

K;=285.1

2-meTui-5-x10p-4-((2-(4-(2-meTokcu-4-meTrinh eHUIT ) TUTIepa3uHIII- | )ITHIT)aMUHO)-
3(2H)-nmupuna3zuHOH

Ki=126.0

2-metuii-5-xo0p-4-((2-(4-(3-bropmerundennn ) nunepa3suHuiI- 1 )3T )aMIHO )-
3(2H)-nupunazuHoH

K;=18.31

2-metui-5-xn0p-4-((2-(4-(2-propdenun)nunepazunui- 1 )atun)amuno)-3(2H)-
MUPUJIA3UHOH

K;=80.8

2-tpet.-0yTun-5-xnop-4-((2-(4-(2-merokcudenmn)nunepasuHui- 1 )atun)amuno)-3(2H)-
MUPUJIa3UHOH

Ki=945

2-okcudITHI-5-x510p-4-((2-(4-(2-MeTokcudenmn ) nunepasunui- 1 )atun)amuno)-3(2H)-
MUPUJIA3UHOH

Ki = 25 6

4-x710p-5-((2-(4-(2-mMeToxcudenmn) nunepazuaui- 1 )atun)amuno)-3(2H)-nupuaasuHon

Ki = 270

2-metun-4-xnop-5-((2-(4-pennnmnunepazunui- 1 )atun)amuno)-3(2H)-nupuaasuHon

Ki=106.0

2-metun-4-x10p-5-((2-(4-(2-pennn) nunepasunmi- 1 )stwn)amuno)-3(2H)-nupunaznHon

Ki=36.8

2-metun-4-x10p-5-((2-(4-(3-rpudTopmerundeHn ) nunepasuHmI- 1 )3Tun)
amuHo)-3(2H)-nupunazuHoH

Ki=28.5

2-tpet.-0yTuin-4-xnop-5-((2-(4-(2-metoxcudenmn)nunepasuaui- 1 )atun)amuo)-3(2H)-
MUPUJIA3UHOH

Ki=39.4

2-(AMMeTUIaMUHOATHI)-4-XJ10p-5-((2-(4-(2-MeTokcudennn ) nunepazuHuiI- 1 )3Tun)
amuHo)-3(2H)-nupunazuHoH

Ki=118

2-okcudTHI-4-x510p-5-((2-(4-(2-MeTokcudenmn ) nunepasunui- 1 )atun)amuno)-3(2H)-

MUPUJIA3UHOH
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K;=86.3

2-pern-4-xsop-5-((2-(4-(*-metoxcudennn)nunepasuami- 1 o) amuno)-3(2H)-
MUPUIA3UHOH

Ki=75.8

2-metun-5-((2-(4-(2-meTokcudenun) nu-nepazuHui- 1 )atun)amuno)-3(2H)-nupunazuHox

Ki=43.6

2-metun-4-(tui-(2-(4-(2-metokcu-denun ))nunepazuHui- 1 )atun)amuno)-3(2H)-
MUPUIa3HHOH

K;=40.7

2-metun-4- ((2-(4-(2-metokcu-5-metwndenun) nunepazuiui-1) stunamuno) -3(2H)-
MUPUIA3UHOH

Ki=186.0

2-metun-4-((2-(4-(2-oxcudennn) nunepasunui- 1) 3tui) amuno) -3(2H)-nmupugazuHoH

Ki=36.5

2-metun-4-((2-(4-(3-rpudropmerundenmn)-nunepasunui- 1 )atun)amuno)-3(2H)-
MUPUIa3HHOH

Ki=4.56

2-okcuaTHi-4-((2-(4-(2-metokcudennn)nunepazuHui- 1 )atun)amuno)-3(2H)-
MUPUIA3UHOH

Ki=18.2

2-metun-4-  ((3-(4-(2-merokcudenwn) mnunepasuHuia-1) mnpomun) amuno) -3(2H)-
MUPUIa3HHOH

Ki = 159

2-metun-5-(atmi-(2-(4-(2-metokcudenun)nunepazunui- 1 )3t )amuno)-3(2H)-
MUPUIA3UHOH

Ki=24.2

2-tpet.-0yTui-5-((2-(4-(2-meTokcudeHun ) nunepasuHui- 1 )atun)amuno)-3(2H)-
MUPUIa3HHOH

Ki=65.8

2-okcuaTHI-5-((2-(4-(2-metokcudennn)nunepazuHui- 1 )atuin)amuno)-3(2H)-
MUPUIA3UHOH

Ki=55.8

2-metun-4-((3-(4-(2-metokcudennn) nunepasuHui-1) mpomwmn) amuHO)  -3(2H)-
MUPUIa3HHOH

Ki=553

2-metun-5-merokcu-4-((2-(4-(2-merokcudennn)nunepazuHui- 1 )3t )amuno)-3(2H)-
MUPUIA3UHOH

Ki=90.8

4-x710p-5-((2-(4-(2-meToxcudenmn) nunepazuaui- 1 )atun)amuno)-3(2H)-mupuaazuHon

Ki=27.0

6-x10p-2-metui-4-((3-(4-(2-metokcudenwn)nunepasuaui- 1 ymponwi)amuHo)-3(2H)-
MUPUIa3HHOH

Ki=46.6

2-metui-6-x10p-4-((2-(4-(2-meroxcudenmn)nunepasuHui- 1 )atun)amuHo)-3(2H)-
MUPUIA3UHOH

Ki=28.4

CpaBHuTensHOe BemecTBO: 6-(3-(4-(2-MeTokcu(eHI ) TUunepa3suHu- 1 )IpomnuI)aMiuHO)-
1,3-gu-metmnyparut (Y panumau)

Ki=93.1

®opmy.ia nzodpereHust
Crioco6 noxyuyeHus nunepazuHunan-kui-3(2H)-nupuaasuHonos popmyisl 1
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rae R, - Bogopon, dpennn, (Ci-Cs) - anmku1, He3aMEIIEHHBIA WIIN 3aMEIICHHBIA THAPOKCHIIOM WJTH
rpynnoii NR4Rs, B kxotopoii R4y um Rs Moryr ObITh OJMHAKOBBIMM WM Pa3IUYHBIMU U
MIPEACTABIISIIOT BOAOPO/I, METHJI WJIH STUJI, HJIM OKCUTPYIIIIOHN, WK (PEHMII, WU BOJOPO/I;

R, mnu R; - Bomopoa winM rajioreH, nmpuyeM, 1o MeHbLIEH Mepe, oauH u3 R, mimm R;
BOJIOPOI;

R¢ - BOmOpOLI;

B-C;-C, - ankunien;

R; 1 Rg MOTyT OBITH OIMHAKOBBIMY WJIH PA3TUYHBIMU U MPEACTABISAIOT Bogopo uiu Ci-
Cs - anxum;

Z - He3aMEIICHHbIA WM 3aMEIIeHHbIA OJHOKPATHO Wi MHOTOKpaTHO C;-Cs -aiKuiom,
Ci-C¢ - anmkokcH, OCH3WJIOKCH-TPYIIION, TPU(PTOPMETHIIOM, TAIOT€HOM, HUTPOTPYIIION (eHUT
WIH TUPUIWI, WIK UX (apMaleBTUICCKU MPUEMIIEMBIX COJEH, O TIMYaIO M UNHCS TeM, 4TO
coeuHEeHHE GOPMYIThI 2

O

R I_N
| ,
N M

Rs
rre R, R; u R; umeror ykasanHble 3HadeHus, a M 0003HadaeT OTIIEIUIAEMYIO TpyMIly,
MI0JIBEPTalOT B3aUMOJICHCTBUIO C COEUHEHUEM (POpMYIIbI 2

R6 RT RB

|
HN—B—N N—Z

__/

rae Re, B, R7, Rs 1 Z uMeroT ykasaHHble 3HaUEHUs, C BBIICJIICHUEM LIEJIEBOT0 IPOYKTA, I1€ OAUH
n3 octatkoB R, mnm R; mpenctaBisitoT rajaoreH, Wid C JErajJOHJIHpPOBAHUEM W BBIACICHUEM
[[EJIeBOr0 MpoaykKTa, rae R, u Rs - Bogopon, wiu B coenunenuu ¢popmyinsl 1, rae R, o3nagaer
W30MPOTHII, BTOP.OYTHII WK TPET.OyTHII, TPYIITy R OTIIETUISIOT ¢ TOMOIIBIO KUCTOTHI.

OTBETCTBEHHBIN 3a BBIITYCK Horait C.A.

Keipremsnarent, 720021, r. bumkek, yin. Mockosckast, 62, tei.: (312) 68 08 19, 68 16 41, daxc: (312) 68 17 03
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