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O0J1acTh TEXHUKH

JlanHOE M300peTeHne OTHOCHTCS K HOBBIM COEAMHEHMAM, (hapMaleBTHYECKHMM KOMIIO3UIUAM, COAEpIKa-
MM COEIMHEHHS, CII0CO0aM MX MOIYyUYeHHUS, a TAKXKE K IPUMEHEHHIO COCIMHEHNH AT TTOJTyYeHUs! JIEKapCTBEH-
HBIX CPEJICTB, KOTOPbIE BO3/IEHCTBYIOT, B YACTHOCTH, Ha LIEHTPAJILHYIO HEPBHYIO CUCTEMY.

YpoBeHb TeXHUKH

Ha MHorue 3a00s1eBaHys HEHTPAILHON HEPBHOW CUCTEMBI BIIUSIIOT aJIpeHEPTUUECcKHe, I0TaMHUHEPI HYeCKUe
U CEpOTOHEPrHUYecKHe HeHPOTPaHCMUTTEPHBIE CHCTEMBI. Harpumep, cepOTOHMH BOBJICUEH BO MHOTHE 3a0ore-
BaHMS M COCTOSTHHSI, KOTOPbIE 3apO’KAAI0TCs B IICHTPAJIbHOI HEpBHOH cucreme. Heckonbko (hapMaKkoIornieckux
Y TEHETHYECKUX SKCIEPUMEHTOB, BKIIIOYAIOIIMX PEIENTOPhl CEPOTOHMHA, B 3HAUYUTEIbHON CTEIICHH BOBJICKAIOT
noxrun 5-HT,. perentopa B perymupoBanue moriomenus mumu (Obes. Res. 1995, 3, Suppl. 4, 449S-4628S).
Hoxrun 5-HT,, penenTopa TpaHCKPHOMPYETCS M SKCIIPECCUPYETCS B CTPYKTYypax THIIOTaJlaMyca, CBS3aHHBIX C
perynupoBaHueM ammneruTra. beulo mpoxeMoHcTpupoBaHo, 4ro aronuct S5-HT,. peuenrtopa M-xiop-
tdenmnmunepasua (MX®PII), koTopslil UMeeT HeKOTOpoe mpearnoyTeHne no orHomeHno k 5-HT,. penenropy,
CHW)KAET IOIJIOLIEHUE NUILK y MBILIEH, KOTOPbIE 3KCIpeccupyoT HopManbHelid 5-HT,, peuentop, B T0 Bpems
KaK 3TO COCIUHEHHUE TEPSET aKTUBHOCTh y MBIIICH, SKCIIPECCUPYIOIINX MYTHPOBAHHYIO HEAKTHBHYIO (hopMy 5-
HT,. peuenropa (Nature 1995, 374, 542-546). B HegaBHO ONMCAaHHBIX KIMHMUYECKHX 3KCIIEPUMEHTAaX HE3HA4H-
TENbHOE, HO TIOCTOSIHHOE CHIDKEHHE MAcChl TeNa MoTydmn yepes 2 Hepenu jedeHuss MX®II nanueHTos ¢ oxu-
peanem (Psychopharmacology 1997, 133, 309-312). HexaBHO HECKONBKO NPOW3BOJAHBIX HHUppoio[3,2,1-ij]
XMHOJMHA ObUIM MAeHTH(UIMpoBaHbl Kak aroHuctel 5-HT,. peuenropa, ceixektuBHble B oTHOmeHnu S5-HT,,
peuenropa (Isaac M., et al., Bioorg. Med. Chem. Lett. 2000, 10, 919-921). Bruto onmcaHo, YTO COCIMHEHUS
o0ecrieunBaroT HOBBIH MOJX0/ K JICUCHUIO O)KUPEHHS U SIIHIICIICHH.

CHIXeHHe Beca TaKkKe ObUIO ONMHMCAaHO B KIMHWYECKUX HCCIIETOBAHUIX C MPUMEHEHHEM JIPYTHX «CEpPOTO-
HEPTHYECKUX» areHToB (cM., Hampumep, [Drugs 1998, 1, 456-470). Hanpumep, HHTHONTOP MOBTOPHOTO TOTIIO-
wenns 5S-HT ¢diyokcetnH u areHT BbIcBOOOXKAeHHS/MHrHOUTOp noBTOpHOTrO noriomenus 5-HT nexchendmy-
paMuH JAl0T CHUKEHHE BECa B KOHTPOIMPYEMBIX dKcrepuMeHTax. OJHAaKO OKa3bIBAETCS, YTO JOCTYIHBIE B Ha-
CTOsIILIEE BPEMs JIEKAPCTBEHHBIE CPEJCTBA, KOTOPBIE MOBBIIIAIOT CEPOTOHEPTUUECKYIO TPAHCMUCCHIO, OKa3bIBAIOT
TOJILKO YMEPEHHOE M B HEKOTOPBIX CIIy4asX KpaTKOBpEMEHHOE JIeCTBHE HA Maccy Tella.

IMonaratort, uto nmoxrun 5-HT,, perientopa Taxke BoBiaedeH B pacctpoiictBa LIHC, Takue kak nenpeccus u
tpesora (Exp. Opin. Invest. Drugs 1998, 7, 1587-1599; IDrugs 1999, 2, 109-120).

Taxoke nonarator, uro noxrun 5-HT,. penentopa BoBieueH B pacCcTpOHCTBA MOYEHCITYCKaHUS, TAKHE Kak
Henepxkanue moun (IDrugs 1999, 2, 109-120).

CoennHeHHS, KOTOPBIE OKAa3bIBAIOT CENEKTHBHOE JNeiicTBre Ha 5-HT,. perentop, MOTYT UMETh TepareBTH-
YEeCKUi MOTEHIHal B JICYCHUH PAcCTPOWCTB, YKa3aHHBIX BbIe. KOHEYHO, CENEKTHBHOCTD TaK)KE CHIDKACT MO-
TEHIMAIbHbIE TOO0YHBIE 3 PEKTHI, ONOCPETOBAHHBIE IPYTHMH PELEITOPAMU CEPOTOHHHA.

H3BecTHBI ypOBeHb TEXHUKH

B US-A-3253989 onmcano npumeHerre MX®PII B kaduecTBe CHIKAIONIETO AMIEeTUT areHTa.

B EP-A1-863136 onucanbl IPOU3BOIHBIC a3€THINHA U TTUPPOIUANHA, KOTOPHIE SBISIOTCS CEJICKTUBHBIMU
aronucramu 5-HT,. peuenropa, 001agalomumMe aHTHIETIPECCUBHBIM JIEHCTBUEM, U KOTOPBIE MOTYT NPUMEHSTh-
CA JI JICUCHUSA WU HpO(l)l/lIlaKTI/lKI/I CBs3aHHBIX C CCPOTOHUHOM 3360ﬂeBaHPll>lI, BKJIrO4asa paCCTpOI‘/IICTBa IIUTaHUA
Y TPEBOTY.

B EP-A1-330263 onucansl nunepa3uHWIANKWIINPUMUIUHBI B KAUECTBE FUIOTIMKEMUYECKUX areHTOB.

B WO 87/04928 onwucanst 2-(1-nunepa3uHmI)IUPUMUINHGI B KAYECTBE areHTOB JJIS JICYEHHs] HEBPOIIa-
THH.

B EP-A2-226842 onmcaHBI TeTEPOUMKINIECKHE MPON3BOAHBIE |,4-HaTadnHINOHA B KadecTBE aHTHAI-
JEPTUYECKUX M aHTHACTMATHICCKUX areHTOB, BKIIt0Uast 2-(3-0pompenin)-4-( 1 -munepa3uHui ) TApUMHAIHH.

B EP-A-657426 omucaHbl TPUIHUKINYECKHE MPOU3BOAHEIE MUPpoJa, obnanaromue aericteueM Ha 5-HT,,
peLenTop 1 KOTOPbIE, MEXy IPOYMM, MOTYT IPUMEHATHCS AJISI JICUCHUS] PACCTPONCTB IMUTAHUSI.

B EP-A-655440 onucansl 1-aMMHOATHIIMHIONBI, oOIanatontue aeictBueM Ha 5S-HT,. penientop u KoTopbie
MOT'YT MPUMEHSTHCS JUIS JICUEHHS PACCTPONCTB MUTAHMUSL.

B EP-A-572863 omucanbl MUpa3HHOMHIONGI, oOnafaronue aevicteuem Ha S5-HT,. perientop u KOTOphIC
MOT'YT INPUMEHATHCA 1JI JICHCHUS PACCTPOUCTB IMATAHUS.

B J. Med. Chem. 1978, 21, 536-542 u US-A-4081542 onucan psija MUIEpasHHIIIAPA3UHOB, UMEIOIINX
LEHTPAIBHOE CEPOTOHNHMHUMETHYECKOE JICHCTBHE.

B US 4078063 omucaH psj MUATIEPa3HHIITAPUINHOB, 00IaJAIOIIAX CHIKAIONINM aIeTUT ICHCTBAEM.

B J. Med. Chem. 1981, 24, 93-101 omucaH psia MUIIEpasHHIIXHHOKCATHHOB, UMEIOIIUX IICHTPaIbHOE Ce-
POTOHMHMHMETHYECKOE ACHCTBHE.

B ES 514549 onmcano npon3BogHOE MUTNIEpa3iHa, 00IaJarolIee CHIKAIOIINM alllIeTUT IeHCTBHEM.

B EP 370560 omucans 1-[MoHO- win OUC(TpUGTOPMETII)-2-TUPUIAHIII |TUTIEPA3UHBI B KAUECTBE areHTOB
LIEHTPaJILHON HEPBHOI CUCTEMBI.

B J. Med. Chem. 1987, 30, 1794-1798 omnwmcanbsl mpou3BOAHbBIC 2-(4-TeTEPOLUKIMIIHIICPA3HH-1-1a),
BKJItOUast 2-(heHOKCH-4-TUTnIepa3tH- 1 -UANMpPUMHIHH.

B DE 2202385 omnucanbl IPOTUBOMUKPOOHBIE (S-HUTPO-2-ypHiT) TUPUMUAAMHBL U -THAAHA30JIbI, BKIIOYAs
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2-(5-autpo-2-pypuin)-4-(4-mMeTri- 1 -nunepazuHmI) TUPUMUIUH U 2-(5-HUTPO-2-Pyprun)-4-[4-(2-TuAPOKCHITII)-
| -mATIepa3uHWI |TUPUMHTIH.

B J. Med. Chem. 1987, 30, 1210-1214 onucansr N,N-n1u3amMeiieHHble 6-aIKOKCH-2-THPHUANHAMHUHBI B Ka-
YeCTBE IPOTHUBOCYJIOPOXKHBIX areHToB, BKIOYas -(6-METOKCH-2-IMPUAMHUI)IUIEpa3uH, 1-(6-3TokcH-2-
MUPUIUHWI)IHAIIEPa3uH, 1-(6-M30IPONOKCU-2-MTUPUIUHIIT)IHIIEpa3uH, 1-(6-M300yTOKCH-2-IMPUANHIII )TUITe-
pa3uH, 1-(6-IMKIONPONMIMETOKCH-2-TIUPUINHNI)IUIepa3uH, |-(6-IMKIOTeKCHIMETOKCH-2-TIUPUIUHII )ITUIIe-
pasuH u 1-(6-IMKIIOTeKCUITOKCH-2-TTMPUIMHII ) TUTICPa3UH.

B J. Med. Chem. 1989, 32, 1237-1242 onucanb! 6-ankwi-N,N-au3aMeieHHbe 2-TAPUINTHAMAHBI B Kade-
CTBE INPOTHBOCYZOPOXHBIX areHToB, BKIIOYas 1-(6-OyTHUITHO-2-MUPUANHWI)IUIEPa3uH, 1-(6-IUKIOreKCHI-
METHII-2-TIAPUIUHII ) TATIepa3ruH H 1-[6-(2-QeHmITITII)-2-IMPUINHAT | THTIepa3yH.

B JP 07300474 onmcaHbI JIeKapCTBEHHBIE CPEICTBA LIS JICUCHHS 3a00JIeBaHU, CBSI3aHHBIX C CEPOTOHEP-
THYECKUM HEPBOM, BKIOYas 1-(6-(eHOKCH-2-NUpUIUHUI)IUIepasud u  1-[6-(3aMereHHbIe)PeHOKCH-2-
MUPUANHII |IUEepa3suHbl, 1-(6-0eH3WIOKCH-2-TMPUANHWIT)ITUIEepasuH, 1-(6-IUKI00yTHIOKCH-2-TUPUANHII)
nunepasud u 1-(6-IMUKIONEHTHIOKCH-2 -TTUPUIUHILT )TUTICPa3HH.

B EP 580465 onucansl reTepoluKIMYecKie MUIIEPa3uHbl B KayecTBe aroHUCToB 5-HT;, Brutoyast 6-xiop-
2-(3-MeTUINUNEPasUHIIT ) TUPUANH U 6-XI10p-2-(4-MeTWINUIepa3uHIIT ) TUPUIUH.

B WO 00/12475 onucaHsl MpOU3BOIHBIC HHIOJUHA B KauecTBe jurannoB 5-HT,, penentopa u/wmm S-HT,,
peuenTopa, 0cOOEHHO ISl JIE€UESHUS! O>KUPEHUSI.

B WO 00/12510 omucaHbl THPPOIIOMHIOIBI, MTUPUAOUHIONBI ¥ a3€ITHHONH/IOIBI B KAYECTBE arOHUCTOB 5-
HT),. perentopa, 0coOCHHO ISl JICUSHUS O>KUPEHHS.

B WO 00/12482 onmcaHbl MPON3BOIHBIC HHAA30J1a B KAYECTBE CEIIEKTUBHBIX, 00JIAAOINX MPSIMBIM JIeH-
ctBueM Jurannos 5-HT,, penenropa, npenmnoututenbHO aroHuCcToB 5-HT, penentopa, ocobeHHO A IpUMeHe-
HUS B KAUECTBE areHTOB MPOTHUB OKUPEHUSL.

B WO 00/12502 omucanpl THPPOJIOXUHOIMHBI B KadecTBe aroHuctoB 5-HT,. pemenTopa, 0COOCHHO Ist
MIPUMEHEHHNS B KAUeCTBE areHTOB IMPOTHB OKUPEHUS.

B WO 00/35922 omnwucansr 2,3,4,4a-terparuapo-1H-tmpasuno[1,2-a]Jxunokcanud-5(6H)oHbI B KauecTBe
aronuctoB 5-HT,, penienropa, KOTOpble MOTyT IPUMEHSTHCS 1S JICYEHUSI OXKUPEHUSL.

B WO 00/44737 onucansl aMmuHoankuiioenzodypansl B kauectBe aroHucToB 5-HT,. peuenropa, koTtopele
MOT'YT NPUMEHSTHCS JUIS JICUEHHS OXKHPEHUSL.

Jlpyrue coequHeHHMs, ONMCAaHHbIe Kak aroHUcTHl 5-HT,. penentopa, BKIIOYAIOT, HAIIpUMEpP, MHIA30JINII-
MPONIIAMHHEL, Takue Kak ormucanbl B WO 00/12481; uraaz3omnsl, Takue kak onucansl B WO 00/17170; numepa-
3UHWINUAPA3UHEI, Takue Kak onucanbl B WO 00/76984; KOHICHCHPOBAHHBIC C TETEPOIMKIIOM Y-KapOOJIMHbI, Ta-
kue kak onucanel B WO 00/77001, WO 00/77002 u WO 00/77010; 6eH30dypHITUIIepa3uHbl, TAKHE KaK OIUca-
HeI B WO 01/09111 1 WO 01/09123; 6enzodypansl, Takue kak ormucansl B WO 01/09122; 6eHzoTHO(EHEI, Ta-
kue kak onucanbl B 01/09126; aMUHOAIKUINHIA301b1, Takue Kak ornucanbl B WO 98/30548; MHI0IbL, TaKHE KAk
ommrcansl B WO 01/12603; namonuHsl, Takue kak ormucansl B WO 01/12602; nipa3nHo(a3a)WHAONE], TaKHE KakK
orrcanbl B WO 00/44753 1 TPUIMKIIMYIECKHE TTMPPOJIBI MITH IMPa30Jibl, Takue Kak ornucanbl B WO 98/56768.

B WO 96/11920 onucansr IIHC-akTHBHBIC POU3BOAHBIC TUPUIMHAIMOYCBUHEL.

B WO 95/01976 omnucanbl npou3BOJIHbIE HHIOJIMHA, ICHCTBYIOIME B KayecTBe aHTaroHUCToB 5-HT,. u
HMMEIOIUE TIOTEHIIHAIbHOE MPpUMEHeHHe B Jieduenuu paccrpoiicts [THC.

B WO 99/58490 onucansl apuii-ruipoHadTalIMH-aJIKaHAMHHBI, KOTOPbIE MOTYT BJIMSITh HA YACTUUHYIO HJIH
NOJIHYI0 OJ0Kaay ceporoHeprudeckux 5-HT,. perentopos B opraHuszme.

Kpatkoe onucanue nzodoperenust
B cooTtBercTBHM C TaHHBIM N300pETEHUEM TIPEJICTABIEHBI HOBBIE cCoeinHEeHus oomel Gopmysr (1)
.

/
R; Ry
B KOTOpOi1

(i) X 1 Y oba sBistroTes azotoM u Z seisiercs CH, 06pa3ys mpon3BoiHOE Hpa3uHa, WIn
(i1) X u Z o6a sBsroress CH u Y siBsieTcst a30TOM, 00pa3yst MPOU3BOIHOE HPUANHA, WITH
(i) X sBusercs C-CF;, Z sBmsercs CH m Y sBmgercs aszorom, oOpasys mpomsBogHoe 4-TpudTtop-
METHIIHPUANHA, WIH
(iv) Y u Z oba smisrores azotoM u X seisiercs CH, o6pa3ys npousBogHOe MUpUMUANHA, U A€ Ry 1 Ry,
KaX/IbIif HE3aBUCHMO, BRIOMPAIOT U3 TPYIIIBI A, BKIIOYAOIICH
N
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uinn u3 rpynnsl B, Brmovatomeit apui-Ci-Cg-ankui, apui-Ci-Cg-ankokcu, rerepoapuii-Ci-Ce-ankokcu,
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apunokcu-C,-Cg-ankokcu, rerepoapmiiokcu-C,y-Cg-aaKokeH, |-WHIaHMITOKCH, 2-WHIAHWIOKCH, apHIIOKCH, TeTe-
poapuiokcu, apuituo, rerepoapuitno, Cs-Ce-nmkmoankuntio, Cs-Cg-anmkoken, Cs-Cg-amkuntuo, C3-Ce-
ankuHUIokcH, Cs-Cg-ankenmnokcd, (rop-C,-Cy-ankoken, Cy-Cg-riukmoankuinokcn, Cs-Cg-rukmoankuia-Ci-Cy-
aJKokcH, rajoreH, apui-C,-Cy-ankuntuo, rerepoapui-C,-Cy-ankuntuo, apui-C,-Cy-ankuaaMruHO, TeTepoapuil-
C,-C4-ankunaMuHO, TETEPOAPUIT U apUIT;

IIpU YCIIOBUH, YTO

(1) Ry 1 R, pasnuuatorest 1 oqHOBpeMEeHHO 00a He BBIOpaHbI M3 IPYyNIBl A WM Ipymisl B;

(i) ecm popmyna (I) siBisIeTCS NPON3BOIHBIM NUpa3uHa, Ry wim R, omimyHe! ot dpennnrto, GpeHummeru-
THO, (heHmIIa WK (HEeHMUIIa, 3aMEIICHHOTO TaJIOre€HOM;

(iii) Ry B popmyne (I) sBustercs ranoreHoM, 0coOEHHO XJIOpoM, ToibKo eci (1) sBiseTcs mpon3BOAHBIM
MUpa3rHa U ecli R, B TO ke BpeMs SBISETCS 2-MEeTHIITHIIEPAa3HH- | -MIIOM, 2-3THINHATICpa3uH- | -MIIOM WK TpaHC-
2,5-nuMeTHIIHIepasuH- | -uaom;

(iv) eciu popmymna (1) sBisiercst MPOM3BOAHBIM MUpPa3uHa U R siBisieTcst 4-nUnepuaAnHUIoOKCH, Ry oTinuen
OT 3-MUPUAMHUAIMETOKCH, 4-XUHOJIMHUIMETOKCH, 2,4-TMMETOKCHOCH3MIOKCH U 3-(4-ITUPHIMHIII)IPOIIOKCH;

(v) eciim 06a X u Z siBisitoress CH u Y siBnsiercst N B popmyie (I) ¢ oOpazoBanreM Iponu3BOJHOTO TUPUIHU-
Ha, U R; sBnsercs 1-mumepasuHWIOM WK 4-METWINUINEPa3uH-1-mioM, Torna R, omimyeH ot 2-heHundITuIa,
OCH3WIOKCH, OCH3WIAMHHO, (CHUITHO, (eHOKCH, 3amenieHHOTO (eHokcH, C4-Cg-rurmoankunokcu u Cs-Cg-
MUKIOATKHIMETOKCH;

(vi) ecmu X sBisiercss CH u Z u Y 00a sBisirotest a3otom B opmysie (I) ¢ oOpazoBaHueM MpOU3BOIHOTO
mupuanMuHa, U R, sBisercs 1-mumnepasuHmioM, Torna Ry ommyeH ot ¢eHokcH, penwna, wim (eHma, 3ame-
menHoro O6pomom, u Cs-Cg-ankokcn; u ecnu R, sBmsiercss 4-Merwnmunepasus-1-mwioM wim 4-(2-Tuapoxcu-
STHI)IHIIEpa3uH- | -miom, Toraa R, otimmuen ot S-autpo-2-dypuna;

(vii) ecmn X siBstercst CH m Z u 'Y o0a sBisttotest azotoM B dopmyite (I) ¢ oOpazoBaHneM MPOU3BOIHOTO
NUpUMHINHA, U R saBisercs 1-munepasuamiom, Toraa R, otmmyen ot Cs-Cg-aakokeu;

u tae R; seusercas H mwmn C,-Cy-anxuioM, amimioM, 2-THAPOKCHITHIIOM WIH 2-IHAHOATHIIOM WIN TPYII-
IO, 3aIUINAIONIeH a30T WM TPYMIION MpOJIeKapCcTBA, TAKOW Kak aIliil- WIH aJKOKCHKapOOHWIIbHAS TPYIIa,
00pasys pacIieruIIeMyr0 aMUIHYIO M KapOaMaTHYIO CBSI3b;

R; npeanoutruTenbHO ABISAETCS BOJAOPOIOM;

Ry sBnsercs Bogopoaom win Ci-C,-alKuioM, MPeANOYTHTEIBHO BOAOPOAOM, METHIIOM WM 3TUJIOM, OoJiee
MPEIIOYTUTEIILHO BOIOPOIOM WIIH METUIIOM;

U T7e 110001 apWIIbHBIN WM TeTepoaprIIbHBII OCTAaTOK, OJJMH WIIM B COCTaBe Jpyroi rpymmsl, B R wm R,
MOJKET OBITh HE3aBUCHMO 3aMEIICH B OJHOM WK OoJiee MOJOKEHUAX, IPEAMOYTUTETFHO OTHOM WiH ABYX, C;-
Cy-anxunom, C,-Cy-ankokcn, C;-Cy-anxmntno, C,-Cy-atmnom, C,-Cy-ankuncyas(QOoHUIOM, THAHO, HATPO, TH-
pokcu, C,-Cg-amkermnoM, C,-Cg-alIKHHUIOM, (TOPMETHIOM, TPHUPTOPMETHIOM, TPU(PTOPMETOKCH, TaJIOTCHOM,
-N(R5)(Rg), apwiom, apwuiokcu, apwitno, apmi-C,-Cg-amkunom, apuin-C,-Cy-amkenunoMm, apui-C,-Cy-
AQJTKUHWIOM, TETEPOapHUIOM, T'eTePOAPUIIOKCH, TeTepoapwitio win rerepoapmi-Ci-Cy-amkuioMm, apui-C-Cy-
anKokcH, apmiokcu-C,-Cy-amkuioM, auMeTniaaMuHo-C,-C4-aaKoKkeu;

U rJie J000H apuIIbHBIN WM TeTepoaprIIbHbI OCTaTOK B KaYeCTBE 3aMECTHTEIICH Ha apuile WM reTepoa-
puiie, OIMH WK B COCTaBe APYrod rpymmsl, B Ry i R, B CBOIO ouepesib MOKET OBITh 3aMEIICH B OIHOM KJIH
OoJee MOJOKEHUSX, MPEANOUYTUTENBHO OJIHOM, He3aBUCHUMO Ipyr oT apyra, Ci-Cs-amkuioMm, C;-Cs-ankokcu,
TaJIoTeHOM, TPU(PTOPMETHIIOM, [IUAHO, TUAPOKCH W TUMETHIAMUAHO; U

Rs u Rg¢ HEe3aBUCHMO JpyT OT Apyra SBISIOTCS BOAOPOIOM, METHIIOM WIIM 3THJIOM HIIM BMECTE C aTOMOM
a30Ta, K KOTOPOMY OHH TMPHCOCIUHECHBI, 00pa3yIOT MUPPOIUINH, TMHUIIEPa3HH, MOP(OINH, THOMOPGHOIUH WIH
MTUIEPUINH,

1 X (papManeBTHYECKN PUEMIIEMBIE COJIH, THIPATHI, TEOMETPHUECKUE H30MEPHI, TAYyTOMEPHI, ONITHYECKUE M30-
Mepbl, N-OKCHIBI B TIPOJIEKapCTBa.

Ecmm R; sBisercs rpymmoi, 3amumaromeii a3or, R; sBisercs Tper-OyrokcmkapOonmioMm (Tpet-bOK),
OCH3MIIOM WIIH TPUTHIIOM.

Ecnu coenunenust popmysinl (I) MOryT cyliiecTBOBaTh B BUJIE ONTHYECKUX H30MEPOB, IaHHOE N300peTeHUE
BKITIOYAET PAllEMHYCCKHE CMECH, a TAKXKE OTICIbHBIC JHAHTHOMEPHI, KaK TAKOBBIC.

Ecnu coenunenus gopmynsr (I) conepkar rpyrmibl, KOTOpble MOTYT CyLIECTBOBAaTh B TayTOMEPHBIX (op-
MaX, JJaHHOE H300peTCHHE BKIIFOYAIOT TaAyTOMEPHBIC OPMBI COSTUHCHUH, a TAK)KE UX CMECH.

Ecmu coequnaenus ¢popmysl (I) MOTyT CymiecTBOBaTh B BHJIE TEOMETPUICCKIX U30MEPOB, JaHHOE H300pe-
TEHHE BKIIOYAeT TCOMETPUICCKIE U30MEPHI, a TAKIKE X CMECH.

B npyrom acmekte maHHOe HM300peTeHUE TPENCTaBISIET coenuHeHns: popmynsl (I) ams mpuMeHeHus B Te-
panuu.

B eme oxgHOM acriekTe MaHHOTO M300peTEHHs TpeICcTaBlieHa (apMameBTHIeCKas KOMIIO3UI, COoIepiKa-
mas coequnenns: Gpopmynsl (I) B kauecTBe aKTUBHOTO MHTPEIUEHTA, MIPEANOYTHTEILHO BMeCTe ¢ (hapMaleBTH-
YEeCKH MMPUEMIIEMBIM HOCUTENIEM U, TIPH JKEJIAaHUH, APYTUMH (PapMaKOJIIOTHIECKH aKTHBHBIMH ar €HTaMH.

B eme omHOM acmiekTe JaHHOE M300PETEHHE MPEICTABIISET CHOCOO JICUEHHs YeIOBEKa WM KHBOTHOTO,
CTPAJAOIIETO CBSI3aHHBIM C CEPOTOHHHOM PaCCTPOUCTBOM, 0c0OeHHO cBsizaHHBIM ¢ 5-HT,. peuentopom, oco-
OCHHO PACCTPOWCTBOM MHUTAHHS, OCOOCHHO OXXKHUPEHHEM; PACCTPOMCTBOM MaMsTH, MU30(peHHei, paccTpoii-
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CTBaMH HACTPOEHHs, TPEBOTOH, OOJBIO, 3I0YMOTpPeOICHNEM IMpernapaTaMy, MOJOBBIMH PACCTPONCTBAMH, SIIH-
JIENICUEN U pacCTpOMCTBAMH MOUYEUCITYCKaHUSI.

Jpyrum acmekToM JaHHOTO M300peTeHus SABISIETCS MpUMeHeHue coennHeHnid ¢opmynsl (1) ams momyde-
HUS JIEKAPCTBEHHOT'O CPEJCTBA JJIsl JICUSHHsI CBA3aHHOTO C CEPOTOHUHOM 3a00J1eBaHMs, 0COOEHHO CBS3aHHOTO C
5-HT),, peuentopom, 0COOCHHO pacCTPONCTBA MUTAHMSI, OCOOCHHO 0KUPEHUS; PACCTPOMCTBA AMSITH, IU30(hpe-
HHUH, PAacCTPOMCTBA HACTPOEHMUS, TPEBOTH, OOJIH, 3JI0YNOTpPEOIEeHHs JIEeKApCTBEHHBIMU CPEICTBAMH, IOJOBBIX
PaccTpONCTB, MUICTICUHN U PACCTPONUCTB MOYEUCITYCKAHUSL.

Haxonen, aciekToM JaHHOTO M300peTeHHs SIBISIETCSl criocod MoaynupoBanus ¢yHkimu 5-HT,. penento-
pa.

IToapo6Hoe onucanue U300peTeHus

CornacHo TaHHOMY W300peTeHUI0 pa3padoTaH KIIacC HOBBIX COSAWHEHHN, KOTOpPHIE CBs3bIBAIOTCA ¢ S-HT),
penentopoM (arOHUCTHI M AHTATOHKCTHI) U KOTOPBIE IMO3TOMY MOTYT HPHUMEHSATHCS AJIS JICUCHUS CBA3AHHBIX C
CEpPOTOHMHOM 3a00JIeBaHUH.

CHagana OOBSCHAIOTCS Pa3TUYHBIC TEPMUHBI, IPUMEHSIEMbIE, OTIENbHO WIN B COUYETAHWHU, B YKa3aHHBIX
BBIIIIC ONPEACIACHUAX COCTUHCHUH, nMeroIuX o0yt dhopmyy (I).

[Mox «rerepoaToMOM» MOHUMAIOT a30T, KMCIOPOJ, CEPY M B TETEPOLMKIMYECKUX KOJIbLAX (BKIIOYas rere-
pOapoMaTHYECKUE U HACHIILIEHHbIE K YACTUYHO HACKHIICHHBIE FETEPOLIMKINYECKHE KOJIbLIA) TAKKE CEJICH.

TepMuH «apuin» BKIIOYAET apoMaTHYECKHe KOJbla (MOHOIMKINYECKHE WM OUIMKINYECKUE), MMEIOIHe
oT 6 1o 10 aroMoB yrieposa B Kojblie, Takue Kak QeHwt, 1-Haptun un 2-Hadrun, 1,2,3,4-rerparuaponadrun
(Mo>xeT OBITH MPUCOETMHEH K OCTaTKy MOJIEKYJIBI Yepe3 aToM yIJiepojia B JII0OOM KOJIBIE) ¥ WHIAHWIT (MOXKET
OBITH MIPHICOEINHEH K OCTATKy MOJICKYJIBI Uepe3 aTOM yTIIepoa B JIFOOOM KOJIBIIE).

TepMuH «reTepoapriny BKIIOYAaeT MOHO- WIH OUIIUKIHYECKYI0 apOMATHIECKYI0 CHCTEMY KOJEIl, TAe HO0C-
TATOYHO, YTOOBI TOJIEKO OJHO KOJIBIIO OBUIO apOMATHIECCKUM, U KOTOPast MOXET OBITh NMPHCOSINHEHA K OCTATKy
MOJIEKYJIBI Yepe3 aToM YTJIepo/ia WK a30Ta B IF0OOM KoJblie, M uMeromas ot 5 1o 10 atTomoB B Koutblie (MOHO-
WK OUIIUKIMYECKOM), B KOTOPOil 0O/1WH iTH 0oJiee aTOMOB KOJIbIIa OTJIMYHEI OT YTIEPOIa, U MOTYT OBITH a30TOM,
Cepoii, KUCIOPOIOM U celeHOM. [IpuMephl TakuX reTepoapuiIbHBIX KOJIEI BKIIOYAIOT MUPPOI, UMHIA30]I, THO-
¢en, ¢pypaH, THA30J1, U30THA30JI, THAANA30J1, OKCA30JI, U30KCA30JI, OKCAIUa30JI, HIUPUIHH, TUPA3UH, TUPUMHUIMH,
MUPHIA3HMH, TUPA30J, TPHA30Jl, TETPA30JI, XPOMaH, U30XPOMaH, KyMapuH, XUHOJIUH, XUHOKCAJINH, U30XHHOJIMH,
(hrayna3uH, IMHHOIKMH, XUHA30JIMH, WHO0J, U30MH/I0J, WHIOJIWH, W30HMHIOINH, OeH30THO(CH, OeH30bypaH, 2,3-
muruapobenzodypan, wuzobeHsodypan, OeHzokcazon, 2,1,3-OeHzokcaguazon, Oensoruazon, 2,1,3-Oenzo-
THaanasol, 2,1,3-6eH3oceneHanna3on, OSH3MMHIA30J1, HHAA30:1, 2,3-muruapo-1,4-06en3oanokcus, 1,3-6eH30/10-
okcodn, 1,2,3,4-terparuapoxunonuH, 3,4-quruapo-2H-1,4-6en3okcasus, 1,5-sadtupunny, 1,8-madrupunus, 3,4-
muruapo-2H-mupuno[3,2-b]-1,4-okcazun u 2,3-aurunpo-1,4-6enzokcatund. Eciam OMIMKIMYECKOE apHITbHOE
WIIH TETEPOAPMIIbHOE KOJIBIO 3aMEIIEHO, OHO MOYKET OBITh 3aMEIICHO B TFOOOM KOJIBIIE.

[pumepom apmi-C,-Ce-ankuna, B KOTOPOM aNKHIbHAS YaCTh TPYIIIBI MOXKET OBITH MPSMON M Pa3BETB-
JICHHOM, sBjIsieTcst OeH3ui, 2-heHmaTuin, 3-¢ermwi- 1-mpomm, 1-berunatun, 1-heHmI-2-mponui u mogo0HsIe.

[Ipumepom apni-Ci-Cg-aIKOKCH, B KOTOPOM aJKMIIbHAS 9aCTh TPYIIIBI MOKET OBITh MPSIMON MIIM Pa3BETB-
JICHHOH, siBsieTcsl OeH3MIIOKCH, 2-HadTHIMETOKCH, 2-QeHmIIToKeH, 3-genm-1-nponokey, 1-peHmnToken, 1-
(enmn-2-nponokcu, 2-¢peHun- 1 -nponokcH u noro0HbIe.

[Mpumepom apunokcu-C,-Cg-aiKoKcH, B KOTOPOM aJIKHJIbHAsI 4aCTh IPYIIIBI MOXKET OBITh ITPSIMOW WITH pa3-
BETBJICHHOH, sBisieTcss  2-(heHOkcmaTOKCH, 2-(1-Hadrumokcm)sTokew, 3-(2-HadTHinokcw)-1-nponokeu, 3-
(henokcu- 1 -nporokcy, 4-penokcu-1-0yTokcu, S-PpeHokcu-1-meHToKCH, 1-PEHOKCH-2-ITPONOKCH U ITOTOOHBIE.

[Mpumepom Cs;-Cg-tiuxmnoankni-C;-C4-aJIKOKCH, B KOTOPOM JIKHJIbHAS 9acTh I'PYIIIBEI MOXKET OBITh IPSIMOM
WIA Pa3BETBICHHOH, SBISCTCSA IMKIOMPOIMIMETOKCH, IHKIOMEHTHIMETOKCH, 2-IUKIOTeKCHIITOKCH, |-
IUKJIOT€KCIIITOKCH, |-IIHKIIOMPOIMIATOKCH, 1-IIMKIIO0YTHIISTOKCH U TTOTOOHBIE.

[pumepom rerepoapui-C,-Cy-ankmnaMuHO sBIsAeTCA 2-(2-THPUANHII)ITHIAMAHO, 3-THPUAHHAIMETIII-
aMUHO, 2-(2-THeHWT)dTIIIaMUHO, 2-(1H-uH101-3-11)3THIIaMiHO U TIOA00HbIE.

[Tpumepsr rerepoapmitokcn-C,-Ce-amKoKCH BKITIOYAIOT 2-(8-XHMHOJIMHUIOKCH)ITOKCH, 2-(3-TTUpHUIUHIII-
OKCH )3TOKCH, 3-(8-XHMHOJIMHUIOKCH )TPOTIOKCH U TIOJOOHBIE.

IIpumepsr  C;-Cg-aNKMHUIOKCH BKIIIOYAIOT MPOMAPTMIIOKCH, |-TEeKCHHWIOKCH, 2-T€KCHHMIIOKCH, 3-
OyTHHHIIOKCH, 3-IIECHTHHUIIOKCH U TIOZOOHBIE.

Cs5-Cg-aJIKOKCH MOJKET OBITh ITPSAMON MM pa3BeTBICHHOH. [IpuMepsl alTkOKCHTPYIIT BKIIIOYAIOT TEHTHIIOK-
CH, M30NIEHTHIIOKCH, TEKCHIIOKCH M N30T €KCUIIOKCH.

I"anoren Bkirouaet Grop, XJI0p WIK OPOM.

Tawm, rae BrIIIe yKa3zaHO YTO apWIIBHBIC U TeTePOAPUIBHBIE OCTATKA MOTYT OBITh 3aMEIIEHBI (B OHOM HJIH
0oJee MONIOKEHHSX ), ’TO OTHOCUTCS KaK K apuily B T€TepOapuily KaK TaKOBBIM, TaK U K JIFOOBIM 00bEIMHEHHBIM
TpyTIaM, COAEPKAIIM apWIIbHBIC WA TeTEepOapHIIbHBIE OCTAaTKH, TAKUM Kak reTepoapiiiokch-C,-Cq-akoKkcH,
retepoapuiiokcu u apui-Ci-Cg-aTIKOKCH, U T.JI.

Tepmun «N-OKCHABD) 03HAYAET, YTO OIMH WIH 0OJE€ aTOMOB a30Ta, €CIH MPHCYTCTBYET B COCITUHEHUH,
umeet popmy N-okcuna (N—O).

TepMmuH «mpoJiekapcTBay O3HavaeT (HapMaKOIOTHUECKH MPUEMIIEMOE MPOMU3BOIHOE, TAKOE KaK KapOaMar
WIIH aMHJI, TAE TaKoe MPOM3BOIHOE OnoTpaHcHopMUpyeTcss B OpraHu3Me ¢ 00pa3oBaHHEM aKTUBHOTO JIEKapCTBA.
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Ccpuika nana mo Goodman and Gilman's, the Pharmacological basis of Therapeutics, 8" ed., McGraw-Hill, Int.
Ed. 1992, "Biotransformation of Drugs", p. 13-15.

«DapMaleBTHYECKU MPUEMIIEMOES» 03HAUYAeT, YTO COEJAMHEHUE MOXKET MPUMEHSTHCS [UIsl MOydeHus ¢ap-
MAallCBTUYCCKUX KOMHOSHHHﬁ, KOTOpPbIC B OCHOBHOM 6630HaCHbl, HE TOKCHUYHbI U HC HEKEJIAaTCJIbHbI HU 6I/IOJ'IO-
T'MYCCKU, HU KaKI/lM-J'Il/I6O Apyrum o6pa30M 1 MOT'YT MIPUMEHATHCA KaK B BETCpUHAPHU, TaK U B MEAULIMHE.

«DapMareBTHYCCKH IPUEMIIEMasi COJIbY» OTHOCUTCS K COJIH, KOTOpasl SBISCTCS (papMalleBTUYCCKH TPUEM-
JEMON W KOTopas 00JajaeT KelaeMbIM (HapMaKOJIOTHYECKHM JeHCTBHEM. Takue COJM BKITFOYAOT KHCJIOTHO-
AJTATHBHBIC COJI, TOJYYCHHBIC C OPTAaHWYCCKHUMHU U HECOPTaHMYSCKUMH KUCIOTAMH, TAKHMHU KaK XJIOPOBOJIO-
pol, 6pOMOBOIOPOT, HOIOBOAOPOJ, CepHAS KUCIIOTA, (PochOpHAs KUCIIOTa, YKCYCHAS KHCIOTA, TIHUKOJICBas KU-
CJIOTa, MAJICMHOBAs KHUCJIOTA, MAJIOHOBAsI KHUCIIOTA, IABENeBas KUCIOTA, TOMYOJICYIb(OKUCIOTa, METAHCYIb(O-
Kuciota, pymapoBasi KHCIOTa, SHTapHAsl KUCIOTA, BUHHAS KUCIOTA, TMMOHHAs KHCJIOTa, OCH30WHAs KHCIOTa,
acKopOMHOBAs KMCJIOTa U MOA00OHbIE.

[peanoyTUTeNHHBIMU BAPUAHTAMH JAHHOTO NU300PETESHUSI SIBIISIIOTCSL:

coenunenune Gpopmyisl (1), B kotopom X un Y o0a siBisitorest a3otoM u Z siisiercss CH, oOpasyromiee mpo-
M3BOJIHOC MTUPA3KHA,

coemunenue popmyisl (I), B kotopom Y u Z 06a siBisitorest azotoMm u X siisiercs: CH, o6pasyromiee npo-
N3BOJHOC NMPUMUANHA,

coenunenue Gopmynsl (1), B kotopom R, nim R, BeiOupator u3

ey \'_
POENE
I ! _0

u rje R sBiseTcs BoAopo1om;
coequaenue Gopmyis (1), B kotopom R, nnm R, Be1buparor u3

R, R
N _“\CHS N
Peges

u rae R; sBisiercst Bogopoaom u Ry BEIOMparoT U3 BOOPOAA, HIM METHIIA, WIH ATHIIA;
coenunenue Gopmynsi (1), B kotopom R nim R, siBnsiercs

R,
N

[ F=,
T

u rae R; sBisercs BogopomoM u Ry BEIOHpArOT U3 BOIOPOIA, MIIM METHIIA, FUTH STHIIA; 1

coequaenue Gopmys (1), B kotopom R, nnm R, Beibuparor u3
H

H
L]
) C
N Nl“‘c
t |
B npyrom npeanodtuTensHOM BapraHTe coeanHeHus popmydbl (1) BEIOMparoT U3 coeANHEHUH, B KOTOPBIX
X u'Y ob0a sBistrorest a3oToM U Z siBisiercst CH, naronux npousBoaHsle nupasuHa popmyist (11)

AN
Rz/[N/j\Nk/ )

N\Ra

B KOTOpOMt

R, u R; Takue, xak onpeneneHo BbIIlE, T/€ 000 apUiIbHBIM WIH TeTePOaAPUIbHBIN 0CTaTOK, OJWH WIA B
cocTaBe Jpyrou rpymisl, B R, B CBOIO ouYepeib MOXKET OBITh 3aMEIlleH B OJHOM WIIA 00Jiee MOJOXKCHHUSX, TIPE-
MOYTUTENIBHO OJTHOM WJIM JIBYX, He3aBUCUMO ApyT OT npyra, C;-Cy-ankumiom, C;-Cy-ankokcu, C;-Cy-ankunTmo,
Cy-Cy-atmnom, Ci-Cy-ankmincynbGoHuIoM, uano, HATPO, TuApokcH, C,-Cg-ankeHmnoMm, C,-Cg-aaKuHIIOM,
¢dropmerniiom, TpudTopMeTHiIoM, TpudTopMmerokcu, ramoreHoM, -N(Rs)(Rg), apuiom, apuiokcw, apuiTHo,
apmi-C,-Cy-ankunoMm, apmi-C,-Cy-anmkeHunom, apmi-C,-Cy-allKHHIIOM, TeTepOapuiIioM, TeTepOapruiIoKCH, reTe-
poapunTro wiu rerepoapui-C,-Cy-ankumom, apui-C,-Cy-ankoken, apuinokc-C-C -aNnKuioM, JUMETHIaMIHO-
C,-Cy-ankoken; rae 000 apuiIbHBIA WM TeTepPOapWIIBHBIA OCTATOK 3aMECTHTENS apwuja WM TeTepoapuia,
OJIMH WJIM B COCTaBe APYTod Ipymiibl, B R, B CBOIO ouepens MOXKeT OBITh 3aMeIIeH B OJHOM HJIN OoJiee MOJI0XKe-
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HUSX, IPEATIOYTUTEIHFHO OJHOM WIIH ABYX, HE3aBUCHMO JIpyT oT apyra, Ci-C,-ankuiom, C;-Cs-aaKokcu, rajore-
HOM, TPU(PTOPMETHIIOM, IIHAHO, THAPOKCH WIHA AUMETIIIAMIHO;

Rs u R¢ Takue, kak onpeeseHs! BhILIE; U

R; sBnsiercst Bomopoaom miu C-Cy-amkunom.

Jpyrum acriekToM H300peTeHHS SBJISICTCS COCTUHECHUE JIFO00H M3 MPE/CTABICHHBIX BBIIIC (POPMYII, B KO-
TOpOM R3 ABJIACTCA BOAOPOAOM; UM B KOTOPOM R7 ABJIACTCA BOAOPOAOM, MECTHUJIOM HJIK 3TUJIOM; UJIK B KOTOPOM
R; siBISI€TCS METHIIOM U IPUCOEANHEH B T0JIoKeHNH C2 MUIepa3snHOBOIO KOJIbIA; MM B KOTOPOM R siBisiercst
BOJIOPO/IOM.

B dopmyne (II) R; npeanodyrnTensHo sABIsSETCS BOXOPOAOM M R; PENNOYTHUTENBHO SIBISIETCS. BOJIOPOAOM
mmn C-Cy-ankminom. Ecimu R; sBisercs C,-Cy-anxumom, oH Hanbolee PeIoYTHTENEHO 3aMEIICH B MOJIOKCHUN
2 MHTIEPa3HHOBOTO KOJBIIA. R;7 Hanboiree MpeImoYTUTENEHO ABISETCS BOIOPOIOM HITH METHIIOM.

[Ipennoururensusie coeanHeHns oomen popmynsl (I) BkIogaoT:

(1) 2-(6en3unoxcn)-6-(1-nunepa3uHuI ) IMPa3uH,

(2) 2-[(2-meTokcuben3un )okcu|-6-( 1 -munepa3uHm ) TUpa3HH,

(3) 2-[(3-meTokcnbeH3mn)okcu|-6-(1-nunepasuHUI ) IMpas3uH,

(4) 2-[(3,5-nudropdbensun)okcu]-6-( 1 -nunepa3uHmuI) IUpasmH,

(5) 2-(1-nadTunmeroxcn)-6-(1-nunepa3uHUI ) IUPa3UH,

(6) 2-(1-pennmaToKCH)-6-( 1 -NTHNIEpa3MHII ) TUPa3HH,

(7) 2-[1-(3-propdennn)arokcn]-6-(1-munepasnHu) MupasuH,

(8) 2-[1-(2-meTokcudenun)3Tokcu|-6-( 1 -nunepazuHmI) IUpas3yH,

(9) 2-(3,4-murunpo-2H-xpomeH-4-unokcn )-6-( 1 -mumnepa3uHm ) TupasuH,

(10) 2-(2-pernmaToKCH)-6-( 1 -TUTIEpa3HHILT ) TUPA3HH,

(11) 2-[(2-henoxcuben3mn)okcH |-6-( 1 -numepa3mHI ) TUpasnH,

(12) 2-[2-(3-xsopdenmn)aTokcu]-6-( 1-nunepa3suHuI) IupasuH,

(13) 2-[2-(2-meTokcHheHT)ITOKCH |-6-( 1 -uepa3uHWI) TUPa3uH,

(14) 2-[2-(3-meTokcrheHnT)ITOKCH |-6-( 1 -unepa3uHI) TUpa3uH,

(15) 2-[2-(4-merokcudennn)aTokcu |-6-(1-nunepasuHu ) Iupasu-,

(16) 2-[2-(2,5-aumerokcuernn)aTokcu |-6-(1-nunepasuHuI ) IupasuH,

(17) 2-[(2-bennmaTn)cyabdanmn]-6-( 1 -nunepa3uHuI) IUpasyH,

(18) 2-[(5-¢Top-2-meTokcnbensmn)okcu|-6-( 1 -munepasuHuI) IMpasux,

(19) 2-[(3-umano6eH3m ) okcH | -6-( 1 -IHuIepa3uHIT ) TUPa3UH,

(20) 2-[(2-xmopben3uin)cynbhanmi |-6-( 1 -numepa3uHII ) TUpasuH,

(21) 2-[2-(4-mumeTnmaMuHO () EHIT)3TOKCH |-6-( | -IATIepa3snHIT ) THPa3H,

(22) 2-[2-(1H-unpmo0N-3-11)3TOKCH |-6-( 1 -MTMTIepa3nHII )Iupa3uH,

(23) 2-[2-(1H-urmO0- 1 -111)3TOKCH |-6-( | -MUTIepa3uHWIT )T pa3uH,

(24) 4-(6en3unoxcu)-2-(1-nmunepasuHI) TUPUMHAIIH,

(25) 4-[(2-meToxcubeH3mT)oKCcH |-2-( 1 -munepa3uHuI ) TAPUMHIH,

(26) 2-{[3-(6en3nnokcu)oeH3m |okc } -4-( 1 -nunepasuHuI ) TMPUMUINH,

(27) 2-6en3nn-6-(1-nunepa3uHuI)IUpasyH,

(28) 2-[(3,5-numeTokcuOeH3MIT)oKCH | -6-( 1 -unepa3uHuI ) IUpa3yH,

(29) 1-[6-(Oen3nnoKcH)-2-NUpasuHMII |-2-MeTHIIITUIIEPA3HH,

(30) 1-[6-(Oen3nmoKCH)-2-NMpa3sHHII |-2-3 THIIITUIIEPA3HH,

(31) 1-[6-(Oen3nmoKCH)-2-NMpasuHUI |-TpaHc-2,5- TMMETHIIIHIIepa3yH,

(32) 2-[2-(2-¢propdenmn)rTokcu]-6-( 1 -munepa3uHII ) TUPa3UH,

(33) 2-(2,3-gurunpo- 1 H-uaneH- 1 -unmmetokcen )-6-( 1 -mumepa3mHm ) TupasuH,

(34) 2-(4-peroxcnbyTOKCH)-6-( 1 -NIHMIIepa3HHNIT ) TUPA3HH,

(35) 2-[(5-benokcumneHTHI)OKCH |-6-( 1 -TIMITEpa3sMHIIT ) TUPA3HH,

(36) 2-[(2,5-numeToKCcMOEH3MIT)OKCH |-6-( 1 -IUITepa3uHuII ) TMpa3uH,

(37) 2-{[2-(2-pennmaTin)oeH3mI|oKCH } -6-( 1 -THUIIepa3HHIII ) TUPA3HH,

(38) (2R)-1-[6-(OeH3MIOKCH)-2-TUPA3HHIII |-2-METUIIITUIIEPA3HH,

(39) 2-[2-(2,6-nudropdeHokcu)aTokcu]-6-(1-nunepasuHmI) IUpas3uH,

(40) 2-[2-(2-nadTriokcn )3ToKCH|-6-( 1 -UIIepa3uHIIT) IUPa3HH,

(41) 2-(1-meTun-2-heHnIsTOKCH)-6-( 1 -Unepa3uHmI ) IUpas3yH,

(42) 2-{[2-(heHoKCcHMeTHIT)OeH3MIT JOKCH | -6-( 1 -TTMIIepa3HHIIT ) TUPaA3UH,

(43) 2-[(5-¢rop-2-MeToKCHOSH3MIT)OKCH |-6-( | -TuTepa3uHII ) T pa3HH,

(44) 2-[(2,5-mudTopOen3mn)okcu |-6-( 1 -mumnepa3uHm ) I pa3wH,

(45) 2-[(2-propbenzmn)okcu]-6-(1-munepasuHuIT ) IIpa3uH,

(46) 2-(6enso[b]tHoheH-3-mamMeTokcH)-6-( 1-nmunepasuHuI ) IupasuH,

(47) 2-[2-(5-meTun-2-heHmIokca3on-4-mi)3Tokcn |-6-( 1 -munepasuHu ) TUpas3yH,

(48) 2-[1-(2,6-mudTopdenun)rTokcu]-6-( 1 -munepasuHU ) TUPA3HH,

(49) 2-(2-nadTanuH-2-1IITOKCH)-6-( 1 -IUIIepa3UHIIT) TUPA3HH,

(50) 2-[3-(nadranmn-2-unokcu )nponokcu|-6-(1-nunepasuHuI ) IupasuH,
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(51) 2-[2-(7-meTokcrHAD TATHH-2-HIOKCH )3TOKCH |-6-( 1 -Tirmepa3uHuI ) Tpas3uH,

(52) 2-[5-(4-xmopdenmn)-2-meTmndypas-3-uIMeToKcH |-6-( 1 -munepasuHu ) Tupa3yH,

(53) 2-(1H-unmoa-4-1MIMETOKCH )-6-( 1 -TIMIIepasMHMII) TUPA3KH, U UX (apMaleBTHIECKH MPHEMIICMbIC COJIH
Y COJIbBATBI; U

(1) 2-(6en3unokcu)-6-(1-nunepasuHmI)IUPa3KH,

(2) 2-[(2-meTokcnbeH3mn)okcu |-6-( 1 -nunepa3uHUI ) IMpas3uH,

(3) 2-[(3-meTokcnbensmn)okcu|-6-( 1 -nunepasuHuI ) IUpas3nH,

(4) 2-[(3,5-mudropbensum)okcu]-6-( 1 -nunepa3uHuI ) IMpasyH,

(5) 2-(1-nadTunmeroxcn)-6-(1-nunepasuHUI ) IUpPa3UH,

(6) 2-(1-hermmTOKCH )-6-( 1 -TIEITIEpa3HHIIT ) TUPA3HH,

(7) 2-[1-(3-dTOopdennn)aTokcu|-6-( 1 -mumepa3uHIIT ) THpa3HH,

(8) 2-[1-(2-meTokcudpeHnT)3TOKCH |-6-( 1 -TUIIepa3HHII ) THPA3KH,

(9) 2-(3,4-murunpo-2H-xpomeH-4-m1okcn )-6-( 1 -munepasuHu ) IupasuH,

(10) 2-(2-dpennnaTorcn)-6-(1-MuepasuHI ) IUPa3HH,

(11) 2-[(2-henokcubensmin)okcu |-6-(1-nunepasnHuI ) TMpasuH,

(12) 2-{[3-(6en3nnoKcH)OeH3MI |oKCH } -6-( 1-ITUnepa3nHII ) TUpa3uH,

(13) 2-[2-(3-xnopdenun)sTokcu]-6-(1-nunepasuHmI ) IUpasuH,

(14) 2-[2-(2-meTokcudennin)aToken |-6-(1-nmunepasuHun ) nmupasu,

(15) 2-[2-(3-meTokcudennn)atoken |-6-(1-nunepasuHun ) mupasu,

(16) 2-[2-(4-meToxcudennin)aToke |-6-(1-nmunepasuHun ) mupasu,

(17) 2-[2-(2,5-mumeTokcueHmT)ITOKCH |-6-( | -Trmepa3uHmI ) TUpasyH,

(18) 2-[(2-bermmyTrn)cymbhanm |-6-( 1 -numepa3uHmI ) THpasyH,

(19) 2-[(5-¢rop-2-MeTokcHOEH3MIT)OKCH |-6-( | -TUTIepa3uHI ) THpa3HH,

(20) 2-[(3-unanoben3m)okcu|-6-( 1 -munepa3uHIT ) THpa3vH,

(21) 2-[(2-xnop6en3ui)cynbhanui]-6-( 1 -nunepa3uHmI) IUpas3uH,

(22) 2-[2-(4-mumeTrTaMuHODEH I )ITOKCH |-6-( 1 -MUIIepasHHII ) TUPa3HH,

(23) 2-[2-(1H-unnon-3-un)atokcu]-6-(1-nunepasuHuI) IMpasuH,

(24) 2-[2-(1H-unnon-1-un)srokcu]-6-(1-nunepasuHuI) IMpasuH,

(25) 4-(6ensunokcn)-2-(1-nunepa3uHUI ) TUPUMUANH,

(26) 4-[(2-meToxcuben3mT)okcH|-2-( 1 -nunepasuHII) IUPUMHUINH,

(27) 2-{[3-(6en3nnokcu)deH3m | okcH } -4-( 1 -nunepasuHUI ) TMPUMUANH,

(28) 2-6en3mi-6-(1 -nImmepa3uHIT ) THPa3yH,

(29) 2-[(3,5-mumeToxcrbOeH3mIT)oKCH |-6-( | -TUTepa3uHII ) TUpa3wH,

(30) 1-[6-(Oen3mmOKCH)-2-TTHPA3HHAI | -2 -METHIIIHIIEPA3HH,

U uX (hapMaleBTHYECKU IPHEMIIEMbIE COJIM M COJIbBATHI.

Kak ormedeHo BBIIE, COENMHEHNS B COOTBETCTBHH C JAHHBIM H300pETCHHEM MPUMEHSIOT JJIS JICUYCHHS
(BxiTrOUas MPOGUIAKTHKY) CBA3aHHBIX C CEPOTOHMHOM PacCTPOMCTB, 0cobeHHO cBs3aHHBIX ¢ 5-HT,. pemento-
POM, y UeJIOBEKa WIIM )KUBOTHOTO (BKJIIOYAs, HAIPUMED, JIOMAIIHUX JKUBOTHBIX ), TAKMX KaK PacCTPOMCTBA MUTa-
HHSL, OCOOCHHO O)KMPEHHE; PacCTPOKCTBA NMaMsTH, TaKue Kak Ooie3Hb AJjbpLreiimepa; mm3odpeHus; paccTpoi-
CTBa HACTPOEHUS, BKJIIOYAsi, HO HE OrPaHMYMBAsACH UMH, OOLIYIO ACMPECCHUI0 U OUIOJISAPHYIO ICIPECCHUIO, BKITIO-
yasi KaK JIETKOe, TaK ¥ MaHHAaKaIIbHOE OUIONIAPHOE PACCTPOMCTBO, ce30HHOE addekTrBHOE paccTpoicTBo (CAP);
TPEBOTY, BKJIIOYAsl CHTYAI[MOHHYIO TPEBOTY, OOIIYI0 TPEBOTY, NEPBHYHYIO TPEBOTY (IMIAaHMYECKOE COCTOSHHE,
(hoOuH, HaBSI3UMBO-KOMITYJILCHBHBIE PAaCCTPONCTBA U IMOCTTPAaBMaTHUYECKUI CTpecc) U BTOPUYHYIO TPEBOTY (Ha-
MIPUMEp, TPEBOTY, CBA3AHHYIO CO 3JI0YIMOTpeOJIeHHEM MpenapaTamu); OOJb; 3I0YHNOTpeOIeHHE TpernapaTaMu;
MIOJIOBEIE PACCTPOWCTBA; AMHJICTICHUS M PACCTPONCTBA MOYEHCITYCKAaHHUS, TaKue Kak Helmepkanme moud. Kpome
TOTO, COeTUHECHUS B COOTBETCTBHHU C JaHHBIM H300peTeHHEM OOBIYHO NMPUMEHSIOT TIPH JIeUeHUH 3a00JIeBaHINA
paccTpoicTB eHTpaibHO# HepBHOU cuctembl (LTHC).

CoenvHEHHS B COOTBETCTBHUH C JaHHBIM H300peTeHHEM B popMe, MEYCHHOH PainoaKTUBHBIMU M30TOIIAMH,
MOTYT IPUMEHSATHCS B KAUECTBE JHATHOCTHYECKUX arcHTOB.

JlanHOe M300peTeHHe OTHOCHTCA K Croco0aM MOJYYCHHs COCIMHCHHU JIFOOOH IMPEICTaBICHHON 37eCh
(hopMyJIBI, BKIIIOYAIOIINM B3aUMO/ICHCTBHE JIFOOOTO OJTHOTO MM OoJiee coequHeHHH 1tk (popMyI1, Ipe/IcTaBIeH-
HBIX 37IECh, BKIIFOUasl JFOOBIE MPOLIECCHI, OTIMCAHHBIE 3]1ECh.

B onHOM acnekTe maHHOEe M300peTeHHE MPECTaBIseT OO0 CIIOCO0 MONMyYeHHsI COeANHEHUH (GopMyItbl
(D), yxazaHHOU BBIIIE, B3aUMOJICHCTBUEM COCTUHCHUS CIICAYIOMICH (OPMYIIBL:

I &

A

Hal” Y~ "Hal

rae (i) X u Y oba sBisroTes azotoMm u Z sBisiercss CH, oOpasys npousBogHoe nrpasuHa, win (ii) X u Z oba sB-
nstotest CH u Y sBisiercst a3orom, oOpasys nmponsBoaHoe nupuaunHa, win (iii) X semsercsa C-CF;, Z spnsetcs

CH u Y sBnsiercst a30ToM, 00pa3yst nmpousBojaHoe 4-Tpudropmerminupuanna, win (iv) Y u Z o0a sBisoTcs
azoroM u X siBisiercsi CH, 00Opasyst mpou3BojHOE MUPUMHINHA, U T1e Kax bl Hal He3aBucuMo siBIsieTcs rajo-

el ey

-7-



006552

TEHOM; C OJHHMM I 0ojiee XMMUYECKUMH pearcHTaMM B OfHY WM 0ojee CTaauil ¢ MOIyYeHHEM COEAMHEHUS
o6iueit popmyusl (1), ykazaHHOiT BbilIe.

Coennnenns o0mer popmyds! (I) MOTyT OBITE MOTydeHB! OOBIYHBIMHA METOAAMH MITH 110 aHAJIOTHU C HAMH,
0COOEHHO COTJIACHO CIIEAYIOLIMM METOAaM HMJIH 10 aHAJIOTHH C HUMHU.

Merton A.

Coenunenust popmyisl (1), B kotopbix Ry (mim R;) npucoeanHeHsl K NTUPa3MHOBOMY, IUPUANHOBOMY HJIH
NUPUMUANHOBOMY KoubIy B ¢opmyiie (I) guepes O, S u N atom B R; (i R;), nmomyyator B3anmoericTBueM co-
enunenust popmysr (I11), (IV), (V) uu (VI)

I f,L

Hal
(D]
\
' P
Hal N Hal Hal
)

rne Hal siBisieTcst rajioreHoM, C IMOIXOASIINM aMUHOM, CHI/IpTOM WM THOJIOM WJIM UX COOTBETCTBYIOIIHUM aHHO-
HOM, C ITOJIly4EHUEM COeIMHEHHI (hOpMYJI (VII) (VIID), (IX) nnu (X)

=
/E 1R1(Rz) Hal I’*‘l&(ﬂz)

vIi) v
Fﬁ
2 »
(R} R; Hal Hal” "N° "R;{R;)
0 )

rae Ry (umm R,) Takoif, kak onpeseneH Bhlllle, U NP YCI0BUH, uTo R (win R,) He sBiseTcs oqHON U3 cienyro-
IIUX TPYII:

Ry Rs N
Nj.\\CH3 EN\' N
H3C'[Il~l N)

[Moxxomsmuii COUPT, aMUH FIIH THOJ MOKET OBITh IMPEBPAIICH MOJHOCTHIO MIIM YaCTHYHO B €T0 COOTBET-
CTBYIOIINI aHHOH 00pa0OTKOM OCHOBAHUAMH, TAKUMH KaK TPUATWIAMuH, 1,8-auazabummkiol5.4.0]ynnen-7-eH,
K,COs3, NaOH, NaH, KO-t-Bu, aun3onponuiaMua JIUTHS WK TOA00HBIE. Peakiuio mpoBOAsST B pacTBOPUTEIE,
TaKOM KakK JMOKcaH, Terparuapodypan, tper-0yranon win N,N-numeruindopmamuza (JAM®P) npu temneparype
0-200°C B Teuenue 1-24 4. Coenunenus popmyasl (VID), (VIII), (IX) nim (X) nonsepraroT B3auMOJIEHCTBHIO C
1-10 Mo1. KB. OJXOSIIET0 aMUHA, BBIOPAHHOTO U3

R Ry
N, ~CH3 N\'
L) (=
HC™ y

H

u rae R; u Ry Takue, kak onpezeneHs! BhIlE, B pACTBOPUTENIEC, TAKOM KaK alleTOHUTPUI, TUOKCAH, TeTparuapo-
¢ypan, H-Oytanou, JIM® uim cmecu pactBopuTenei, Takoil kak JIM®/nnokca, HeoOs3aTEIbHO B IPUCYTCTBUH
ocHOBaHwus, Takoro kak K,CO;, Nay,CO;, CS,CO;3, NaOH, Tpu3THiIaMuH, TUPUAWH WM TOJOOHBIC, TIPU TEMIIC-
parype 0-200°C B Teuenue 1-24 4 ¢ nonmyuennem coequaenns popmyisl (I). Ecim R; sBnstercst rpymnmoi, 3amm-
IIAFOIIEH a30T, TAaKOW, KaK OIpe/eNieHa BHIIIe, NalbHEHIIee CHATHE 3aUTh ¢ N MPOBOAAT OOBIYHBIMU METOZA-
MU, TAKIMH Kak onucasbl B Protective Groups in Organic Synthesis, John Wiley & Sons, 1991 wmu nocnenyro-
KX U3AaHUAX.

Merton B.

Coenunenus popmyisl (I) nonyuator B3aumoaeiicreuem coenutnenust popmyiist (VII), (VII), (IX) nnu (X)
¢ 4-ruIpOKCH3aMEeeHHBIM coeiMHeHneM nunepuanHa popmyiis (XI)
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o~ R,
(X1}
rae R; Takoi, Kak onpe/iesieH BhIIIe.

Peaxmuio mpoBoAAT B pacTBOPHUTENE, TAKOM Kak Toiyol, IM®, TpeT-0yTaHON WM AUOKCAH, B IPUCYTCT-
BUU OCHOBaHWs, Takoro kak 1,8-muazaduiukino[5.4.0]yunen-7-ed, KOH, KO-t-Bu, NaH wiu nono6Hbie, npu
temnepatype 0-200°C B Teuenue 1-24 u.

Atom azota B (XI) MoxeT ObITh 3alMIIEH MOIXOMAIICH 3alMTHOM TIPYINOH, MPEANOYTUTENHHO TPET-
OyTOKCHKapOOHWIIOM, TPUTHIOM MM OeH3wioM. CHATHe 3amuThl ¢ N 3aTeM MPOBOAAT OOBIYHBIMH METOJIaMH,
TaKUMHU Kak omnucaHsl B Protective Groups in Organic Synthesis, John Wiley & Sons, 1991 nmm nocnemyrommx
W3IaHUSX.

Meron C.

Coemunenns ¢popmysl (I) momydaror Baumozeiicteuem coequaenuit popmyn (1), (IV), (V) mwm (VI) ¢
TIOIXOASAIINM aMHUHOM, BEIOPaHHBIM U3

o
3
(™

H

Rs
Nj_‘\\cHs
N
]
H
WM 4-TUIPOKCHU3AMEIIEHHBIM coeTnHeHneM nunepuanaa (XI)
o a

xn

u rae R; m Ry Takwe, xak onpeneneHs! BhIIe ¢ orydeHueM coequaenus popmynsl (XI1) mmm (XIII)

HyC

Yé Y.:
P J P
Hal” X% Am” X7 “Hal
) (>n)

rre Hal rakoii, kak onpezeneH Boime, n X, Y, Z UMEIOT Te ke 3HaueHus, 4yTo U B ¢popmyie (I), m Am sBisiercs
AMHMHOBBIM OCTAaTKOM, BEIODaHHBIM U3

% s Ny
N__~CHs N\]
FomNe
H N N
I ’ s

rne R; u Ry Takue, kak onpesiesieHsl BhIlIe. Y CJIOBUSI pEaKLIMK MOTYT OBITh T€, KOTOPBIE ONMCAHBI B METOAAX A U
B Boime. Coenunenne dopmynst (XII) wmm (XIII) moxsepraioT B3aMMOJEHCTBHIO C MOAXOASAIINM CIIUPTOM,
aMMHOM (OTJIMYHBIM OT T€X, KOTOpBIE OIpPEAETIeHbl Kak Am BBIIIE) WIM THOJOM WIIM MX COOTBETCTBYIOIINMHU
aHMOHAaMH, C rojrydeHueM coexuHeHust Gopmyisl (I). YcnoBust peakunu MOryT OBITH T€, KOTOPHIE OIMCAHBI B
Metozie A Boilie. Ecnu R ABisieTcs 3aliMTHOM rpyIIoi a30Ta, Takol Kak ONpEesieHa BbIIIE, JajbHeMIee CHs-
THE 3aIUTHl ¢ N MPOBOISAT OOBIYHBIMA METOAAMH, TAKUMH Kak orrcasbl B Protective Groups in Organic Synthe-
sis, John Wiley & Sons, 1991 winu nocieayromux n3gaHusx.

Mertopn D.

CornacHo apyromy obmemy crocody (peakuust Cy3yku; cM. Chem. Rev. 1995, 95, 2457-2483), coenune-
Hus Gopmyisl (1), B koTopeix R miam R, siBisieTcs apuiioM uiam rerepoapuioM, MOTYT OBITh MOJy4€Hbl B3aUMO-
neiictBueM coenunenus popmyist (111), (IV), (V) mm (VI) ¢ npon3BogHbIM GOPOHOBOM KHCIOTHI TUIIA FeTepoa-
pun-B(OH), unmn apun-B(OH),, rae retepoapui U apui Takue, Kak OIpe/esieHbl BhIle, B IPUCYTCTBUHN KaTallu-
3aTopa Ha OCHOBE IIepPeX0/IHOro MeTajuia, Takoro kak (Ph;P),Pd, rne Ph sBnsiercs ¢ennnom, B moxxonsiem pac-
TBOPHTEIIE, TAKOM KaK AUITWIOBBIH 3¢up (Hampumep, 1,2-a1MMeTOKCHITAH WM TeTparuapodypaH) B MIPUCYTCT-
BUM WM B OTCYTCTBHE BOJBI MJIM apOMaTH4eCKOTO YIJIeBoI0poja (HarpuMmep, Toryona). Peakiuio npeanoyru-
TEJIFHO MPOBOAAT B MPUCYTCTBUH OCHOBAHMS, TAKOTO KaK KapOOHAT IIEIOYHOTO WM IIEIOYHO-3EMENTBHOTO Me-
Taia (HampuMmep, KapOOHAT HATpPWs) TPH MOAXOIIIEH TeMIepaType BIDIOTh IO TeMIepaTyphl KUIECHUSA ¢ 00-
PaTHBIM XOJOAWIBHUKOM, C TIOTy4YeHHeM coequHeHus popmynsl (XIV) mwru (XV)
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YQ. Y-:'
Wi |
A #
Hai X AT WAW reTepoapun Ar WNH reTepoapun X~ "Hal
0av) oy

Coenunenne popmyisl (XIV) i (XV) moasepraror B3auMoAeUcTBUIO ¢ 1-10 MON. 9KB. MOAXOISIIETO
aMyHa, BBIOPAaHHOTO U3
Ra
N

N
N, CHs N
Ponne

)
H

WK 4-THIPOKCU3aMEIICHHBIM coeMHeHueM rmunepuanHa (XI)

HO—CN—R,

xn
¢ nony4yenuem coenunenus Gopmyisl (1) u roe R; u Ry takue, xak onpeneneHsl Boiiie. Y CIOBUs PEAKIUH MOTYT
OBITH TE€, KOTOpPHIE OMTUCAHBI B MeTO/IaX A 1 B BbIIIe.

Meron E.

Coenunenne popmyist (XII) mmm (XIII) moaBepraroT B3auMOICHCTBHIO C IPOU3BOIHBIM OOPHOM KHUCIIOTHI
tuna rerepoapui-B(OH), wnn apun-B(OH), ¢ nonxyuenuem coeaunenus: gpopmyis (I). I'erepoapun u apun Ta-
KHUEC, KaK OITPEACJICHBI BBIIC. Ycnosus pc€aKkumu MOTyT 6])ITI) TaKUMH, KaK OITMCaHbl B MCTO/IC D.

[Momyuennoe coenuueHune Gopmyisl (I) MokeT OBITH MpeBpaIIeHo B Apyroe coeaunenue Gpopmysl (1) me-
TOJIaMH, XOPOIIIO U3BECTHBIMU B JAHHOHM 0071aCTH TEXHUKH.

OnucaHHBIC BBIIIE TTPOLECCH MOTYT IPOBOIHUTHCS C TOXYYCHHEM COCIMHEHUS B COOTBETCTBHH C JaHHBIM
n300peTeHneM B BUAE CBOOOTHOTO OCHOBAHUS MIIM KHCIOTHO-aIIUTUBHON COJIH.

dapmaneBTHIEeCKH IMPUEMIIEMbIe KUCIOTHO-aJTUTHBHBIE COJIM MOTYT OBITH MOyYeHBI PACTBOPEHUEM CBO-
00HOTO OCHOBAHUS B MOAXOISIIEM OPTaHIMYECKOM PAcTBOPUTENE M 00pabOTKOM pacTBOpa KHCIOTOH, COTJIACHO
OOBIYHBIM METOJAM IIOJNyYCHHS KHCIOTHO-aJINTHUBHBIX COJEH M3 OCHOBHBIX COeAWHEHHMH. [IpuMepsl KUCIOT,
00pa3yIomX KUCIOTHO-aJINTUBHBIE COJH, BKIFOYAI0T MAJIEHHOBYIO KHCIOTY, (hyMapoOBYIO KHCIIOTY, SSHTAPHYIO
KHUCIIOTY, METAHCYJIL(OKUCIIOTY, YKCYCHYIO KHUCIIOTY, IIaBEJIEBYIO KUCIIOTY, OEH30MHYIO KHUCIIOTY, XJIOPHCTO-BO-
JIOPOJTHYIO KUCJIOTY, CEPHYIO KHCIIOTY, (hocHOPHYIO KHCIIOTY U MMOJTO00HBIE.

Coenunenns Gopmyisl (I) MOryT UMETh OfMH WK 0O0JIee XUPATBHBIX aTOMOB YIJIepoJa, U MOITOMY OHH
MOTYT OBITH TOJYYCHBI B BHJC ONTHYCCKUX H30MEPOB, HAIIPUMEP B BUAC YUCTOTO DYHAHTHOMEpA, WIM B BUJC
CMECH DHAHTHOMEPOB (paleMar), Wik B BHJIIE CMECH, COJepKalleil quactepeoMepsl. Paznenenne cmeceld onTu-
YECKUX M30MEPOB IS MOMYYCHHS YUCTHIX SHAHTHOMEPOB XOPOIIO M3BECTHO B TAHHOHN 00JIACTH TEXHUKU U MO-
JKET, HapuMep, OBITh JOCTUTHYTO (DPAKIIMOHHON KPHUCTAIUTM3ALUEH COoNel ¢ ONTHYSCKH aKTHBHBIMH (XHAPajIhb-
HBIMH) KHCJIOTAMH WJIA XpOMaTorpapuecKuM pa3feleHHeM Ha XHPATbHBIX KOJIOHKAX.

Heo0xonnMele ncXoaHbIC BEmIECTBa IS MOXy4YeHUs coequaennit popmynsl (I) mubo n3BecTHHI, THOO0 MO-
TYT OBITh OJYYEHBI aHAIIOTUYHO MTOJTyYCHHUIO N3BECTHBIX COCTMHEHUI.

B cooTBeTcTBHUM ¢ JaHHBIM U300peTeHneM, coenuHerust popmyibl (1) B Buae CBOOOIHBIX OCHOBAHUM HIIH
coJiei ¢ PU3MOIOTHYECKH MPUEMIIEMBIMHU KHCIOTaMH MOTYT OBITh 100aBJICHBI B OJXOMSIINE TaJICHOBEIE (Bop-
MbI, TAKMC KaK KOMIIO3ULWU U IEPOPATIBHOIO0 NPUMCHEHUA, I I/IH'beKLIHﬁ, JUIs1 BBEICHHUA B BHU/I€ HA3aJIbHOI'O
cripest Win 1o00HbIe, B COOTBETCTBHU C MPUHATHIMU (papMalleBTUUECKMMHU MeToaamu. Takue QapmaneBTuye-
CKHUC KOMIIO3UIIMU B COOTBETCTBUU C JaHHBIM I/l306peTeHI/leM BKJIFOHYAKOT 3(1)(1)6KTI/IBHOC KOJIMYECTBO COG[[I/IHGHI/II‘/II
dopmynsl (I) B coueTaHuu ¢ COBMECTUMBIME (hapMaIleBTHYCCKH PUEMIIEMBIMU HOCUTEIISIMU WIIA pa30aBHUTEIS-
MU, KOTOPBIE XOPOIIIO U3BECTHBI B JAHHOW 00JacTH TeXHUKH. HocuTenn MOTYT OBITh HHEPTHBIMU MaTepHATIaMH,
OpPraHUYECKUMHU WM HEOPTaHHMYECKUMH, MOAXOISAIIMMH ISl SHTEPATBHOTO, UPECKOKHOTO, TMOIKOKHOTO HIIH
MapeHTepaIbHOTO BBEACHNUS, TAKIMH KaK BOJIa, XKEJATHH, apaBUIiCKas KaMeb, JTAKT03a, MUKPOKPUCTALTHIECKast
[EJUTI0NI03a, KpaxMal, TIHKOJAT HAaTpUs Kpaxmaia, ruapodocdar KaablHs, CTeapaT MarHds, TaJbK, KOJIOWA-
HBIA THOKCHJ KpEeMHHS B N0J00HbIe. Takre KOMITO3MINN TaKXKe MOTYT COAEPKaTh APYyrHe (apMaKOIOTHISCKU
aKTUBHBIC ar€HTHl U OOBIYHBIE T00aBKH, TaKHe KaK CTAOMIM3aTOPHI, YBIAXKHSIOUINE areHThl, YMYJIbraToOpPhl, BKY-
coBbIe T00aBKH, Oydeps! 1 mogo0HEBIE.

KOMHO3I/IL[I/II/I B COOTBETCTBUU C JaHHBIM I/I306peTeHI/leM MOT'YT, HaIIpuMmeEp, 6])ITI) IMOJIYUCHBI B TBepﬂOﬁ NN
KUJIKOW (hopMe AJIsl epOpaIbHOTO BBEICHUS, TAaKOM Kak TaOJEeTKH, MUIIOIH, KalCyJibl, TOPOLIKH, CHPOIIbI,
3JIMKCUPLI, TUCIICPIUPYEMBIC I'PAHYJIbI, KPAaXMaJIbHbBIC KaIllCYJibl, CYNIIO3UTOPHUU U HOZ[O6H])I€, B BUJEC CTCPUIIb-
HBIX PacTBOPOB, CYCICH3WH WM 3MYJILCHHA Ul MAPCHTEPaTbHOTO BBEACHUS, CIIPEEB, HANPUMEDP Ha3alIbHBIX
CIpeeB, YPECKOXKHBIX MPEIApaToB, HAPUMED TUIACTHIPEH, U TOJOOHBIX.

Kak oTrmeueHoO BhIIIe, COCIMHEHHS B COOTBETCTBHH C JJAHHBIM H300PETCHUEM MOTYT MPUMEHATHCS JUIS Jie-

-10 -
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YEHHS CBSI3aHHBIX C CEPOTOHMHOM 3a00JIeBaHMH Yy YETIOBEKA HMIIM KUBOTHBIX, TAKMX KaK pacCTPONCTBA IMHUTAHMUS,
0COOEHHO OKMPEHHUE, PACCTPOICTBA MAMSTH, IN30(PPEHHs, PACCTPOIICTBa HACTPOEHHSI, TPEBOTA, O0JIb, 370YIIOT-
pebieHne npenapaTaMu, TOJIOBBIE PACCTPOMCTBA, SMIIICTICHS B PacCTPOicTBa MoYeHcITycKaHus. J[03a 1 yacToTa
BBCIACHUSA ONPECACIICHHOTO COCANHECHUA 6y;[eT BapbHUpPOBATHECA B 3aBUCUMOCTU OT MHOXKCCTBaA (bal(TOpOB, BKIJIFO-
yasi 3PEKTUBHOCTH OINPEAEICHHOI0 MPUMEHIEMOr0 COEIMHEHHs], METa00IMUECKYI0 CTa0UIBHOCTh U MPOJIOJI-
JKUTEJILHOCTD JEHCTBUS 3TOI'0 COCJMHEHMs, BO3PACT IMalMeHTa, Maccy Tela, o0llee COCTOSHUE 340POBbs, 110,
JIMETY, CrIoco0 ¥ BpeMs BBEIICHHUS, CKOPOCTh BBIJICJICHHSI, COUETaHHE JIEKAPCTBEHHBIX CPE/ICTB, TSHKECTD JIEYHMO-
IO COCTOSIHUS M TEePaIHIO, KOTOPOi rmojBepraercst nanueHT. ExxeaHeBHast 103a MOXKET, HalpuMep, BapbUpPOBaTh-
cst o1 oko310 0,001 110 oxono 100 Mr Ha KHJIOTpaMM Macchl Teja, BBOJUTHCS OJHOKPATHO MIIM MHOXECTBEHHBIMU
nmo3amu, HaripuMmep ot 0,01 mo okomo 25 mr kaxmas. OOBIYHO Takas 103a JAaeTcs MPH IepOpaT-HOM BBEICHUH,
HO MOJKET OBITh BRIOPAHO ITAPEHTEPATHHOE BBEIICHHE.

Bce npexncraBineHHBIE 31€Ch CCBUTKM B BHJIE PACII€YaTOK WIIM HA 3JEKTPOHHBIX CUMTHIBAEMBIX KOMITBIOTE-
POM HOCHTENSIX, WA B JPYTOM BHJIE, CIIEIIHAIBHO BKIIFOYCHBI B KAUECTBE CCHUIOK B MX MOJHOM 0OBeMe, BKIIIO-
Yasi, HO HE OTPaHHYMBAsCh UMH, pedeparsl, CTAThH, KypPHAJIbI, MyOIHKALUH, TEKCThI, COTJIAIICHNUS], caiiThl MH-
TCPHETA, 0asbl JaHHBIX, ITAaTCHTHI U ny6n1/11<au141/1 IIaTCHTOB.

HpeﬂCTaBﬂeHHble HWXKXE NPUMCEPBI JaHbl TOJIBKO KaK WJUIFOCTPATUBHBIC U HE OrpaHUYMBAIOT JAHHOC HU30-
OpeTeHHe KaKMM-JIM00 00pa3zoM.

ITpumepst

Obmee.

CTpyKTYpBI MOITY49aeMbIX COEIUHEHHH MOATBEPXKIAIOT CTAHAAPTHBIMH CHEKTPOCKONMYECKHMH METOAaMHU
1 3JIEMEHTHBIM aHainm3oM u/mmi MC Beicokoro pasperienus. IMP-cnektp 3anucbeiBaroT Ha criekrpomerpe JEOL
JINM-EX 270, Bruker 400 DPX nnmu Brucker DRX 500. UK-criektps! moy4datot Ha criektpomerpe Perkin Elmer
SPECTRUM 1000 FT-IR. MC BrIcOKOTO pa3pelmreHus noryJatoT Ha cnekrpomerpe Micromass LCT. Dnement-
HbIl aHanu3 BeimosHeH Mikro Kemi AB, Uppsala, Sweden win Pharmacia AB, Stockholm, Sweden. Temmepa-
TypHI TUTaBJICHHSA, €CII OHH NPHUBEICHBI, IMOJydeHBl Ha anmapaTax Iyl ONpeAeiCHHs TeMIIepaTyphl IUIaBICHHS
Biichi nnn Gallenkamp u SIBISIIOTCSI HECKOPPEKTHPOBAHHBIMH.

[Mpumep 1. 2-(1-Hadrunmerokcn)-6-(1-nunepasmHuin)nupasuH.

K pactBopy 2,6-auxnoprnupasuna (298 mr, 2,00 mmosib) u 1-HapTrameranona (348 mr, 2,20 MMOJib) B TU-
okcane (5 mi) mobarisitor NaH (55% B munepanbHOM Macie, 96 mr, 2,2 MMOJIb) IPA KOMHATHOW TeMIepaType.
PeakuuoHnHy0 cMech epeMeInBalOT IpU KOMHATHON Temneparype U koHTpoaupyroT I'X. Uepes 3 4 B peakuu-
OHHYIO KOJIOY H100aBisttoT mumepasuH (189 mr, 2,20 mmone) u NaH (55% B macie, 96 mr, 2,2 MMOJITB) IPH KOM-
HATHOH TeMmepaType. PeakimoHHy0 cMech IepeMeInBaroT P KOMHATHOW TeMIieparype B Tedenue 24 4. Pac-
TBOpPUTENH BhIMapuBatoT. K octaTky mobasmsror munepasud (671 mr, 7,80 MMoib) 1 arieToHATPHI (5 MIT) U pac-
TBOP KHIIATAT ¢ 0OpPaTHBIM XOJOIMIFHIKOM B TeUeHHE 5 4. PeaklmOHHYIO CMeCh HEMOCPEICTBCHHO 3aTPYyKAr0T
B KOPOTKYIO KOJIOHKY C CHIHMKareieMm Jisi TpoBelneHus Qudni-xpomarorpadun. Omoupoanne MeOH/
nuxaopmeraoM (1:9) maer 0,41 1 (64%) yka3aHHOTO B 3ar0JOBKE COSIMHEHHS.

MCBP m/z Beraucneso s CioHyoN,O (M)* 321,1715, Haiineno 321,1721. Anan. (CsH,0N40-0,1 H,0) C,
H, N.

Ipumep 2. 2-[1-(3-Propdennn)sTokcu |-6-( 1 -munepasuHmII ) THPa3HH.

Cragus 1. 2-Xnop-6-[1-(3-dropderun)sTokcu |upasuH.

K pactBopy 2,6-auxnoprupasuna (298 mr, 2,00 mmois) u 1-(3-propdenunn)stanona (308 mr, 2,2 MMoIb) B
nrokcane (5 mi) nodasisitor NaH (55% B macie, 96 mr, 2,2 MMOJIb) IpH KOMHATHO# Temneparype. Peakiuon-
HYIO CMecCh IepeMeNINBaloT B TeueHne Houu. JloOasistoT Bogy (0,5 Mi1) n cMech IepeMennBaioT B TedeHue 15
muH. Cymika (K,COs), unbTpanys n KOHIEHTPUPOBAaHUE B BAKyyMe JJAal0T yKa3aHHOE B 3ar0JIOBKE COEJIMHEHUE
B Buze macia (0,55 1), KoTopoe IPUMEHSIOT HeTIOCPEACTBEHHO Ha CIICAYIOIECH CTa I,

MC mv/z 254 (M+H)".

Cragus 2. 2-[1-(3-®ropdennn)rTokcu |-6-( | -mumepa3suHmI ) Tupa3uH.

Cwmecs mpoaykra co craguu | (Heountnenssiid, 1,09 r, ~4,3 mmons), munepasuna (1,03 r, 12,0 Mmmons) u
K,COs5 (1,00 1, 7,2 MMOITB) B alleTOHATPIIIC (5 MJT) KHIATIT C 0OpaTHBIM XOJIOAWILHUKOM B TedeHne Houu (20
4). [Tocne oxmaxaenus: nobasinsitot stmwinanerar (15 mi) u Boay (5 mu). Croli atunanerara GUILTPYIOT Yepe3
KOPOTKYIO KOJIOHKY cHjIrKarens ¢ npuMmeneHrneM MeOH/atunoBoro a¢upa (1:1) B kauecTBe 3JIF0CHTA C MOTyYe-
HueM 0,72 1 (55%) yxa3aHHOTO B 3arojIOBKE COEIMHEHUS B BUJIE Macla.

MCBP m/z seraucneso mis CiH oN4O4F (M)" 302,1543, maitneso 302,1528. Anan. (C;¢H;oN4OF-0,5
H,0) C, H, N.

ITpumep 3. 2-(1,3-beH30A10KCOI-5-UIMETOKCH )-6-( | -nunepa3uHmI)mupa3ut, amerar.

Cranus 1. 2-(1,3-beH30110KCOI-5-MIIMETOKCH )-6-XTOpIUPa3HH.

K pactBopy 2,6-nuxnopnupasuna (298 mr, 2,00 Mmmois) u nunepormwioBoro cnupra (335 mr, 2,20 MMob)
B muokcane (5 mur) go6asmstor NaH (55% B MuHepanpHOM Macie, 96 Mr, 2,2 MMOJIB) P KOMHATHOH TeMIiepa-
Type. PeakiimoHHy¥0 cMeCh IepeMemunBaioT B TedeHne Houn. JJobaBmsror Boxy (0,5 MIT) 1 cMech IepEMETITUBAIOT
B Teuerne 15 muH. Cymka Na,COj;, GpuibTpanus u KOHIEHTPUPOBaHKE B BakyyMe matoT Macio (0,54 r), koto-
poe IPUMEHSIOT HeTIOCPEACTBEHHO Ha CIEAYIOMIeH CTaIuH.
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MCBP m/z seraucneno g Ci,HoCIN,O5 (M) 264,0302, maitneno 264,0303.

Cranus 2. 2-(1,3-beH30AH0KCOI-5-HIMETOKCH )-6-( | -uIepasuHI ) Iupa3nH, areTar.

Cwmecs npoaykra co craguu 1 (0,54 1, 2,0 mmomns), munepasuna (0,86 r, 10 mmons) u K,CO;5 (1,00 1, 7,2
MMOJIb) B alEeTOHUTpHIIE (5 MJI) KHISITAT ¢ 0OpaTHBIM XOJIOJUIBHUKOM B TeueHue S5 4. [lociie oxnaxaeHus no-
6aBistror aTrinanerat (20 mi) u Boxy (5 mun). Cno#t atuianerara GUIBTPYIOT Yepe3 KOPOTKYIO KOJIOHKY CHIIMKA-
rejisi ¢ MpUMEHEHUEM MeTaHoa/3TiioBoro 3¢upa (1:1) B kadecTBe 3a0eHTa. DTO aeT CBOOOJIHOE OCHOBAHUE
YKa3aHHOTO B 3arojioBke coeanHenus B Buje macna (0,43 r). IloyyeHHOE BEIecTBO pacTBOPSIOT B METAHOJIE U
Jn00aBIsIIOT yKeycHyto kucnoty (0,5 mi). PactBop koHuentpupyror. J[o0aBnsror auaTriioBsii a¢up (25 M) u
KOJIOY BCTPSXHMBAIOT JIO0 Havala KPUCTALIM3AKMU. KPpHUCTAIUTBI OTAENSIOT, IPOMBIBAIOT TUITHIOBBIM (PUPOM U
cymart Ha Bo3ayxe ¢ nosyderueM 0,34 r (45%) yka3aHHOTO B 3aroJIOBKE COeAMHEHU: T.I1. 124-127°C.

MCBP m/z Berumcneno mas CgHgN,O; (M) 314,1379, maiimeno 314,1308. Aman. (C;¢H;sN4Os-
CH;COOH:-1,6 H,0) C, H, N.

[pumep 4. 2-[(3-MeTtokcnbeH3m )okcH | -6-( 1 -nurmmepa3suHmI ) Iipa3nH, arerar.

Cragus 1. 2-Xop-6-[(3-MeTOKCHOCH3MIT) OKCH | THPA3HH.

K pactBopy 2,6-muxnopnupasuna (444 mr, 3,00 mmoinb) u 3-mMeTokcubeH3miioBoro crmpra (455 wmr, 3,30
MMOJB) B tuokcane (5 mur) go6asmsaror NaH (55% B macne, 144 mr, 3,30 MMoJIb) IpH KOMHATHOW TeMIIepaType.
PeakunoHHy0 cMech nepeMernnBaioT B Teuenne Houn. Jlo6asisttor Boay (0,5 mi) u stumanerar (10 mir), cmech
NepeMeIInBaioT B TeueHne 15 MuH u 3ateM Quibtpytor. @unbrpar cymar Hajg K,CO; v KOHIEHTPUPYIOT C TOo-
nyuyenueM macia (0,86 1), KoTopoe IPUMEHSIOT HEMOCPEACTBEHHO Ha CIEAYIOLIEH CTaIuu.

MC m/z 250 (M+H)".

Cranus 2. 2-[(3-Metokcuben3uin)oken |-6-(1-nunepasnHui ) Tupa3uH, aneTar.

Cwmecs mpoaykra co craauu 1 (0,57 r, ~2,0 mmons), numepasuna (0,86 r, 10 mmons) u K,CO; (1,00 T, 7,2
MMOJIb) B allETOHUTPIIIC (5 MIT) KUIIATAT ¢ 00paTHBIM XOJOAWIBHUKOM B TeueHue 10 4. [Tocie oxmaxkaeHus 0-
Oapisttor stunanerar (30 mi). Ciioi 3THIaneTaTa IPOMBIBAIOT BOJIOW M HACHIIICHHBIM PACTBOPOM COJIH, CYIIaT
Hag NayCO; ¥ KOHIEHTPUPYIOT NPU MOHIKCHHOM AaBieHHU. OCTaTOK PacTBOPSIOT B AUATHIOBOM 3dupe. K
pacTBopy AOOABISAIOT YKCYCHYIO KUcToTy (0,5 MIT) B pacTBOp BBIAEPKHUBAIOT IPH KOMHATHON TEMIIEpaType I
KpHUCTaLTU3aiy. KpUCTamTsl OTHENSIOT, MPOMBIBAIOT AMATHIIOBEIM d(HPOM H CyIIaT B BaKyyMe C IMOTyYCHHEM
0,54 T (75%) yxa3aHHOTO B 3arojoBke coeauaeHus: T.uL. 111-113°C.

MCBP m/z Beruncneno mis CisHooN4O, (M)+ 300,1586, naiineno 300,1589. Aman. (C,cHyoN4O,-
CH;COOH) C, H, N.

[Ipumep 5. 2-[(2-MeTokcubeH3m)okcH |-6-( 1 -nmumnepasuHu ) Iupa3uH, JUTHIPOXIOPHU]L.

Cranmus 1. 2-Xmop-6-[(2-MeTOKCHUOEH3MI ) OKCH |TUTIEPa3HH.

VYkazaHHOe B 3arojloOBKE€ COCJUHEHHE IIOJIy4aloT M0 MeToauke mnpumepa 4, craaus 1, uz 2,6-
quxsopnupasuHa (298 mr, 2,00 MModb), 2-metokcnbensmitoBoro cnupra (303 mr, 2,20 mmouns) u NaH (55% B
MUHEpaTLHOM Macie, 96 mr, 2,2 mmoib). Beixoa HeouumieHHoro mnpoaykra 0,49 r (98%), 1 ero npumeHsoT
HEIMOCPEICTBEHHO Ha CIIEAYIOIICH CTaanu.

MC m/z 250 (M)". MCBP m/z Beraucieno musa C,H;;CIN,0, (M) 250,0509, naiineno 250,0522.

Cragus 2. 2-[(2-MeTtokcnOeH3mw1)0KcH |-6-( 1 -numepa3suHmT ) nupa3uH, JUTHAPOXIOPHUI.

VYkazaHHOE B 3ar0JI0OBKE COSIWHEHHE MOYYalOT [0 METOAMKE TpuMepa 4, cTamus 2, U3 MPOayKTa co CTa-
mun 1 (0,49 1), munepasuna (0,86 r, 10 mmoins) u K,CO;5 (1,00 T, 7,2 MMoOITB). 3TO 1aeT cBOOOTHOE OCHOBAHHE
yYKa3aHHOTO B 3ar0JIOBKE coeanHeHus B Buae macia. Beixon 0,43 r (73%). CBoOogHOE OCHOBAaHNE PACTBOPSIOT B
JUATHIIOBOM 3dupe u go6asisiroT pacteop HCI B auaTiiioBoM 3dupe 10 Tex mop, MoKa He IMepecTaHeT 00pa3o-
BBIBaThCA ocamok. OcaloK OTHEINSIOT, MPOMBIBAIOT AMATHIIOBHIM 3(DUPOM M CymIaT B BaKyyMe C IMOTyYCHHEM
0,41 r (56%) yka3aHHOTO B 3arojioBke coequHenus: T.mi. 171-173°C.

MCBP nv/z Berancneso mst Cy¢HooN4O, (M) 300,1586, Haitnero 300,1586. Aran. (C¢HyoN,4O,-2 HCI) C,
H, N.

Ipumep 6. 2-[(3,5-AudTopbensmn)okcu]|-6-( 1 -nmunepasuHuI ) IMpas3yH, aleTar.

Cragus 1. 2-Xnop-6-[(3,5-mudTopOeH3MI)OKCH [THpa3HH.

VkazaHHOe B 3arojioBKE COEJAMHEHUE IIOJydYaloT M0 MeroAuke npumepa 4, craaus 1 u3z 2,6-
quxstopnupasuHa (444 wmr, 3,00 mmods) u 3,5-mudropbensunosoro criupra (475 mr, 3,30 mmons) 1 NaH (55% B
MUHepaibHOM Macite, 14 4 mr, 3,30 MMois). TBEpBIi IPOIYKT OTACISIOT, IPOMBIBAIOT BOJIOW M CYIIAT C ITOITY-
yerueM 0,77 r (100%) HEOUMIIEHHOTO MPOIYKTa, KOTOPBIH NMPUMEHSETCS HETOCPEICTBEHHO HA CIEIyIOIIeH
CTamuu. AHAMTHYECKUI 00pa3er] MepeKpUCTaTU30BBIBAIOT U3 TUATWIOBOrO 3dupa/rekcana: T.mr. 70-71°C.
MC m/z 257 (M+H)". Anan. (C,;H,CIFN,0) C, H, N.

Cranus 2. 2-[(3,5-dudropbensmn)okcu |-6-( 1 -munepasuHmi )mupa3uH, arnerar.

YkazaHHOE B 3arojIOBKE COETMHEHHUE MMOTyJaroT 10 METOAMKe mpuMepa 4, cragust 2 U3 MpoayKTa co CTa-
mun 1 Bemme (0,51 T, ~2,0 mmons), nurepazusa (0,86 T, 10 mmons) u K,CO; (1,00 1, 7,2 mMons). Beixon 0,49 T
(67%); .. 70-72°C.

MCBP nv/z seraucineso mua CisHigFoN,O (M)™ 306,1292, Haiimeno 306,1292. Amam. (C;sH;¢F.N,O-
CH;COOH-H,0) C, H, N.

Ipumep 7. 2-([1,I'-budennn]-4-unmerokcu)-6-( 1 -nmurnepa3uHmI) IMPa3uH, aleTar.
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Cramus 1. 2-([1,1'-budennn]-4-unMeTokcu-6-XI0pupasuH.

VYkazaHHOE B 3arojiOBKE COEIMHEHHE TIIONYyYaloT IO MeTonuke mnpumepa 4, cragua | w3 2,6-
muxjoprnupasuna (444 wmr, 3,00 mmons) u n-¢peHmtoen3nioBoro crnupra (607 mr, 3,30 mmons) u NaH (55% B
MuHepaibHOM Macie, 144 mr, 3,30 mmodb). [lepekpucrammu3sanums u3 rexkcana gaet 0,55 r (88%) ykazanHoro B
3arojIoBKe coeIuHeHus: T.11. 86-87°C.

MC m/z 297 (M+H)". Anan. (C;;H;;CIN,0) C, H, N.

Cranus 2. 2-([1,1'-budennn]-4-unmerokcn)-6-( 1 -mumnepasnHuI)IMpasyH, arerar.

Yka3zaHHOE B 3aroJIOBKE COCTUHEHHUE IMMOyJaroT [0 METOAMKE mpuMepa 4, cTaaus 2 U3 MpoayKTa cO CTa-
mun 1 Berre (0,54 T, 1,87 mmons), munepasuna (0,86 T, 10,0 mmoits) u K,CO; (1,00 1, 7,2 mmons). Berxox 0,35 T
(44%); .. 102-104°C.

MCBP m/z Berumcieno i C, HppoN4O (M)+ 346,1794, wnaitneno 346,1777. Anan. (C,HpN4O-
CH;COOH-0,55H,0) C, H, N.

pumep 8. 2-[2-(3-Xnmopdenmn)sTokcu |-6-( 1 -mumnepasuHui ) TMpas3yH, aleTar.

Cragus 1. 2-Xmnop-6-[2-(3-xs0opheHrT)3TOKCH |THpa3nH.

VYkazaHHOE B 3arojiOBKE COEIMHEHHE TIIONYyYaloT IO MeToxuke mnpumepa 4, cragua | w3 2,6-
quxyoprnupazuHa (444 mr, 3,00 MmMois) U M-xsopdendtuinoBoro cruprta (515 mr, 3,30 mmonb) u NaH (55% B
MuHepasibHOM Macine, 144 wmr, 3,30 mmois). Heounmennsiii npoaykt (0,92 r) NpUMEHSIOT HEMOCPEICTBEHHO Ha
cleayroulei cTaauu.

MC m/z 269 (M+H)".

Cranus 2. 2-[2-(3-Xnopdenun)stokcu]-6-(1-nunepasuHuI)IMpasuH, alerar.

YkazaHHOE B 3aroJIOBKE COCTUHEHHUE IMOyJaroT M0 METOAMKE mpuMepa 4, cTajaus 2 U3 MpoayKTa CO CTa-
qun 1 Berme (0,81 T, 3,02 Mmmons), munepasuna (0,86 r, 10 mmons) u K,CO; (1,00 1, 7,2 mMois). Beixog 0,75 T
(65%); T.mn. 118-119°C.

MCBP m/z Beruuciaeno mis C;¢H;oCIN,O (M)+ 318,1247, naiineno 318,1249. Amnan. (Ci¢H;9CIN4O-
CH;COOH) C, H, N.

pumep 9. 6-(1-ITumepazuami)-2-nupazuHit 1,2,3,4-TeTparuapo- 1 -HadTaneHUIOBEIN AGUp, aneTar.

Cragus 1. 2-Xnop-6-(1,2,3,4-terparuapo- | -HapTaneHUIOKCH ) THPA3UH.

VYkazaHHOE B 3arojiOBKE COEIMHEHHE TIIONYyJaloT IO MeTonuke mnpumepa 4, cragua | w3 2,6-
JquxsopnupasuHa (444 wmr, 3,00 mmons) u 1,2,3,4-terparunpo-1-nadrona (488 mr, 3,30 mmons) u NaH (55% B
Mmacine, 144 wmr, 3,30 mmous). Heounmennsrii nmpoaykr (0,86 T) IpUMEHSIOT HEMOCPEICTBEHHO Ha CIIEAYIOMIEH
CTajIMu.

MC m/z 261 (M+H)".

Cranus 2. 6-(1-ITunepazunmn)-2-nupazuaui 1,2,3,4-rerparuapo- 1 -HadraaeHuoBslii a¢up, anerar.

YkazaHHOE B 3aroJIOBKE COCTUHEHHUE IMOYyYaroT [0 METOJMKE mpuMepa 4, crajaus 2 U3 MpoayKTa cO CTa-
qun 1 Berme (0,75 T, 2,88 Mmmons), munepasuna (0,86 r, 10 mmons) u K,CO; (1,00 1, 7,2 mMois). Beixog 0,59 T
(55%) t.mn. 160-162°C.

MC m/z 310 (M)". MCBP my/z Beraucieno mmsa CisH,N,O (M) 310,1794, maitnero 310,1799. Aman.
(C1sH2»N,40-CH3COOH) C, H, N.

pumep 10. 2-(1-[Tunepazurmmn)-6- {[4-(TprudTOpMETHIT)OSH3MII |OKCH | THPA3UH, aIleTaT.

Cragus 1. 2-Xmnop-6- {[4-(TpudTopMeTHI ) OSH3MI |OKCH } TUPA3HH.

VYkazaHHOE B 3arojiOBKE COEIMHEHHE TIIONYyJaloT 0 MeToxuke mnpumepa 4, cragusa | w3 2,6-
quxjopnupasuna (444 mr, 3,00 mmoib) u 4-tpudropmerradensumiosoro coupta (581 mr, 3,30 mmois) u NaH
(55% B MunepansHoM Macie, 144 mr, 3,30 MMOIB).

[epexkpucrammu3zanus u3 rekcana gaet 0,81 r (93%) yka3aHHOTO B 3arojiOBKe cOeIUHEeHHUs: T.IU1. 67-69°C.
MC m/z 289 (M+H)". Anan. (Cl,HgCIF3N,0) C, H, N.

Cranus 2. 2-(1-ITunepazunmn)-6- {[4-(TprudropmMeTri)0EH3MI |OKCH | THPA3KH, alleTar.

Yka3zaHHOE B 3aroJIOBKE COCTUHEHHUE IMMOyYaroT [0 METOAMKE mpuMepa 4, cTajaus 2 U3 MpoayKTa cO CTa-
mun 1 Beime (0,54 T, 1,89 mmons), munepasuna (0,86 r, 10 mmons) u K,CO; (1,00 1, 7,2 mMois). Beixog 0,36 T
(48%); T.m1. 84-85°C.

MC m/z 338 (M)". MCBP my/z Beraucieno mis C¢H7FsN4O (M) 338,1054, HaiineHo 338,1063.

Amnai. (C]6H17C1F3N4OCH3COOH) C, H, N.

pumep 11. 2-(1-[Tunepazurm)-6-(3-THPpUANHIIMETOKCH ITHPA3UH, alleTaT.

Cragus 1. 2-Xnop-6-(3-HpuIuHIIMETOKCH ) THPA3HH.

VYkazaHHOE B 3arojiOBKE COEIMHEHHE TIIONYyYaloT IO MeToxuke mnpumepa 4, cragusa | w3 2,6-
nuxnopripasuHa (444 mr, 3,00 MMoite), HUKOTHHOBOTO criupTa (360 mr, 3,30 MmMoins) B quokcane (5 mur) u NaH
(55% B macne, 144 wmr, 3,30 mmons). HeounmeHHBIH IPOAYKT, oTydeHHBIH B Buae Macna (0,72 1), IpUMEHSIOT
HEMOCPEICTBEHHO Ha CIIEAYIOIEH CTaauu.

MC m/z 221 (M)".

Cranus 2. 2-(1-ITunepazunmin)-6-(3-MHpHUIMHUIMETOKCH )IUPA3KH, alleTar.

YkazaHHOE B 3aroJIOBKE COCTUHEHHUE IMOYyYaroT M0 METOAMKE mpuMepa 4, craaus 2 U3 MpoayKTa cO CTa-
mun 1 Berme (0,74 T, 3,35 mmons), munepasuna (0,86 r, 10 mmons) u K,CO; (1,00 1, 7,2 mmois). Beixog 0,73 T
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(44%); T.mm. 98-99°C.

MC m/z 271 (M)". MCBP m/z Beraucierno mmsa Ci4H;NsO (M) 271,1433, naitneno 271,1425. Anan.
(Ci4H7N50-CH;COOH) C, H, N.

IIpumep 12. 2-(1-ITunepazunamn)-6-[2-(3-TUPUANHIIT )ITOKCH |TUPA3HH, alleTarT.

Cranus 1. 2-Xnop-6-[2-(3-nupuJuHUIT)ITOKCH [THpa3HH.

VYkazaHHOe B 3arojioBK€ COEJIMHEHWE TOJNydaloT M0 MeToAuke npumepa 4, craaus 1 u3z 2,6-
quxjopnupasuna (444 wmr, 3,00 mmonb) u 2-(3-nupugmn)atanona (405 mr, 3,30 mmoins) u NaH (55% B mune-
pansHOM Macie, 144 mr, 3,30 Mmmois). HeounmieHHbIH nponyKT, noiaydeHHbld B Buae macia (0,62 r, 88% BbI-
XOJI) IPUMEHSIIOT HEMOCPEACTBEHHO Ha CIIETyIOLIel CTainu .

MC m/z 235 (M)".

Cragus 2. 2-(1-ITunepa3unann)-6-[2-(3-MupuINHNIT)ITOKCH | TMPA3HH, alleTarT.

VYkazaHHOE B 3aroJIOBKE COCTUHEHHUE IMOTyJaroT 10 METOAWKe mpuMepa 4, cramust 2 U3 MpoayKTa co CTa-
mun 1 Berme (0,62 1, 2,64 mmons), munepasuHa (0,86 T, 10 mmons) u K,CO; (1,00 1, 7,2 mMons). Berxog 0,40 T
(44%); .. 90-91°C.

MC m/z 285 (M)". MCBP m/z Beramcieno ams CisHgNsO (M) 285,1590, naifzeno 285,1598. Anan.
(CysH9NsO-CH;COOH) C, H, N.

[pumep 13. 2-(2-OypunmeTokcn)-6-( 1 -numnepa3uHmI)IUpa3uH.

Cragus 1. Tper-bytun 4-(6-xn0p-2-nupa3zusun)- | -nunepasnHKapOOKCcHIaT.

Cwmech Tper-OyTun 1-nunepasunkapookcmiara (5,07 r, 27,2 mmons), 2,6-quxnopnupasuna (3,38 r, 22,7
mMmoutb) U K,CO; (4,09 1, 30,0 mmons) B antetonutpuiie (20 mut) nepemeruBaroT mpu 65°C B teuenue 12,5 4 u
eme 15 4 npu koMHaTHOW TeMneparype. J{00aBISIOT TUATHIOBEIN 3dup 1 cycneHsuto punbTpytor. KoHnenTpu-
pOBaHKE B BaKyyMe JTaeT HCOYUILCHHBIH MPOIYKT B BUJEC MACIa, KOTOPBIA KPUCTAIUTU3YETCS pH cTosHIH. O4Yn-
CTKa Xxpomarorpadueil Ha KOJIOHKE C CHIMKArelieM ¢ NMPUMEHEHHEM JThIaneTara/H-rekcaHa (6:4) B KadecTBe
amroenTa naet 6,1 r (90%) yka3aHHOTO B 3aTOJIOBKE COSIMHEHHS B BUIC TBEPAOTO BEIIECTBA.

MCBP nv/z Berauciero 11 C3H oCIN,O, (M) 298,1197, naitneno 298,1211. Anan. (Ci3H;sCIN,O,) C,
H, N.

Cragus 2. 6-Xmop-2-(1-nunepasuumn)nupasus (panee omnucad B a) J. Med. Chem. 1978, 21, 536-542; b)
US 4082844).

PactBop TpudTopykcycHoii kuciotsl (TOK; 6 M) B auxiopmerane (24 mi) 100aBIsIOT K epeMelIBae-
MOMY pacTBopy npoaykra co ctaauu 1 (5,79 r, 19,4 mmounb) B nuxsopmerane (20 muin) npu 0°C. Yepesz 1 w u 1,5
9 mepeMeninBanus 100aBIsOT gonoHuTeabHbIe mopiud TOK (10 vt u 5 mu). [106aBisoT U3MEIbYCHHBIN JIE]T
u 5SM Bogubiii NaOH u cmech akcTparupyioT nuxiaopmeradoM (12 x 200 mur) . OO6bennHEHHBIE OpraHUYecKHe
cion cymat (K,COs), puibTpyroT 1 KOHIEHTPUPYIOT B Bakyyme. D10 naer 3,48 r (90%) yka3aHHOTO B 3arojoB-
K€ COeJTMHEHHS B BHJIE CBETIIO-)KEITOTO TBEPAOTO BEIECTBA.

Cranus 3. 2-(2-®ypunmerokcn)-6-( 1 -nunepasuHmI)IHpasnH.

K-t-BuO (1,55 1, 13,8 MMonb) m00aBnstoT k cMecu npoxaykra co cramuu 2 (1,40 r, 7,05 mmonb) u 2-
¢dypanmeranona (5,3 r, 54 mmons). [Tocne nepememmBanus B Teuenue 7,5 9 npu 110°C cmech HaHOCAT Ha clIon
nquokcra kpemuus (16 x 6 cm). DmroupoBanne CHCL;/MeOH (95:5 manee 90:10) maet 1,35 r (74%) ykazanHoro
B 3ar0JIOBKE COCIMHEHU B BUJE Macla.

MCBP m/z seraucneno mus Ci3H sN,O,(M)™ 260,1273, Haiinero 260,1276. Anan. (C;3H;sN,O,) C, H, N.

[Ipumep 14. 2-(2-OeHMIITOKCH)-6-( 1 -TUTIepa3uHIIT)TUPA3HH, Majear.

K-t-BuO (0,80 r, 7,13 MMomp) 106aBiIsAOT K cMecH npoxykra npumepa 13, craaus 2 (0,638 1, 3,21 MMonp)
u 2-penmmranona (5,62 r, 46,0 mmons). [Tocne mepememmBanus B Tedenue S 4 npu 105°C B 3akpbIToid KOOe
CMeCh HaHOCAT Ha cJoi auokcuaa kpemaus (16 x 5 cm). Dmronposanne CHCl;/MeOH (97:3 manee 90:10) naer
0,68 r rycroro 0GexxeBoro mMacia. DTO BEIIECTBO IMOBTOPHO PACTBOPSIOT B aTmianerate u go6asmsior K,COs.
Ounprpanys U KoHIEHTpHpoBaHue B Bakyyme naet 0,67 r (74%) cBoOOJHOrO OCHOBaHHS yKa3aHHOTO B 3aro-
JIOBKE COCIMHEHHMS B BUJIE Macia.

MCBP m/z Beruncieno mis C 16H20N4O(M)+ 284,1637, naiineno 284,1630.

CBoOoHOE OCHOBaHME MpPEBpaAIlalOT B MalleaT, KOTOPBIH HNepeKpUcTaUIN30BbIBaloT Hu3 MeOH/
JUATHIIOBOTO ddupa: 1.1 166-168°C. Anan. (Ci¢H,N,0-C4H,04) C, H, N.

[Mpumep 15. 2-(2-Dypun)-6-(1 -nunepazuHmI)IUpasyH.

Cragus 1. 2-Xop-6-(2-Qpypun)mupasuH.

1,2-Tumeroxcmatad (130 M) qobaBnstoT k cMecu Terpakuc(tpudernmndocdun)nammagus (0) (0,93 r, 0,80
MMOJIB) U 2,6-guxnoprupasuHa (2,55 r, 17,1 mmons). Uepe3 5 MuH mepeMemrBaHus IPU KOMHATHOM TemIiepa-
Type mobasisiroT (ypan-2-6opoHoByto kucnoty (1,91 r, 17,1 MMomb) ¢ mocienyonmM 100aBIeHHEM BOIHOTO
Na,CO; (30 mi, 2 M). Cmech KUIATAT ¢ OOpaTHBIM XOJOAMIBHUKOM B TedeHue 1 1 [koHTpormpytor TCX Ha
Si0,; H-rexcan/atunanerar (90:10)]. Cinou pasfemnsifoT U CBETJIO-KOPUYHEBATHIH BOAHBIA CIIOH 3KCTPArupyroT
muxjopmeraHoM (2 x 200 mur). O6senuHerHbIe opraandeckue ciuou cymat (K,CO;), GuIsTpyroT 1 KOHIIEHTPH-
pytoT B Bakyyme. [lonyueHHOe KOPHYHEBO-KENITOE MACIO OYHMILAIOT XpoMaTorpadueil Ha KOJIOHKE ¢ CHIMKare-
nem (18,5 x 4 cm), smronpys H-rekcaHoM/dtrinaneratoM (90:10). Oto maer 1,47 r (48%) yka3aHHOTO B 3ar0JIOBKE
COEIMHEHUS B BHJE CBETIIO-KEJITOTO TBEPAOTO BEIIECTBA.
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MCBP m/z seraucneso mas CgHsCIN,O (M)* 180,0090, raitnerno 180,0092. Axan. (CsHsCIN,0) C, H, N.

Cragus 2. 2-(2-Oypun)-6-(1-nunepa3nHuT)nupa3uH.

Cwmecs npoxaykra co cranuu 1 (0,94 1, 5,2 mmons), nunepasuna (1,28 1, 14,9 mmons), K,CO; (0,87 1, 6,3
MMOJIb) B alleTOHUTPHIIE (5 MJI) HarpeBaloT B repMETUYHO 3aKpbITON K0j10e u3 nupekca npu 85°C B TeyeHue 3 u.
CmMmech paz0aBisiOT JUXJIOPMETaHOM, (QHUIBTPYIOT U KOHLEHTPUPYIOT B BakyyMe. MacisiHUCTBIH OCTaTOK O4H-
AT Xpomarorpadueil Ha KoloHKe ¢ cuimkareneM (18 x 4 ¢M) ¢ mojy4eHHeM KeJaToro Maciia. ITOT MPOAYKT
MOBTOPHO pacTBOpsitoT B HeOoubiom oobeMe CHCly/nuatuioBoro adupa (9:1) u GpuiabTpyIoT 4epe3 KOpOTKHUi
(4 cm) cioli AMOKCHAA KPEMHHUS, AIIOUPYs AMATHIOBBIM 3¢upomM/MeOH (96:4). ®unbTpar KOHUEHTPUPYIOT B
Bakyyme c noiydeHueM 0,77 T (64%) yka3aHHOTO B 3aroJIOBKE€ COSIMHEHHS B BHJIE CBETJIO-KEJITOTO TBEPJOTO
BEILIECTBA.

MCBP m/z seraucneso mis C,H,N,OM)" 230,1168, Haiinero 230,1170. Anaxn. (C1,H4N,0) C, H, N.

[pumep 16. 2-(1-[Tunepazunarm)-6-(3-THEHWUT ) IHpa3HH.

Cragus 1. 2-Xnop-6- (3-THSHH)THPa3HH.

1,2-Tumerokcuatad (120 M) 1o6aBistoT Kk cMecu Terpakuc(tpudenmnpochun)namiaaus (0) (0,87 r, 0,75
MMOJIb) U 2,6-muxnoprnupasuna (2,43 r, 16,3 MMoip). Uepe3 15 MuUH nmepeMemnBanus P KOMHATHOH TeMIiepa-
Type nobasisioT TnodeH-3-6oponoByro kuciory (2,09 r, 16,3 MMOIIB) C TIOCHEAYIOMIMM 100aBICHHEM BOIHOTO
Na,CO; (25 mi, 2 M). CMech KHIIATAT ¢ 0OpaTHBIM XOJIOJMIBHUKOM B TeueHue 2 4 [koHTponupytor TCX Ha
Si0,; H-rexcan/atunanerar (85:15)]. Ciou pazfenstoT U CBETJIO-KOPHYHEBATHIH BOAHBIA CJIOH 3KCTPAarupyroT
JATHIOBBIM 3dupom (2 x 100 mir). O6wvenunenubie opranudeckue ciou cymar (K,CO3), GunbTpyoT u KoH-
LHEHTPUPYIOT B BakyyMe. [losydeHHOe KOpHYHEBATOE MACIIO OYMIIAIOT XpoMmarorpadueil Ha KOJIOHKE ¢ CHUIINKa-
reneM (18 x 5 cm), amronpys H-rekcaHoM/>THianeTaToM (85:15). Oto maer 1,46 r (45%) yka3aHHOTO B 3ar0JIOB-
K€ COeTMHEHHS B BUJIE I'PS3HO-0EIIOr0 TBEPI0TrO BELIECTBA.

MCBP m/z Berancieno mis CsHsCIN,S (M)*195,9862, naitneno 195,9868. Anan. (CgHsCIN,S) C, H, N.

Cranus 2. 2-(1-ITunepaznaui)-6-(3-THEHUI ) TUpa3HH.

Cwmecsk npoxykTa co cranuu 1 (1,04 1, 5,29 mmons), nunepazuna (1,32 r, 15,3 mmons), K,CO; (0,81 1, 5,82
MMOJIb) B alleTOHUTPIIIE (6 MII) HATPEBAIOT B TEPMETUIHO 3aKPHITOH Koioe u3 nupekca mpu §5°C B TeueHue 8,5
4. CMmech paz0aBIsIIOT JUXJIOPMETAaHOM, (MIBTPYIOT M KOHIEHTPUPYIOT B BakyyMe. [lomyTBepaplii ocTaTok
OUMIIAIOT XpoMmarorpadueil Ha KojoHKe ¢ cuimkareseM (18 x 5 cm), mpumensisst CHCl;/MeOH (9:1) B kauecTse
JMIOEHTA, C MOJTYYEHHEM Maciia. DTOT MPOAYKT IMOBTOPHO PACTBOPSIOT B ATWiAIeTaTe, GUIBTPYIOT U KOHICH-
TpupyroT B Bakyyme. J10 maet 0,98 r (75%) yka3aHHOTO B 3arojIOBKE COEAMHEHUS B BHJE JKEJITOTO JIUIKOTO
Maca.

MCBP m/z seraucneso g CpH4N,S (M) 246,0939, maiineso 246,0943. Anan. (C,H 4N,S) C, H, N.

[Mpumep 17. N-Benznn-6-(1-nunepaznHui)-2-nupa3zuHaMuH.

Cragus 1. N-bensun-6-x10p-2-nupa3uHaMuH.

Cwmecs 2,6-muxinoprnupazuna (1,31 r, 8,8 mmoins), Oensmiamuna (1,15 r, 10,7 mmoins) u K,CO;5 (1,65 T,
11,9 mmonp) B aneronutpuie (6 mir) HarpesatoT mpu 85°C B TeueHue 13 4 B TepMETHYHO 3aKpHITOH KoJibe M3
nupekca. PeakiiMoHHYI0 cMech pa30aBisioT TUXJIOPMETAHOM, (QUIBTPYIOT M KOHIIEHTPUPYIOT B Bakyyme. JKei-
TBIN TBEP/IBII OCTATOK PaCTBOPSAIOT B HEOOJBIIOM 00bEME METaHOJIa U OUHUILAIOT XpoMaTorpadueii Ha KOJIOHKE C
cunkareneM (18 x 4 cm), npumensisi CHCl;/MeOH (98:2) B kauectBe airoenTa. Bropas ouncrtka (SiOy; 16 x 4
cM) ¢ npumerennemM CHCl; B kadgectse amoeHTa gaet 1,55 r (81%) yka3aHHOTO B 3arojIOBKE COCTUHEHUS B BUJIC
CBETJIIO-KENTOTO TBEPIOTO BEIECTRA.

MCBP m/z seraucieso s CiH;oCIN; (M) 219,0563, maiinero 219,0568. Anai. (C;H;oCIN;) C, H, N.

Cranus 2. N-bensun-6-(1-nmunepasuaun)-2-nupa3uHaMyH.

Cwmecs mpoaykra co ctamuu 1 (1,25 1, 5,7 mmons), nunepasuna (1,0 r, 11,6 mmons), K,CO5 (1,0 T, 7,3
MMOJIb) B quokcane (3 mur) HarpesaroT rpu 160°C B Teuenne 11 4 B TepMETUYHO 3aKPBITON KOJI0€ M3 mMHUpeKca.
CmMmech pa30aBisIIOT TUXJIOPMETAHOM, (QUIBTPYIOT U KOHLIEHTPUPYIOT B BakyyMe. KpacHo-KOpH4HeBaThIi ocTa-
TOK pacTBopsitoT B HeOoubioM oobeme CHCI3/MeOH (9:1) u ounmaror xpomarorpadueil Ha KOJOHKE C CHIIU-
kareneMm (15 x 4 cm), mpumensist CHCl;/MeOH (95:5 3atem 9:1) B kadecTBe amoeHTa. CBOOOIHOE OCHOBaHHME,
NOJy4eHHOE B BHE KopuuHeBartoro TBepioro Bemiecta (0,9 r, 3,33 MMoub), 3aTeM [MOBTOPHO PacTBOPSIOT B
metaHoue (10 min). Jlo6aBnstor manennoByto kucioty (0,45 r, 3,83 MMoib) B MeTaHoue (5 MIT) M COJIb OCaXKIAIOT
nobasienueM auaTHIOBOTO 3dupa. Coap nepekpucTaiin3oBeBaloT 13 MeOH-nuatunoBoro adupa u mnpespa-
marT 00paTHO B cBOOOHOE ocHOBaHMe nomenadnBanueM (10% BoxHoro Na,CO;) u 3KCTparnpoBaHUEM JIU-
9THIIOBBIM 3¢upoM (5 x 60 min). O0benuneHnbie 3¢upHble cinou cymar (K,COs), GuibTpyoT U KOHUEHTPHUPY-
1oT. 910 naet 0,36 T (23%) yka3aHHOTO B 3arojOBKE COCAMHEHUS B BHJIE CBETJIO-XKEIITOTO TIOPOIIIKA.

MCBP m/z seraucieso s CisHoNs(M)" 269,1640, HadineHo 269,1641. Aran. (C;sH;oNs) C, H, N.

[pumep 18. 1-[6-(2-TrueHMIMETOKCH )-2-TMPUINHII [TUTIEPA3HH.

Cranus 1. 2-Xop-6-(2-TueHWIMETOKCH )TUpUArH (panee onrcano B EP 693490).

K-t-BuO (1,70 T, 15,1 MMonb) mopuusMu J0OaBISIOT K TepeMennBaeMoit cmecu 2-truodenmeranona (2,14
r, 18,7 MMmonb) 1 2,6-guxnopnupuausa (2,13 r, 14,4 MMons) B muokcane (3 MiT) Ipyu KOMHATHOM TeMIlepaType.
Haumnnaercst ax30TepMHUUecKasl peakius, U A00aBisioT eme nuokcan (3 mun). Uepes 3 4 mepememnBaHus Mpu
KOMHATHOW TEMIIepaType peakIHOHHYIO CMECh MPOIYCKAIOT Yepe3 KOJIOHKY C JUOKCHIOM KPEMHUS, TIPHUMEHSIS
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H-rekcan/3tmianerar (85:15) B kauecTBe 31r0cHTa. BTOpast ourcTKa Ha KOJIOHKE C TUOKCHIIOM KpeMHus (16 x 4
CM) ¢ IpUMEHEeHNeM H-TekcaHa/atunarerara (9:1) maet 3,0 r (93%) yka3aHHOTO B 3arojIOBKE COCTUHEHUS B BUJIE
CBETJIO-0eKeBOro Macia.

MCBP m/z Berancieno mms C;oHgCINOS(M)' 225,0015, Haiinerno 225,0022. Aran. (C,HgCINOS) C, H,
N.

Cranus 2. 1-[6-(2-TueHnIMeTOKCH)-2-TMPUANHII |TUIIEPA3HH.

Cwmecsh npoaykta co craauu 1 (1,35 r, 5,98 mmons), munepasuna (1,55 r, 17,9 mmons), K,CO; (0,91 1, 6,58
MMOJIB) B aneToHnTprie (5 mur) HarpesaroT npu 125°C B TedeHue 6,5 4 B repMETHYHO 3aKPBITOH KoJI0e n3 mnu-
pekca. PeaknmoHHYI0 cMech pa30aBISFOT IUXIOPMETaHOM, (DMIBTPYIOT W KOHIEHTPHPYIOT B BakyyMe. Ilomy-
TBEPbI OCTATOK OYMILAIOT XpoMmarorpaduel Ha KoJoHKe ¢ cuirkareneM (16 x 4 cm), npumensiss CHCl;/MeOH
(9:1) B kauecTBe 3MIOCHTA. PacTBOpUTENHM BEIMAPHBAIOT M MACISTHUCTBIA OCTAaTOK IOBTOPHO PACTBOPSIOT B
CHCls/nustrnosom aupe (1:1). @unbTpanus u KoHIEHTpUpoBaHKe B Bakyyme naet 0,78 T (47%) yka3aHHOTO B
3aroJIOBKe COCTUHEHHS B BHIIE 0€KEBOTO Macia.

MCBP m/z seraucneno misa Ci4H7;N;0S(M)* 275,1092, raitnerno 275,1101. Anan. (C,4H;N;08) C, H, N.

ITpumep 19. 2-(2-DeHOKCHITOKCH )-6-( 1 -TTMmepa3suHmI ) TUPa3HH.

Cragus 1. 2-X10p-6-(2-PpeHOKCHITOKCH ) [THPA3HH.

K-t-BuO (1,61 1, 14,3 mmonb) mopuusiMu 10OaBISIOT K MEpeMeImnBaeMoil cMecu 2,6-TUXJIopIupa3uHa
(2,03 1, 13,6 mmonb) 2-penokcudTanona (2,54 r, 18,4 mmons) B nuokcane (8 mi) mpu 0°C (nensHas Oans). Ue-
pe3 5 MUH nepeMelInBaHus JeIHy0 0aHI0 YIAIAoT U CMECh NMEepPEeMEIINBAIOT P KOMHATHOW TeMIleparype B
TeueHne 1 4. PeakimoHHyI0 cMech pa30aBIIsOT TUAITUIIOBBIM 3(UPOM, GHIBTPYIOT M KOHIEHTPUPYIOT B BaKyy-
Me. MacIITHUCTBIM OCTATOK OYHMIIAIOT XpoMaTorpaduei Ha KOJOHKe ¢ crtnkareneM (18 x 5 ¢cM) ¢ mpuMeHeHHeM
H-rekcaHa/stunanerara (92:8) B kauectBe amtoeHTa. 10 naet 2,92 1 (86%) yka3aHHOTO B 3ar0JIOBKE COCTUHE-
HUS B BHJIE OEJIOT0 TBEPAOTO BEIECTBA.

MCBP m/z Beraucineno ais C,H;;CIN,0, (M)" 250,0509, naiineno 250,0511. Anan. (C;,H;;CIN,0,) C,
H, N.

Cragus 2. 2-(2-OeHoKcHITOKCH)-6-( 1 -TUepa3suHmI ) I pas3wH.

Cwmech npoxykra co cramuu 1 (1,29 1, 5,15 mmomns), munepasuna (1,30 T, 15,1 mmons) u K,CO; (0,71 T,
5,14 Mmmonb) B anleTOHUTpHIIE (5 MIT) HarpeBarOT B TEPMETHIHO 3aKPBITOM KoJIOe u3 nupekca mpu 100°C B Tede-
Hue 4 4. PeakunoHHyI0 cMech pa30aBisiOT JUXJIOPMETAHOM, (PUIBTPYIOT U KOHIEHTPUPYIOT B Bakyyme. CBer-
JIO-KOPUYHEBBIN TOJyTBEPABIA OCTATOK OYHUINAIOT Xpomartorpadueil Ha KOoMoHKe ¢ cuiukareneM (15 x 4 cm),
npumensisi CHCl;/MeOH (9:1) B kadecTBe 3i0eHTa. PacTBOPUTEIN BBHITIAPUBAIOT M MAC/ITHUCTBIA OCTATOK I10-
BTOPHO pacTBOPsitOT B AudTUI0BoM 3¢upe/CHCI; (1:1). dunbTpanus 1 KOHLIEHTpUPOBaHUE B Bakyyme aaet 1,05
r (68%) yKa3aHHOI'O B 3ar0JIOBKE COEJMHEHUS B BUJie OEJIOro TBEPI0Tro BELIECTBA.

MCBP m/z Be1unciieHo JJIS C16H20N402 (1\4)4r 300,1586, HalJIeHO 300,157 8. Anai. (C16H20N402) C, H, N.

[Mpumep 20. 2-(bensunokcu)-6-(1-nuepasuHmwI)IUpa3uH (3TO COSTUHEHHE TAKXKE OXapaKTepPH30BaHO B
dopme maneara: T.wr. 155-156°C. MCBP m/z Beruncneno s CisH;gN,O (M) 270,1481, naiineno 270,1482.
Amnai. (C15H18N4O'C4H4O4) C, H, N)

Cwmech npoaykTa u3 npumepa 13, cragus 2 (0,73 r, 3,68 Mmons), 6er3mnoBoro criupta (9,4 r, 87 MMOITB) 1
K-t-BuO nepememmsatot npu 125°C B Teuenue 4,5 4. PeakimoHHYI0 CMeCh OUYMIIAIOT XpoMmarorpadueil Ha Ko-
noHke ¢ cuiukareneM (13 x 5 cm), npumensis CHCl;/MeOH (7:3 3arem 9:1) B kauecTBe aitoeHTa. PactBopurenu
BEIITAPUBAIOT U OCTAaTOK MOBTOPHO PACTBOPSIOT B dTwianeTare. OuibTpanus U KOHIICHTPUPOBAHHUE B BaKyyMe
maet 0,90 T (90%) yka3aHHOTO B 3ar0JIOBKE COSAMHEHMS B BUIE OSKEBOTO Macia.

MCBP m/z seraucieno mus CisH sN,O (M)* 270,1481, raitneno 270,1482. Anan. (C;sH;sN,O) C, H, N.

IIpumep 21. 2-OeHoKCH-6-( 1 -MUIIepa3uHWI ) TIPA3HH.

CMmech npojykra, nojydeHHoro B mpumepe 13, cramus 2 (1,97 r, 9,92 mmons), penona (2,43 r, 25,8
MMmoutb), CuO (1,0 r, 12,6 mmons) u K,CO3 (1,43 1, 10,3 MMoutb) B AriOKcaHe (2 M) IEpEMENTUBAIOT B TeUCHUE
4,5 4 npu 165°C B repMeTHYHO 3aKphITO Konbe u3 mupekca. Peaknmonnyto cmech paszbasisitor CHCl; u
¢bunpTpyroT uepes cioi nenuta. Cioil npombiBaroT HeckosbkuMu nopuusmMua CHCL;/MeOH (95:5). PactBopu-
TEJIb BBIAPHUBAIOT B BaKyyMe C IIOJIyYeHHEM TEMHO-KOPUYHEBOTO Maciia, KOTOPOE OUMILAIOT Xpomarorpadueit
Ha KoJIOHKe ¢ cumkaresneM (14 x 5 cm), mpumensisi CHCl;/MeOH (95:5 manee 90:10) B kauectBe amoenTa. Ko-
puuneBoe macio (1,66 ) MOBTOPHO MOABEPrarOT XpoMarorpaduu Ha KOJOHKE, CHavaia ¢ cuarkareneM (18 x 4
cm), npumensis CHCI;/MeOH (9:1) B kadecTBe 3/IFOCHTA M 3aTEM C OKCHIOM AMIOMUHUS (4 X 5 CM), MIPUMEHSA
quaToBeid 3¢hup/MeOH (95:5) B kauectBe amoenTa. 910 naet 1,37 r (54%) yka3aHHOTO B 3aroJIOBKE COCIH-
HEHUs B BUJI€ CBETIIO-0€KEBOro Macia.

MCBP m/z Beruncieno misg Ci4H gN4O (M)+ 256,1324, naiineno 256,1321. Anan. (C4H;(N4O) C, H, N.

[Mpumep 22. 2-(1-DennnaTokcu)-6-(1-nunepasuHmI)IUpasyH.

Cranus 1. 2-Xnop-6-(1-heHnasTokeH ) mupasmH.

K-t-BuO (2,1 1, 18,7 MMO1B) JOOABISIOT K IIepeMeIuBacMoMy pacTBopy 1-denmn-1-atanona (2,45 , 20,1
mMmonb) B nmuokcane (30 mur) mpu 0°C (nremsHas Gams). Yepes 10 MuH mepememmBaHWs HOOABISIOT 2,6-
nuxnoprpasut (2,49 r, 16,7 MMOJb) U peakIIMOHHAs CMECh CTAHOBUTCSI OpamkeBoil. [locie nepeMentnBaHus B
TeueHue eme 1,5 4 n00aBiIsoT AUATUIIOBBIH 3Gup U cMech (GunbTpyor. KoHIIEHTpHUpOBaHHe B BakyyMme JaeT
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OpaHXeBOE Macllo, KOTOpOe OYMIIAIOT XpoMmarorpadueil Ha KOJOHKe ¢ cuimkaresem (15 x 5 cM) ¢ npuMeHeHu-
eM H-rekcaHa/stunanerara (9:1) B kauectBe amoeHTta. It1o aaet 3,29 r (84%) yka3zaHHOTO B 3arojOBKE COCIHHE-
HUS B BHJE OECIIBETHOT'O Maca.

MCBP m/z seraucneno g Cp,H;CIN,O (M)" 234,0560, maiineno 234,0551.

Cranus 2. 2-(1-®enmnatoken)-6-(1-nunepa3suHu ) IupasuH.

Cwmech npoaykra co ctaauu 1 (1,53 r, 6,5 mmons), nunepaszuna (1,62 r, 18,9 mmoins) u K,CO3 (0,90 1, 6,5
MMOJIb) B allETOHUTpUIIE (6 MJI) HArpEBalOT B TEPMETUYHO 3aKpbITOi Kosbe n3 nupekca npu 90°C B Teuenue 3,5
4. PeakunoHHyI0 cMech pa30aBisioT AUXIOPMETAHOM, (PUIIBTPYIOT M KOHLIEHTPUPYIOT B BakyyMme. [ToxyTBepabit
OCTAaTOK OYMIAIOT XpoMaTorpadueii Ha kosnoHke ¢ cuinukareneM (13 x 4 cm), npumensis CHCl;/MeOH (9:1) B
KavyecTBe 3JII0eHTa. PacTBOpuTENM BRINIAPUBAIOT U OCTaBIIeecs Macio noBTopHO pactBopsioT B CHCl;, ¢unbt-
PYIOT uepe3 KOPOTKHI CJION OKCHJIa aJJFOMUHMS ¥ KOHIIEHTPHUPYIOT B Bakyyme. O1o naet 1,34 r (72%) ykazaHHo-
TO B 3ar0JIOBKE COEAMHEHNUS B BUJIE MACIIa, 3aTBEPAEBAIOIIETO IPH 3aMOPayKHBAHHH.

MCBP m/z Beruncneno mis C;sHooN,O (M)+ 284,1637, navigeno 284,1650. Anain. (C,Hy0N40-C4H40,4) C,
H, N.

Ipumep 23. 2-(2-PTopaTokcn)-6-( 1 -munepa3uHILT)IUPa3HH, Mallear.

Cragus 1. 2-Xnop-6-(2-pTopITOKCH)THPa3UH.

K-t-BuO (1,32 1, 11,8 MMoIp) mopuusiMu JOOABISAIOT K TiepeMernrBaeMon cmecu 2-gropatanona (2,16 r,
33,7 mmonn) u 2,6-nuxnopnupasuna (1,61 r, 10,8 mmons) B quokcane (2 M) npu 0°C (neasinast 6ans). Peakmm-
OHHYIO CMECh 3aT€M IepEeMEIINBAIOT MPU KOMHATHOH TeMIlepaTrype B TeueHHe 1 9, pa30aBisfiOT AUXJIOpMETa-
HOM, QHIBTPYIOT M KOHIEHTPUPYIOT B BakyyMe. OcTaTok oyMIIaloT XpoMarorpaduell Ha KOJIOHKE C CHUJIMKare-
aem (19 x 4 cMm) ¢ mpuMeHeHHeM H-rekcaHa/stuianerara (85:15) B kauectBe amoeHTa. O10 maet 1,49 r (78%)
YKa3aHHOT'O B 3ar0JIOBKE COEJIMHEHUS B BUJIe OSKEBOM JKHIIKOCTH.

Amnag. (C6H6FC1N20) C, H, N.

Cranus 2. 2-(2-¢ropatokcn)-6-(1-nunepa3uHmn) nupasuH, Majear.

Cwmecsk npoaykTa co cranuu 1 (0,94 1, 5,31 mmons), munepasuna (1,40 T, 16,3 mmons) u K,CO; (0,81 T, 5,9
MMOJIB) B alleTOHUTpWiIE (5 M) IepeMeNnBaoT MpU KOMHATHON TemrepaTtype B TedeHue 8,5 4 u npu 65°C B
TeueHue 4 4. PeaknnoHHYIO cMech pa30aBIAIOT AUXIOPMETaHOM, (PUIBTPYIOT M KOHIECHTPUPYIOT B BaKyyMe.
[TonyTBepaplii OCTATOK OYHIIAIOT XpoMaTtorpadueil Ha KoJOHKe ¢ cuimkareneM (17 x 4 cMm), mpUMEHss
CHCI3/MeOH (9:1) B kauectBe 3mioeHTa. PacTBOpHUTENH BEITapHBarOT U octaBieecs Macio (0,73 T) TOBTOPHO
pactBopsttor B auaTIiioBoM d¢pupe CHCl; (1:1) u punbTpyror uepes KOpoTkuid (4 cM) CIIOi OKCHIa alFOMUHIS,
npuMensisi audTIIoBbIN 3Gup/MeOH (96:4) B kadecTBe 3i10eHTa. PacTBOPUTEIM BBIAPUBAIOT U OCTATOK I10-
BTOPHO PacTBOPAIOT B AMATHIOBOM 3dupe u nobasisor K,CO;. OmibTpaiius U KOHIICHTPUPOBAaHUE B BaKyyMe
nmaet 0,57  (47%) cBOOOIHOTO OCHOBAHMS YKAa3aHHOTO B 3arojIOBKE COCTUHEHHUS B BHJE Macia, KOTOpOe Ipe-
BpamatoT B Manear. [lepexpucrammzanust 13 MeOH/nuatunosoro 3¢upa naer 0,58 r ykazaHHOTO B 3aroJIOBKe
COEIMHEHUs B BUjie O€JIoro mopouika.

Amnann. (C]()H]SFN4O'C4H4O4) C, H, N.

[Mpumep 24. 2-(LIMKIONEHTHIMETOKCH )-6-( 1 -UIepa3uHmII) TUPa3HH.

Cragus 1. 2-Xnop-6-(IHUKIONEHTUIMETOKCH ) TUPA3HH.

K-t-BuO (1,65 1, 14,7 MMOIIb) MOPIUSAME JOOABISIOT K IMEPEMEIIMBAEMON CMECH ITUKJIONICHTAHMETaHOIa
(2,99 1, 29,9 Mmoip) u 2,6-guxnoprupasusa (1,90 r, 12,8 mmons) B nuokcane (6 mi) npu 0°C (yiensiHast OaHs).
PeakimoHHYyI0 cMech NepeMenIMBaloOT B TeYeHWe 2,5 4, JocTHras KOMHATHOH TeMmmneparypsl. PeaknmoHHYyrO
CMeCh pa30aBIAIOT AUXJIIOPMETAHOM/TUATWIOBEIM d¢pupoM (1:1), QUIBTPYIOT W KOHIICHTPHUPYIOT B BaKyyMe.
BexeByro KHIKOCTh OYMINAIOT XpoMaTorpadueil Ha kKojoHKe ¢ cuiukareseM (18 x 4 cM) ¢ npuMeHeHneM H-
rexcana/sTmianerata (94:6) B kauecTBe 2Mr0eHTa. [[Be ounctku xpomarorpadueit garor 1,66 r (61%) ykazanHo-
TO B 3aTOJIOBKE COEIMHEHHS B BUIe OECIIBETHOTO Maca.

MCBP m/z Beraucieno s CioH ;CIN,O (M)' 212,0716, maitzerno 212,0723. Anan. (C,,H;;CIN,O) C, H,
N.

Cranus 2. 2-(L{ukmoneHTHIMETOKCH )-6-( | -Tunepa3suHmu ) TUpa3HH.

Cwmecs npoaykTa co cramuu 1 (1,12 r, 5,27 mmons), nunepasuna (1,36 r, 15,8 mmois) u K,CO; (0,77 1, 5,6
MMOJIb) B anieroHuTpuie (5 mir) nepememinBarot npu 100°C B Teyenue 4,5 4 B repMETHYHO 3aKPBITON KOJIOE M3
nupeKca. PeakIMOHHYI0 CMeCh pa30aBIIIOT JUXJIOPMETAHOM, (PUIBTPYIOT U KOHIICHTPHUPYIOT B Bakyyme. [loimy-
TBEPIBIA OCTATOK OYHMINAIOT XpoMaTorpaduei Ha KojoHKe ¢ cuukareneM (15 x 4 cm), npumenss CHCl;/MeOH
(9:1) B xauecTBe a;moeHTa. PacTBOpUTENM BHINMApUBAIOT U OCTaBIIEECS I'yCTOE Macjo IIOBTOPHO PacTBOPSIOT B
JV3THIIOBOM d¢upe. PunbTpanus 1 KOHIEHTpupoBaHue B Bakyyme naet 1,02 1 (74%) yka3aHHOTO B 3arojoBKe
COEIMHEHUS B BUie OSKEBOT0O Macia.

MCBP m/z seraucieno mus Ci4H,nN,O (M)' 262,1794, maitneno 262,1800. Anan. (C14H,,N40) C, H, N.

[pumep 25. 2-bers3un-6-(1-nunepa3uHI)IHPa3uH.

Cragus 1. 2-Xn0op-6-0eH3uImHupasuH.

YkazaHHOE B 3arojOBKE COSAMHEHHE MOIy4atoT B 20 MMOJIEHOM MacHITade COTJIACHO METOIUKE, OTHCaH-
Hoit B WO 94/26715 ¢ Hebombimmu Moaudukamusivu. Peakimo mpoBoaat npu 50°C B Tedenue 8 4 ¢ mocie-
IYIOITNM IIpoBeAeHueM B TedeHue 10 1 mpu komHaTHOH Temnepatype. Beixon: 0,75 r (18%).
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MCBP m/z seraucneno g CpHoCIN, (M)" 204,0454, raitnerno 204,0450.

Cranus 2. 2-ben3un-6-(1-nunepazuHm)mupa3uH.

Cwmecs npoaykra co ctanuu 1 (0,83 1, 4,0 mmons), munepasuna (1,1 1, 12,8 mmons) u K,CO; (0,62 T, 4,49
MMOJb) B anieroHuTpuie (7 mi) nepememuBaioT npu 85°C B TeueHue 8,5 4. PeakioHHy0 cMech pa30aBisioT
JMXJIOPMETaHOM, (PUIIBTPYIOT U KOHLIEHTPHUPYIOT B BakyyMe. [losyTBep/blii OCTaTOK OYMINAIOT XpomaTorpadu-
eit Ha kosoHke ¢ cuimkareneM (20 x 4 cm), npumensis CHCl;/MeOH (9:1) B kauectBe aumtoenra. [loiaydeHnoe
Macsio moBTopHO pacTBopsitoT B CHCl; 1 GuiibTpyroT Yepe3 KOPOTKHil ciioit (4 cM) OKCHIa alFOMUHHUS, TIPHUME-
Hsst andTIIoBbIA 3¢up/MeOH (96:4) B kadecTBe ammoeHTa. PacTBopuTels ynansioT B Bakyyme, uto gaet 0,59 r
(57%) ykazaHHOTO B 3aroJIOBKE COEIMHEHUs B BHJIE Macia, KOTOPOE CTAHOBUTCS MOJIYTBEP.IBIM IIPH 3aMOPAXKH-
BaHMHU.

MCBP m/z seraucieso mis CisH N, (M)' 254,1531, raitneno 254,1527. Anan. (C;sH;sN4) C, H, N.

pumep 26. 2-(3,4-Auruapo-2H-xpomeH-4-nin0kcn )-6-( 1 -mumnepa3uHm)) Tupa3nH, Majear.

Cragus 1. 2-Xnop-6-(3,4-murunpo-2H-xpoMeH-4-MUIIOKCH ) TUPa3HH.

K-t-BuO (1,28 1, 11,42 MMonbp) 100aBISIOT K IepeMennBaeMomMy pactBopy 4-xpomanona (1,81 1, 12,0
MMoutb) B auokcane (30 mu) pu 0°C (nensHas 6ans). Yepe3 5 MUH mepeMenInBaHus TP KOMHATHON TeMIiepa-
Type cMech oxmnaxaaioT 10 0°C (emsHas 6ans) u qobasinsior 2,6-nuxnoprupasuH (1,49 r, 10,0 mmons). Peak-
HOHHYIO CMECh IIEPEMEIINBAIOT ITPU KOMHATHOM TeMieparype B TeueHue 15 MUH M pa30aBisioT IUXJI0pMeTa-
HOM. DunbTpanys 1 KOHIEHTPUPOBAHUE B BaKyyME JIaeT OPaHIKEBOE I'yCTOE Macilo, KOTOPOE OYHIAIOT XpOMa-
torpadueii Ha KojoHKe ¢ cuiaukaresneM (15 x 4 ¢M) ¢ IpMMEHEHHEM H-TeKcaHa/>Tuianerara (8:2) B KauecTBe
anroenta. I1o paet 1,87 r (71%) yka3aHHOTO B 3ar0JIOBKE COSAMHEHHS B BUIEC OCCIIBETHOTO Maca.

MCBP m/z Beraucneno mis C3H;CIN,O, (M)" 262,0509, naiineno 262,0520. Anan. (C;;H;,CIN,0O,) C,
H, N.

Cranus 2. 2-(3,4-Auruapo-2H-xpomeH-4-miokcen)-6-(1-nunepa3nHuin) mupasuH, Maiear.

Cwmech nponykra co cramuu 1 (1,53 1, 5,81 mmomns), munepasuna (1,45 1, 16,9 mmons) u K,CO; (0,80 T,
5,81 mmoup) B aneroHuTprie (10 M) HarpeBarT B TEPMETUIHO 3aKpBITOH Koibe u3 mupekca mpu 110°C B Te-
yerne 6,5 4. Peakunonnyro cMeck pazdasisitor CHCL;, GuinbTpyroT M KOHIIGHTPHPYIOT B BakyyMe. [lomyTBep-
JBII OCTaTOK OYMINAIOT Xpomarorpadueil Ha kojoHke ¢ cuimkareneM (13 x 4 cm), npumensst CHCl;/MeOH
(9:1) B xauecTBe >m0eHTa. CBOOOAHOE OCHOBAHME YKA3aHHOTO B 3ar0JIOBKE COSAMHEHHMS IOJIYYaAIOT B BHJE BS3-
koro Macna (1,76 r, 97%), kotopoe npeBpaiiatoT B majieart. [lepexpucrammzanus u3 MeOH/austunoBoro 3¢u-
pa maer 1,78 r (74%) yka3aHHOTO B 3arojIOBKE COCIMHEHHUS B BHJE CBETIIO-KEJITOTO MOpOMIKa: T.IuI. 179,5-
182°C.

MCBP m/z BbI4ucCiI€HO JUISL C17H20N402 (M)+ 312,1586, HaﬁI[CHO 312,1581 Amnann. (C17H20N402'C4H404)
C,H,N.

[Mpumep 27. 2-[2-(4-AnumernnamunodheHm)3Tokcu |-6-( 1 -nunepasuHu) IupasuH, Majear.

Cragus 1. 2-Xnop-6-[2-(4-muMeTHiiaMuHO()EHIMIT)3TOKCH [TUPA3HH.

K-t-BuO (2,27 1, 20,3 MMosb) [00aBISIOT K IIEPEMEIIMBAEMOMY pacTBOpy 4-(AMMETHIIaMHHO)
¢enerunosoro crmprta (3,55 r, 21,5 mmouns) B ntuokcane (35 min) npu 0°C (nenstHas 6anst). Uepes 5 MuH nepe-
memmBanust ipu 0°C 1 12 MMH Ipy KOMHATHOM TeMmIeparype cMech oxiaxnaatot g0 0°C (nensHas 6aHs) U 10-
OasisttoT 2,6-muxnopupasuH (2,62 1, 17,6 MMois). Peaknnonnyro cmech nepemermBatot mpu 0°C B TeueHue 5
MHH U IIpY KOMHAaTHOH TemIeparype B TeueHre 20 MHH U pa30aBiIAIOT AUXJIOPMETAHOM/IU3THIOBEIM 3(pupom
(1:1). ®unprpamnus yepes ciuoit nenura, mokpeitoro K,CO; 1 KOHIIEHTPHUPOBAHNE B BaKyyMe JaeT JKEITOe Mac-
no. Ilpogykr oummiaror xpomarorpadueld Ha KoyloHKe ¢ cwimkareneMm (15 x 5 cMm) ¢ mpuMeHeHHWeM H-
rekcaHa/stuianerara (85:15). Bropas ouncrka xpomaTorpadueii Ha KooHKe ¢ cuinkaresieM (14 x 5 cm) ¢ npu-
MeHeHHeM H-rekcana/stmianerata (88:12) naer 3,91 r (80%) yka3zaHHOTO B 3arojioBKe COCAMHEHUs B Bujie Oec-
I[BETHOT'O Maca.

Amnan. (C14H16C1N30) C, H, N.

Cranus 2. 2-[2-(4-JlumernnamuHodennn)atokeu |-6-(1-nunepasuHui ) mupa3ut, Maiear.

Cwmecs npoaykTta co cranuu 1 (1,83 r, 6,59 mmons), munepasuna (1,69 r, 19,6 mmoss) u K,CO; (0,92 1, 6,7
MMOJIb) B allETOHUTpHIIE (25 MII) KUIATAT ¢ 0OpaTHBIM XOJOAMIBHUKOM B TedeHue 8,5 4. PeakimoHHyI0 cMech
pa30aBIAIOT IUXJIOPMETAaHOM, (HUIBTPYIOT Yepe3 CIIOW LeNINUTa M KOHLIEHTPUPYIOT B Bakyyme. [lomyTBepabiii
0CTaTOK OYMUIAIOT XpomaTtorpadueit Ha kKononke ¢ cuinkareneM (13 x 4 cm), npumensiss CHCl;/MeOH (92:8) B
KavecTBe doeHTa. CBOOOJHOE OCHOBaHME YKa3aHHOTO B 3ar0JIOBKE COEAMHEHUS IOJYYaloT B BHJE OEKEBOTO
Bsizkoro Macna (1,17 r, 54%), koropoe npeBpamaroT B Mainear. [lepexpucrammmzanus u3 MeOH/anatnnosoro
a¢wupa naer 1,33 r ykazaHHOTO B 3aroj0OBKE COEMHEHHUS B BUE CBETIIO-XKEITOTO MOPOIIKA.

MCBP m/z Beruncneno mis C;gH,sNsO (M)+ 327,2059, naiineno 327,2066. Aunan. (C1gH»sNsO-C4H,04) C,
H, N.

[pumep 28. 2-[2-(1H-Uum07n-1-111)3TOKCH]-6-( | -ITMNIepa3uHILT ) TUPa3HH, MaJear.

Cragus 1. 2-(1H-Uupon-1-um)sranon (panee omucad B a) J. Med. Chem., 1992, 35, 994-1001; b) tam xe
1998, 41, 1619-1630).

Cwmech nanona (5,71 r, 48,7 mmoub), atunenkapoonara (4,72 r, 53,6 mmonsb) u K,CO; (6,73 1, 48,7 MMoIIb)
B IM® (20 mur) KUOATAT ¢ OOpaTHBIM XOJIOIMIBHUKOM B TedeHHE 2 4. PeaknoHHYI0 cMech paz0aBiAioT IH-
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XJIOPMETaHOM, (PHIBTPYIOT M KOHLEHTPUPYIOT B BakyyMe. CBETNIO-KOPHUYHEBBII MACISIHUCTBIA OCTaTOK OYHIA-
10T XpoMaTorpadueii Ha KoJoHKe ¢ cunukareneM (13 x 6 cMm), mpuMeHsis H-rekcan/atmnaneTar (1:1) B kagecTBe
amroenTa. J1o fgaet 1,78 1 (23%) yka3aHHOTO B 3ar0JIOBKE COEAMHEHHS B BUIE O€KEBOTO Macia.

MCBP m/z Beraucieso ms CioH;NO (M)" 161,0841, Haiinerno 161,0849. Anan. (C,0H;;NO-0,1 H,0) C,
H, N.

Cranus 2. 2-Xnop-6-[2-(1H-una071-1-mn)3Tokcu |nupasux.

K-t-BuO (0,67 r, 5,93 MMoiib) 100aBNISAIOT K MEPEMEIIMBAEMOMY PAacTBOPY MPOAYKTA, MOJIYYCHHOrO Ha
craguu 1 (0,67 r, 5,93 mmonb) B auokcane (20 mun) npu 0°C (nensiHas 6ansi). Uepe3 7 MUH HiepeMelIMBaHUS TIPH
0°C u 5 MHH TpPH KOMHATHON Temreparype cMmech oxjiaxkaarT no 0°C (nemsHas OaHs) U H00aBIsOT 2,6-
JuxstopnupasuH (2,62 1, 17,6 mmous). JKenroBaTylo peakunoHHyI0 cMech nepeMemnuBarotr nmpu 0°C B TeueHne
20 MHMH ¥ NIpY KOMHATHOW Temrieparype B TedeHre 10 muH u pazbasistor muxsopmeranoM. Cymika (K,COs),
¢upTpanus ¥ KOHIIEHTPHPOBAHHE B BaKyyMe aaeT OexkeBoe macio. [Ipoxykr oummiaror xpomarorpadueii Ha
KoJioHKe ¢ cuinkarenem (13 x 4 ¢cMm) ¢ npumeHeHueM H-rekcana/atunanerara (80:20). Oto maer 1,39 r (94%)
YKa3aHHOTO B 3ar0JIOBKE COEAMHEHUS B BU/IE Maclia, KOTOPOE 3aTBEPJECBACT MPU CTOSHHH.

MCBP m/z Beraucieno i Ci4H;,CIN;O (M)" 273,0669, naitnerno 273,0671. Anan. (C4,H;,CIN;0) C, H,
N.

Cranus 3. 2-[2-(1H-Uunon-1-un)sTokcu]-6-( 1 -nmurnepasuHu))mupa3nH, Majear.

Cwmecs npoxykra co cramuu 1 (1,05 1, 3,84 mmons), munepaszuna (0,96 t, 11,1 mmons) u K,CO; (0,53 T,
3,84 mmonb) Harpesatot mpu 85°C B Teuenue 7 4. Peakimonnyo cmech pazbasisitor CHCL;, dunbtpyror u koH-
HEHTPHUPYIOT B BakyyMe. [1oryTBepabIil 0CTaTOK OYHUINAIOT XpoMaTorpadueil Ha KoIoHKe ¢ cumkarenem (11 x 4
cm), npumensiss CHCL;/MeOH (9:1) B kauectBe amoenta. [lonyueHHoe maciio mosropHo pacteopsitor B CHCL; u
¢bunpTpyIOT Yepe3 KopoTkui (4 cM) cioll okcuza amomuHud, mokpsitoro K,CO;, npumensisi CHCl; B kayecTBe
JJIFOCHTa. Y dalieHue pactBoputens B Bakyyme maeT 1,02 r (82%) cBoOOJHOTO OCHOBaHHMS yKa3aHHOTO B 3aro-
JIOBKE COEAMHEHNS B BHIE OSKEBOro Macia, KOTopoe IpeBpamatoT B Manear. [lepexpucrammmzanust u3 MeOH/
JquaTHioBoro 3¢gupa naer 1,00 (75%) ykazaHHOTO B 3aroJIOBKE COEAMHEHUS B BHJIE CBETJIO-KEJITOTO MOPOIIKA!
T 160,5-163°C.

MCBP m/z Beruucneno mis C;gH, NsO (M)+ 323,1746, naiineno 323,1757. Anan. (CigH,NsO-C,H40,) C,
H, N.

pumep 29. 2-[2-(1H-Urmon-3-un)stokcn |-6-( 1 -munepa3suHm ) Tupa3uH.

Cragus 1. 2-Xnop-6-[2-(1H-unmon-3-wmm)3TokcH |nipa3uH.

K-t-BuO (2,32 r, 20,6 MMonb) 100aBisIIOT K INepemeninBaeMomy pactBopy tpunrodona (1,7 r, 10,6
MMoutb) B auokcane (30 mu) mpu 0°C (nensHas 6ans). Uepes 10 mun nepemermmBanus npu 0°C u 10 MmuH npu
KOMHATHOW TeMmepaType cMmech oxiaxaaroT 1o 0°C (nensHas 6ans) u qo6aBusioT 2,6-quxiopnupasuH (1,37 T,
9,17 mmons). XKenToBaryio peakiimoHHYI0 cMech nepemenbaioT npu 0°C B Tedenne 30 MUH U IIPU KOMHATHON
temrneparype B TeueHre 20 MmuH. CMech pa30aBisiOT JUXJIOPMETaHOM, (GUIIBTPYIOT U KOHIIEHTPUPYIOT B BaKyy-
Me C MoJIydeHHeM KOpHUuHeBaToro macia. [IpoaykT ouniatoT xpomarorpadueil Ha KoJloHke ¢ cuiukaresiem (14
X 5 cM) ¢ IpuMeHEeHHeM H-TeKcaHa/tmnarerara (75:25). Oro maer 1,38 r (55%) yka3aHHOTO B 3ar0JIOBKE CO-
eJIMHEHUsI B BUJIE OC:KEBOro TBepI0ro BemecTBa. Yuctora > 90% 1o naHHbBIM 'H IMP B CDCl;.

Cragus 2. 2-[2-(1H-Uunon-3-min)atokcu]-6-(1-numepa3suHmI) TUpas3uH.

Cwmecsk npoxykTta co cranuu 1 (1,07 r, 3,90 mmons), munepasuna (0,98 T, 11,3 mmons) u K,CO; (0,54 1, 3,9
MMoutb) B arieronuTpriie (11 mur) Harpesatot nipu 85°C B Teuenue 5 4 u ipu 110°C B TeyeHue § 4 B TepPMETHYHO
3aKpBITON KoNbe m3 mupekca. Peaknnonnyro cmechk pasbasisaior CHCl;, puiubTpyroT U KOHIEHTPHPYIOT B Ba-
kyyMme. [lomyTBepablii OcTaTOK OYMIIAIOT XpoMaTorpadueil Ha KosoHKe ¢ cunukareseM (11 x 4 cM), npuMeHsis
CHCI3/MeOH (9:1) B kauectBe amroenTa. [lomydenHoe Macino moTopHO pactBopsitor B CHCl; n punsrpyror
yepe3 KOPOTKHiA cioi okcruaa amromMuHusA, TOKpeIToro KyCOs5, mpumensist CHCl; B kauecTBe 2i1r0eHTa. Y JalleHIe
pactBoputens B Bakyyme gaet 0,50 T (23%) yka3aHHOTO B 3arojlOBKE COCIUHEHHUS B BHIE Macia, KOTOpoe 3a-
BepAeBaeT MpH crossHuM: T.1m1. 133-135°C.

MCBP m/z seraucneno g CigHy NsO (M)' 323,1746, maitneno 323,1763. Anan. (C;sH,NsO) C, H, N.

[Mpumep 30. 4-[(4-Dropbensun)okcu|-2-(1-nunepasuHuI) IMPUMHIIH, TUTHAPOXIOPHUI.

K-t-BuO (0,224 r, 2,00 MmMoJ1b) 100aBJISIFOT K pacTBOpy 4-pTopbdensmiororo crupta (0,252 r, 2,00 MMoJIB)
B Tper-Oyrtanone (5,4 mi). Uepes 30 MHH mepeMelIMBaHUS MPH KOMHATHOW TeMmmepaType a00aBisiorT 2,4-
mxstoprmpumuii (0,298 1, 2,00 MMonb) B TpeT-OyTanose (2 mir). PeakimoHHyI0 cMech IepeMeIInBaoT B Te-
YeHHe HOouH, BbUIMBAIOT B 5% Boaubli NaOH u skctparupytor stunaneraroM. OpraHudeckuil cioi cymar
(MgSO,) n KoHLEHTPUPYIOT B BakyyMe. JlobaBisttor pactBop nunepasuna (0,516 r, 6,00 mmons) B TT'D (5 mi)
¥ TIOJTyYEHHYIO CMECh IIEPEMEIINBAIOT B TE€UEHHE HOUH. PeakIMOHHYI0 cMeCh KOHIIEHTPHUPYIOT U OYHIIAIOT XPO-
Mmarorpadueil Ha KOJIOHKE ¢ AMOKCHAOM KpeMHust, npuMeHsist nuxnopmeran/MeOH (1% HCI) (mpumensist rpaau-
ent ot 99:1 10 9:1) ¢ monmyuenuem 0,24 1 (33%) yka3aHHOTO B 3ar0JOBKE COCIMHEHHS.

MC m/z 288 (M)" u 5 dparMeHTOB MOATBEPKIAIOT 3aABJIEHHYIO CTPYKTYpy. MCBP m/z Bhruncieno s
CysH7FN4O (M)" 288,1386, Haiineno 288,1378.

[Mpumep 31. 4-[(2-Meroxcnben3un)okcu |-2-(1-nunepasuHu) IMPUMHIIH, TUTHIPOXIOPHUI.

VYkazaHHOE€ B 3arojJOBKE€ COEJMHEHHE TMOJIydaloT 10 Meroauke mpumepa 30, mnpumeHsas 2-
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MeTokcnOen3unoBeIi crupt (0,28 1, 2,0 mmounp) ¢ momydenueM 0,30 r (40%) yka3aHHOTO B 3ar0JIOBKE COETMHE-
HUSL.

MC m/z 300 (M) u 3 ¢parMenTa TOATBEPKAAIOT 3agBIEHHYIO CTPYKTypy. MCBP m/z BblumcIeHO st
C6HoN,40, (M) 300,1586, Haiineno 300,1586.

IIpumep 32. 4-(benzunokcn)-2-(1-nunepasuHuI) IHPUMUANH, TUTUIPOXIOPU.

VYka3aHHOE B 3aroJIOBKE COEIMHEHHE MOJy4aloT N0 MeToauke npumepa 30, mpuMeHssi OEH3WIOBBIA CIIUPT
(0,22 1, 2,0 mmonb) ¢ noryuernem 0,23 r (31%) ykazaHHOTO B 3aroj0BKE COEMHEHNSI.

MC m/z 270 (M) u 6 (parMeHTOB MOATBEPKAAIOT 3aABIEHHYIO CTPYKTypy. MCBP m/z BhIYHCIEHO i
CisHsN,O (M)' 270,1481, naiineno 270,1488.

pumep 33. 4-(1-[Munepazurmmn)-2- {[3-(TpudTOpMETOKCH)OCH3MI |OKCH | TUPUMUIIH, TpU(TOpaIeTaT.

Cragus 1. 2-Xmop-4-[1-(4-Tper-OyToKCHKapOOHWI)TUIIepa3HHII [TUpUMUAnH (paHee omucadn B WO
9911657).

1-tper-byTokcuxapoonmnmumnepasu (3,72 1, 0,02 Monp) 100aBISAIOT K MEpeMEnInBaeMOMY pacTBopy 2,4-
nuxnoprimpumuania (2,98 r, 0,02 Mons) 1 auuzonponumdTuaamuda (2,58 r, 0,02 mMosp) B auxmiopmerane (200
mu1). PeakiiMoHHYI0 cMech IepeMEIMBAIOT IIPH TEMIIEpaType OKpYyKaroleil cpe/pl B TeueHune 48 4 U 3aTeM KOH-
LHEHTPUPYIOT MPH MMOHWKEHHOM JaBiieHHH. [loyydeHHBIH OCTaTOK MOABEPraroT Quaui-xpomarorpaduu Ha Ko-
JIOHKE C JJMOKCHUIOM KPEMHHUSI, MPUMEHSIS JTUXJIOpPMETaH/ TU3THIIOBBIN 3¢up (4:1) B KaueCTBe 3JIIOCHTA C MOJyYe-
HueM 3,44 1 (58%) yka3aHHOTO B 3ar0JIOBKE COCIMHEHUS B BHJE OCCIBETHOTO TBepAoro Bemectsa, AMP u MC
CIIEKTPBI KOTOPOTO COOTBETCTBYIOT IIPEIHa3HAYaeMOH CTPYKType

MC (ES+) m/z 299 u 301(M+H)".

Cragus 2. 2-Xnop-4-(1-munepazuamn)nupumuaud (panee ormrcad B WO 9535293).

2-Xn0p-4-[1-(4-tpet-OyToKcukapOoHmT)unepasuHmi jmupuMuanH (2,00 T, 6,7 MMOIB, TIONXYYEeHHBIH Ha
craguu | BbIme) pacTBOpsIOT B 25% 00./00. pacTBope TpU(TOPYKCYCHOM KHCIOTHI B JUXJIOpMETaHe (25 mi).
PacTBOp nepeMeInBaroT Ipu KOMHATHOHN TemrepaType B TedeHre 40 MUH, 3aTeM PacTBOPUTENb yAAJISAIOT BbIMIA-
pHUBaHHEM NIPH HOHMXEHHOM JaBJICHUU. MacIITHUCTBII OCTaTOK PAacHpeAeAOT MEXIy THIALETaTOM M HaChl-
IIEHHBIM BOAHBIM OMKapOoHaTOM HaTpusi. OpraHUYECKUH 3KCTPAKT CyIIAT U BBIIAPUBAIOT MPU MOHWKEHHOM
nasieHuu ¢ nosydenueM 1,04 r (79%) yka3aHHOTO B 3aroJIOBKE COEMHEHNUS B BUE OECLIBETHOIO TBEP/OTO Be-
mectBa, AIMP u MC cniekTpbl KOTOPOro COOTBETCTBYIOT MPEAIoaraeMoi CTpyKType.

MC (ES+) m/z 199 u 301 (M+H)".

Cranus 3. 4-(1-ITunepaznamn)-2- {[3-(TprudTopMeTOKCH ) 0CH3MII |OKCH | THPUMUIUH, TpHdTOpaneTar.

PactBop 2-xsop-4-(1-nunepazunmn)nmupumuaunaa (0,04 r, 0,2 mMMomnb, HONydyeH Ha cTaguud 2) W 3-
tpudropmeTokcnbensmwioBoro crmpta (0,077 1, 0,4 Mmonb) B TeTparuapodypane (4,0 M) oOpadaTeIBaroOT pac-
tBopoM K-t-BuO B Tper-Oyranomne (1 M; 0,4 mi, 0,4 mmons). [Tonydennyto cmeck HarpeBatot mipu 70°C B Tede-
HHE HOYH, 3aTeM OXJIXIAIOT. PacTBOpUTENb BHIMAPHBAIOT NPH MOHIKEHHOM JIaBJICHHUH, 3aTEM HEOUHILECHHYIO
PEaKIHMOHHYIO CMECh PACHPENeNsoT Mexay dtunaneratom (4,0 mi) u Bomoi (2,0 mu). Opranudeckyto ¢azy
BBIMMAPHMBAIOT U 3aTeM ounmiaroT npemnaparusuoi C-18 BOXX, npumenss CH;CN/H,O/TOK (rpaguent: CH;CN
ot 20 no 97%, TO®K 0,1%) ¢ momyuennem 11 mr (12%) ykazaHHOTO B 3aroioBke coenuHeHus. Uumcrora 85%
(BOXKX).

MC (ES+) m/z 355(M+H)".

[Mpumep 34. 2-[(3-MerokcnbeH3ui)okcu |-4-( 1 -nurnepasuHmI) IMpUMUIUH, TprdTOpaneTar.

VYka3aHHOE B 3aroJIOBKE COEIMHEHHE IOJYYaloT 10 METOAMKe npumepa 33, cramust 3, mpuMeHss 3-
merokcubensmioBblid cnimpt (0,055 1, 0,40 Mmous) ¢ momydenueM 5 mr (6%) meneBoro npoaykra. Yucrorta
>90% (BOXX).

MC (ES+) m/z 301 (M+H)".

Ipumep 35. 2-{[3-(bensmnokcn)den3mn|okcn } -4-( 1 -mumnepa3suHmI ) TMPUMHUANH, TPHQPTOpAIETAT.

VYkazaHHOE B 3aroJIOBKE COSAMHEHHE IONY4YaroT 0 METOAuKe mpumepa 33, cramus 3, IpUMEHsS 3-
6ensmnoxcnbensmwiosril crupt (0,086 T, 0,40 mMons) ¢ momydennem 10 mr (10%) neneBoro nmpoaykra. Yucrora
>90% (BOXX).

MC (ES+) m/z 377 (M+H)".

[Mpumep 36. 2-[(3-DenokcnbeH3mn)okcu |-4-( 1 -nunepasuHmI) IMpUMUIUH, TprdTOpaLeTar.

VYkazaHHOE B 3aroloBKE COEAMHEHHE IOJy4aroT [0 MeToAuKke mpumepa 33, ctamus 3, npumeHss 3-
(henokcubensmioerit criupt (0,08 T, 0,4 MMob) ¢ momydenuem 8 mr (8%) neneBoro npoaykra. Yucrora >90%
(BOXKX).

MC (ES+) m/z 363 (M+H)".

[pumep 37. 2-(2-Haptunmmerokcn)-4-( 1 -nurmepa3nHmI) TUpUMUANH, TpudTopaierar.

VYkazaHHOE B 3aroJIOBKE COEAMHEHHE IONY4YaroT [0 METOAuKe mpumepa 33, cramus 3, IpUMEHSS 2-
Hadrrmetmtosslid crimpt (0,063 1, 0,4 MMoib) ¢ momydenueM 10 mr (12%) neneBoro npoxykra. Uncrora >90%
(BOXKX).

MC (ES+) m/z 321 (M+H)".

Ipumep 38. 4-(1-ITunepasuumn)-2-{[3-(2-TpudTopMeTHII)OCH3UI [OKCH | TUPUMHINH, TpudTOpaIerar.

PactBop 2-x110p-4-[1-(4-TpeT-0yTOKCUKapOOHMII)THIIEpa3HHIII |-TUPUMUANHA (TIOJy4eH B mpumepe 33,
cramus 1; 0,04 r, 0,2 mmoits) u 2-tpudropmeruidensmiooro crupta (0,035 r, 0,20 MMoiis) B TeTparuapodypa-
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He (2,0 M) obGpabateBaror pactBopoM K-t-BuO B Tper-Oytanone (1 M; 0,2 miu, 0,2 mmomns). [lomyuennyro
cMech HarpeBaroT pu 65°C B Te4eHHEe HOUH, 3aTEM OXJIAXKIA0T. PacTBOpHUTENHh BRIIAPUBAIOT IPH HOHIKEHHOM
JTABJICHUH, 3aT€M HEOUMIIEHHYIO PEaKIMOHHYIO CMECh PacHpedelssioT Mexay sTunaneratoM (4,0 M) u Bomoi
(2,0 mu). Opranuyeckyro (a3zy BbelmapuBarOT M 3arteM ouumarorT npenapatuBHoi C-18 BIXX, mpumenss
CH;CN/H,0O/T®K (rpaguent: CH3;CN ot 20 10 97%, TOK 0,1%) ¢ nonyuenuem BOC 3aimuiieHHOro npoayk-
Ta. DTOT MPOAYKT 3aTeM pacTBOpsIoT B 25% (00./00.) pacTBope TpU(PTOPYKCYCHOM KHCIIOTHI B AMXJIOPMETaHE
(5,0 M) ¥ BBIIEP)KUBAIOT IPY KOMHATHOM TeMmeparype B TedeHue 30 MuH. YaneHne pacTBOPUTENS MPHU T0-
HIKEeHHOM jaaBieHuu naeT 40 mr (44%) yka3aHHOTO B 3aroyioBke coeuHeHus. Yucrora >90% (BOXX).

MC (ES+) m/z 339 (M+H)".

Ipumep 39. (2S)-1-[6-(beH3unokcn)-2-nMupa3uHNII |-2-METHIIITHATICPA3HH.

Cragus 1. (3S)-3-Metun- 1 -tputuimnumepasus.

K pactBopy 2-(S)-MeTmnnumnepasuna (2,62 r, 26,2 mmons) B auxiopmetane (100 mir) 106aBiIsOT TPUTHII-
xnopux (7,30 r, 26,2 MMOJIB) B CMECh IIEPEMEIINBAIOT MIPH TEMIIepaType OKpYXKaromei cpeasl B TedeHue 1,5 4.
Opraanueckyto (azy npomsiBaioT (x1) 1M BogaemM K,COs;, Bomoil 1 HacHIIIEHHBIM pacTBOpoM conu. Cymika
(MgSQ,) u ynaneHue pacTBOPHUTENS B BaKyyMe JaeT KOJIMYECTBEHHBINH BBIXOJ YKAa3aHHOTO B 3arOJIOBKE COEIU-
HCHHUS B BUAC CTCKIIOBUAHOTI'O Macjia, KOTOpPOE€ 3aTBEPACBACT IIPpU CTOSIHUH. 3TtoT MPOAYKT NPUMCHSIOT HEIIO-
CPE/ICTBEHHO Ha ClIe/IyIoLIel CTa/Iny.

Cranus 2. (2S)-1-(6-Xi0op-2-nupa3suHu)-2-MeTHIITUIIEPAa3HH.

Cwmecs 2,6-muxnoprnupasuna (1,10 T, 7,39 mmons) u nponykra co craauu 1 Berme (2,30 r, 6,72 MMOb) 1
K,CO; (1,0 , 7,39 mmonb) B 6e3Bogrom JIM® (40 mi) nepememmBatot npu 110°C B Teuenne Houn. TemHyro
PEaKIMOHHYIO0 CMeCh (QIIBTPYIOT Yepe3 CIIOW AMOKCHIA KPEMHHUS W PACTBOPUTEIH YAAJSIOT IPH MOHWKCHHOM
nmasienun. Octapmeecs Macio pactBopsitoT B CHCly/H-rentane (1:1) u GuibTpyroT depes BTOpoil cloi JHOKCH-
Jla KpeMHUs. PacTBOpUTENs BEITAPUBAIOT U OCTaBIIeecs xenToe Macio cycneHaupyot B EtOH (80 mu). Jo6as-
nstoT 4 M Bomayro HCI (2 mi) u cMech o6pabaThiBatoT yieTpa3BykoM B TeueHue 20 muH. PacTBOpHTENs BHINA-
puBaioT U octasiieecst macsio nomeraroT B Bogy/CHCI;. Opranunueckyio ¢a3y nomuenaunsarot (11 M BoaHbIi
NaOH) u nBaxnsr sxctparupytor CHCl;. O6penunennsie opranndeckue cion cymaTt (MgSO4) U KOHIEHTpHU-
pyioT B BakyyMe ¢ noiayueHuem 0,75 r (54%) yka3zaHHOTO B 3arojIOBKE COETMHEHHSI B BUJIE KEJITOTO Maca.

MC m/z 212/214 (M)" (u3otonssrii max *>C1A’C1). MCBP m/z Berancneno ans CoH 3CIN, (M) 212,0829,
Haigeno 212,0827.

Cranus 3. (2S)-1-[6-(bensninokcn)-2-upa3suHmI|-2-METHIIITUIIEPA3HH, alleTar.

K pacrBopy (25)-1-(6-xnop-2-nupa3unun)-2-Metwinunepasuia (nomyyes Ha cragun 2; 0,16 T, 0,72
MMoJb) 1 OersmmoBoro ciupta (0,12 1, 1,1 mmoins) B IM® (4 min) mobasmsttor Na-t-BuO (0,14 1, 1,4 mmons) u
cMmech nepememmBaroT npu 150°C B TeueHre Houn. PacTBOpHUTENh BHITAPUBAIOT MPH MOHMKEHHOM JAaBICHUU U
ocratok nomematoT B CHCI3/H,0. Opranudeckyro a3y KOHIECHTPUPYIOT M HEOUNIIEHHBIH MPOIYKT OYUIIAIOT
npemnapatusHoii C-18 BDOXKX, npumenss anerountpua/H,O/HOAc ¢ Y® perextupoBanuem mnpu 254 M. Bei-
xox: 1 mr (0,4%).

MC m/z 284 (M)". MCBP m/z eraucieno mist CgH,oN,O(M)" 284,1637, Haitneno 284,1640.

[Mpumep 40. (25)-1-[6-(bensunokcu)-4-(TpudTopMeTHI)-2-MUPHIMHIII |-2-METUIIITUIIEPA3HH, alleTar.

Cranus 1. (2S)-1-[6-Xnop-4-(TpudTopMeTHII )-2-TUPUAMHII | -2 -METUIIHIIEPA3HH.

VYka3aHHOE B 3aroJIOBKE COEIMHEHHUE B BUJIE Macia MOJIy4aroT U3 npoaykra npumMepa 39, cramuu 1 (2,62 r,
7,62 mmoub) 1 2,6-nuxnop-4-tpudropmernnmupununa (1,81 r, 8,38 MMonb) no Meronuke npumepa 39, cragus
2. Bexon: 0,24 r (11%).

MC m/z 279/281 (M)" (u3orommsiit max >°Cl’Cl). MCBP m/z Bemuncieno mis Cp Hj;CIFsN; (M)”
279,0750, matineno 279,0751.

Cragus 2. (25)-1-[6-(bensmnokcn)-4-(Tprud TOpMeTHI )-2-TUPUANHII |-2-METHIIITHATICPA3HH, alleTar.

YkazaHHOE B 3ar0JI0OBKE COCIMHEHUE MOIydJaroT 13 npoxykra ctaauu 1 (0,24 r, 0,86 MMoIb), GEH3HIOBOTO
criupra (0,14 1, 1,29 mmonb) u Na-t-BuO (0,165 r, 1,72 mmonb) mo MeToauke npumMepa 39, craams 3.

MC m/z 351 (M)". MCBP m/z eraucieno 11s CgHooF3N;O (M) 351,1558, HaiineHo 351,1555.

[Tpumep 41. 1-[6-(beH3unoxcu)-2-nmupa3uHuiI|-2-3THITUIIEPA3HH, aleTaT.

Craaus 1. 1-bensun-3-stunnunepasun (Onucan B WO 00/76984).

Bensunbpomun (38,7 r, 0,22 Mmonp) mopuusMu A00aBIAIOT K oxiaxkiaeHHomy (~0°C) pactBopy 2-
stuinnunepasura (25 r, 0,22 mons) B IM® (150 mi1) ¢ Takoil CKOPOCTHEO, YTOOBI TEMITEpaTypa He MPeBbIIIaia
20°C. Cmech mepeMemuBaoT B TeUeHHE | 4, paCTBOPUTENb BBIMAPHBAIOT U OCTATOK PAaCIpPENeNIioT MEXIY
CHCl5/0,5 M BogueiM HCI. Bomuyto ¢asy noxmenaunsator (11 M NaOH) u tpu pasa skcrparupytor CHCl;.
Oo6nbennHeHHble opranndeckue dasel cymar (MgSO,) 1 KoHIeHTpupyIoT. [lonmyueHHOE Maciio OYMINAIOT XpoMa-
Torpadueil Ha KoJOHKe ¢ auokcuaoMm kpemuus, npuMensst CHCl;, nanee CHCl;/MeOH/NH,OH (95:5:0,3) B
Ka4yecTBE JMIOEHTOB ¢ nonyderneM 31,6 T (70%) yka3aHHOTO B 3arojOBKE COEAMHEHHS B BHIE >KEJITOBATOTO
Macia.

Amnan. (C3HyN,) H, N; C: Beraucieno, 76,42; naiigeno 75,85.

Cranus 2. 4-bensuin-1-(6-x10p-2-nupa3suHu )-2-3THITHAIIEPA3HH.

YkazaHHOE B 3arojOBKE COSAMHEHHE IOIYyYaloT 110 METOIuKe mpuMepa 39, cragus 2 U3 IpomyKTa, MOIy-
yeHHoro Ha ctaauu 1 (4,60 r, 22,5 MmMmoib), 2,6-guxnopnupazuna (3,90 r, 26,2 mmons) u K,CO; (6,22 1, 45,0
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MMOJB). Beixon: 6,15 T (86%).

MC m/z 316/318 (M)" (M30TOMHBIH ITHK 35Cl/37Cl). MCBP m/z Berancnero ans Ci7H,;CIN, (M)* 316,1455,
Haigeno 316,1455.

Cranus 3. 1-(6-Xnop-2-nmupa3uHu)-2-3THINUIEPA3HH.

1-Xnoparunxiopdopmuar (4,16 T, 29,1 MMOJIb) IO KaruisaM J100aBIISIOT B TEYEHHE 2 4 K IIEPEMELIHMBAEMO-
My pacTBOpY MpPOAYKTa, MOJy4YeHHOro Ha craauu 2 (6,15 1, 19,4 Mmmoib) B Oe3BomHOM AuxyiopMmeTane (75 mur)
npu 0°C. Ilocne nepemelnBaHus NpyU KOMHATHOM TeMIIEpaType B TeueHHe 15 4 peaklMOHHYI0 CMECh KOHIIEH-
TPUPYIOT B BaKyyMe U J00aBISIIOT MeTaHosI. CMeCh KHUITATST ¢ 0OpaTHBIM XOJIOAMIBHUKOM B T€4EHHE 2 4 U KOH-
neHtpupyor. Ocratok pactopsitor B CHCl; 1 nporyckatoT 4epe3 KOpoTkuii (4 cM) Ciloi AMOKCHAa KPEMHUS,
npumensisi CHCl;/MeOH (8:2) B kadecTBe amoeHTa. PacTBOpHUTENN BHITAPHBAIOT U OCTATOK OYHIIAIOT XPOMATO-
rpadueit Ha KosoHKe ¢ cuimkareneM (12 x 5 cm), mpumensist CHCl;/MeOH/Et;N (95:5:0,2) B kauecTBe 3JIFOEHTA.
Oto maer 1,9 T (43%) yka3aHHOTO B 3aroJIOBKE COCMHEHUS B BHJIE MacIa.

MC m/z 226/228 (M) (u3otomssrii mux >°C12’Cl). MCBP m/z Bsraucieno mist CioH;sCIN, (M)*226,0985,
Haigeno 226,0986.

Cranus 4. 1-[6-(beH3unokcn)-2-nupa3suHu | -2-3THIITHAIIEPA31H, areTar.

VYka3aHHOE B 3ar0JIOBKE COCIMHEHME MOIy4aloT 10 MeToauke mpumepa 39, craaus 3 u3 NpoayKTa, Momy-
yeHHoro Ha craauu 3 Boime (0,163 r, 0,72 mMous), 6ensunosoro crimpra (0,12 r, 1,08 mmons) u Na-t-BuO (0,14
r, 1,4 mmoits). HuctoTta 90% (BOXX).

MC m/z 298 (M)+. MCBP m/z Beruucieno misg C;7H,,N,O (M)+ 298,1794, naiineno 298,1802.

[pumep 42. 2-[(4-Dropben3mn)okcu |-6-( 1 -numnepa3uHmI ) TUpas3yH.

4-Dropbensunossiii ciupt (0,189 r, 1,50 mmons) pactBopsitoT B TT'® (1 mir) u odpadatsiBator NaH (0,065
r, 55% nucnepcust B MUHEpajIbHOM Macie, 1,5 MMoJb). PeakiMoHHYI0 cMech NMepeMEeNIMBaloT IIPU KOMHATHOMN
TemnepaType B TedeHue 3 4. Jlo6aBmsioT pactBop 2,6-muxioprupasuna (1,57 r, 10,5 mmons) B TT'® (7 mn) u
MOJTyYEHHYI0O CMECh IIEPEMEIINBAIOT B Te4eHHWE 4 4 NMpH KOMHATHOH Temmeparype. Jl0OaBisfiOT NuIepasvH
(0,580 1, 6,75 mmomnb) u K,CO;5 (0,43 1, 4,5 MmMonb) U cMech iepemennBaroT npu 60°C B Teuenne Houn. OUIbT-
panusi, KOHIEHTPUPOBAHHE M OYHCTKA Xpomarorpadueil Ha KOJIOHKE C CHIIMKAreJIeM ¢ IPUMEHEHUEM 3THIIalle-
TaTa/yKCyCHOW KHUCIIOThI/MeTaHoma/Boabl (24:3:3:2) B kadectBe amoenta qaet 0,20 r (46%) yka3zaHHOTO B 3aro-
JIOBKE COETMHEHUS B BUIE O€oro TBepIoro BemecTsa: T.m. 183°C.

MCBP nv/z Beraucneso st CisH-FN,O (M) 288,1386, Haiinerno 288,1380. Anan. (C,sH;,FN,0-2,6 H,0)
C,H,N.

[Mpumep 43. 2-[(4-MerokcnbeH3un)okcu |-6-( 1 -nurnepasuHmI)IMpas3rH, alerar.

VYka3aHHOE B 3aroJIOBK€ COCAMHEHHE IOJIy4aloT MO MeTojuke npumepa 42 u3 4-MeTOKCHOCH3MIIOBOTO
crpta (0,207 1, 1,50 MMOJIB) ¥ BELICISIFOT B BUJIE XKEITOTO TBepaoro Bemiectsa. Berxon: 0,79 T (67%).

MCBP m/z Beruncieno s C;sH,,N4O, (M)+ 300,1586, natimeno 300,1584.

[pumep 44. 2-[2-(4-Dropdennn)atokcu]-6-(1-munepaznamn)nupasu, 0,5 anerar.

YkazaHHOE B 3arOJIOBKE COCOUHEHHE MOJYYaroT 10 MeToamke mpumepa 42 u3 2-(4-propdenun)itanona
(0,210 1, 1,50 MMOJIIB) | BBIIEISTIOT B BHJIE JKEJITOTO TBEpAOTO BemecTBa. Bexon: 0,145 1 (27%).

MCBP m/z Beruucineso mis C;sHoFN4O (M)+ 302,1543, maitneno 302,1554. Amnan. (Ci¢H9FN4O-0,5
CH;COOH-H,0) C, H, N.

[pumep 45. 2-[2-(3-MeTokcHPEeHNIT)ITOKCH | -6-(4-TTHITepUIMTHIIOKCH ) THPA3HH.

Cragus 1. tper-bytun 4-[(6-xmop-2-nupa3uHui)0KCH |- | -nmumepuInHKapOOKCHIIaT.

Cmech 2,6-muxnoprupasusa (5,00 r, 33,6 MMomb), TpeT-OyTmil 4-rHIpoKCcH- | -nunepuanHKapOoKCHIaTa
(6,76 T, 33,6 mmons) u K-t-BuO (1M B Tper-6yTtanone; 35 mi, 35 mmoins) B Et;N (200 Mit) mepeMemmBaioT npu
KOMHATHOW TemImeparype B TeueHue 12 4. PeakunoHHy10 cMmech racsT Bojoi (50 Mi1) U KOHIIEHTPUPYIOT B Ba-
kyyMme. OcTaTOK pacTBOPAIOT B 3TUIIALIETaTe, MIPOMBIBAIOT HachleHHbIM BoAHBIM KH,PO,, cymar (MgSO,) u
KOHLEHTPUPYIOT B BakyyMe. OCTaToOK NMepeKpUCTaIIM30BBIBAIOT M3 3TaHOIa/BObI ¢ monydeHueM 9,50 r (90%)
YKa3aHHOTO B 3ar0JIOBKE COEIMHEHUsI B BUJIE OENoro TBEp0ro Bemecrsa: T.1u1. 86-87°C;

MC m/z 313 (1\/1)Jr Amnan. (C14H20C1N303) C, H, N.

Cranus 2. 2-Xnop-6-(4-munepuaMHUIOKCH ) TUPa3HUH.

Bognsrit 3,0 M HCI (12 mi1) no6aBisitoT K pacTBOpY MpoAyKTa, moirydeHHoro Ha cramuu 1 (5,00 r, 15,9
MMoJb) B MeTaHoue (200 mir). PeakunorHyro cMechk nepemenuBaroT pu 50°C B TedeHne 5 9 ¥ KOHIICHTPHPYIOT
B BakyyMe. OctaTok pacTBopsioT B Boje (50 mur) u moamenaunBaioT K;PO,. BogHyro a3y skcTparupyroT 3Tri-
arieratoM (5 x 40 mu), cymat (MgSO,4) 1 KOHIEHTPHPYIOT B Bakyyme. O1o naet 3,08 r (91%) yka3anHoro B 3a-
TOJIOBKE COEIMHEHNUS B BUI€ OECIIBETHOTO Macja, KOTOPOE MEUIEHHO Pa3JIaracTcst Py CTOSHUM.

MCBP m/z seraucneso s CoHi,CIN;O (M)' 213,0669, Haitneno 213,0663.

Cragus 3. 2-[2-(3-MeTtokcru(heHMIT)ITOKCH |-6-(4-TTHITepUAMHAIOKCH ) T PA3HH.

PactBop nponyxra, nomydensHoro Ha craauu 2 (0,043 r, 0,20 mmons) B IMD (1,1 mi), 1o6aBisioT K cMe-
cu 3-merokcudenermiooro crupta (0,061 r, 0,40 mmoins) u K-t-BuO (1,0 M B tpet-6yranone; 0,4 mi, 0,40
Mmodb) B MO (0,8 mit). PeakinoHHyro cMech BCTPSIXUBAIOT U NepeMelnBatoT B TedeHue 16 4 npu 50°C B at-
Mocdepe a3ora, racat Bogoi (0,1 Mi1) U KOHUEHTPUPYIOT B Bakyyme. OCTaTOK pacrpeneisiioT MeXy BoaoH (2
wi) u 4 osrunaneratom (4 M) W IpONMBAIOT uepe3 KoyoHKYy Hydromatrix, KoTOpyro 3IOMpYIOT
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stunareratoM/Et;N (95:5). PacTBopuTenn BRIMApUBAIOT U OCTATOK PaCcTBOPSIOT B MeTaHoje/Boae (50 mu) u 3a-
rpyatoT B HoHooOMeHHYI0 SPE K05I0HKY, 3apshKeHHYIO 111 0OMeHa ctabooCHOBHBIX KaTHOHOB (1 T, Amberlyst
CG-501) . Komonky npomsiBatoT Bogo# (10 mur) u metanonom (10 mur). CoeauHeHNe 3MI0MPYIOT BogHEM 2,0 M
NHj; B Meranouie (20 M) ¥ KOHIEHTPUPYIOT B BakyyMe. OCTaToK aHAIM3UPYIOT JUIS WASHTU(PHUKALUK U OYHIIAIOT
KX-YO/MC. Boixoa: 8 mr (12%).

MCBP m/z Berancneno s CgH,3N;0;5 (M) 329,1739, naiineno 329,1743.

[Tpumep 46. 2-(2-DennnsTokcH)-6-(4-nUnepuAnHUIOKCH ) TUPa3HH.

VYka3aHHOE B 3ar0JIOBKE COEIMHEHHE IOJYJaloT 110 METOJMKe mpuMepa 45, ctanus 3 u3 2-heHnsTaHoa
(49 wr, 0,40 mmoinb). IIponykr anamusupyror it uaeHTHuKamun u ounmaoT XX-Y®O/MC. Beixox: 7 mr
(12%).

MCBP n/z Beraucieso misa Ci7H, N3O, (M) 299,1634, Haitneso 299,1630.

[Tpumep 47. 2-(3-OeHOKCUTPOTIOKCH )-6-(4-MTUNIEPUINHIIIOKCH )TUPA3HH.

VYkazaHHOE B 3arojlOBKE COETUHEHHE IOJydaloT 10 MeToAuke mpumepa 45, cramus 3 u3 3-peHokcu-1-
nponanoina (61 mr, 0,40 Mmons). IlpoaykT aHAMM3KUPYIOT LI nACHTUGHUKAIMA U ouniiaoT XXKX-YO/MC. Bei-
xo1: 28 mr (43%).

MCBP m/z Berancieno mis CgH,3N;0;5 (M) 329,1739, naiineno 329,1743.

[Tpumep 48. 2-[(5-DeHunneHTHI)oKCH | -6-(4-MunepuInHUIOKCH ) TUPa3HH.

VYka3aHHOE B 3aroJIOBKE COEIMHEHHME MOJIYydYaloT 10 METOAMKe npumepa 45, cramusa 3, u3 S-penun-1-
neHranona (66 mr, 0,40 mmous). IIponyKT aHaMU3UPYIOT Uil MIeHTUQUKAMK U ouninaioT JKX-YD/MC. Bri-
xox: 17 mr (25%).

[pumep 49. 2-{[3-(benzmnokcn)0eH3MIT|0KCH } -6-(4-TTUIIEPUINHUIOKCH ) ITHPA3UH.

VYkazaHHOE B 3arojOBKE€ COCIUHEHHE MOIYYaloT 0 MeTomuke mpumepa 45, cragms 3 u3 3-OeH3mi-
okcuben3moBoro crupra (86 mr, 0,40 Mmoinb). [IpoXyKT aHATU3UPYIOT A UACHTHPHUKANUN U ounriaroT JKX-
Y®/MC. Boixoa: 43 mr (55%).

MCBP m/z seraucneno g Co3HysN3O5 (M) 391,1896, maitneno 391,1905.

IIpumep 50. 2-[1-(2-Metokcudennn)3Tokcu |-6-( 1 -munepasuHu ) TUPa3HH.

Cragus 1. 2-Xnop-6-[1-(2-MeToKkcHu(hEHIIT)ITOKCH [TUPA3HH.

K-t-BuO (0,67 1, 5,97 MMoib) 100aBNISIOT K HEpEeMEIIMBACMOMY pPacTBOpY 1-(2-mMeTokcueHm1)3TaHo a
(0,96 1, 6,28 mmonw) B nuokcane (15 mui) npu 0°C (negsHas O6anst). Uepes S MUH mepeMeIIMBaHus IPU KOMHAT-
HOHN Temneparype cMech oxnaxnaror g0 0°C (nensHas 6ans) u nodasistor 2,6-auxnoprupasus (0,78 T, 5,23
MMOJIb) TIPH 3TOM PEaKLOHHAs CMECh CTaHOBHUTCS *kenToil. [locie nepemernBanus B Teuenne 35 MuH, 100aB-
mstrot auxaopmerad u K,CO; u emech ¢ounbTpytoT. KoHIIEHTpHpOBaHHE B BaKyyMe JTaeT JKEJITOE Macyio, KOTOPOe
OYMIIAIOT Xpomarorpadueid Ha KoloHKe ¢ cuiukareneM (15 x 4 cM) ¢ mpuMeHeHHeM H-IeKcaHa/dTHialerara
(8:2) B kauectBe amoeHTa. JTo maet 1,21 v (92%) ykazaHHOTO B 3aroJIOBKE COCOMHEHHUS B BHE OCCIIBETHOTO
Maca.

MCBP mv/z seraucneso i Ci3H3CIN,O, (M)™ 264,0666, Haiinerno 264,0677. Anan. (Ci3H5CIN,O,) C,
H, N.

Cragus 2. 2-[1-(2-Metokcuermn)3Tokcu|-6-( 1 -nmunepasuHiI ) IupastH.

Cwmecs npoxykra co cramuu 1 (0,93 1, 3,53 mmomns), nunepasuna (0,88 1, 10,2 mmons) u K,CO;5 (0,49 T,
3,53 mmouib) B arieroHuTpuiie (7 MJI) HarpeBalOT B TEPMETUYHO 3aKPBITOU Koji0e u3 mupekca npu 90°C B Teye-
HHe 6,5 4. PeakumoHHYI0 cMech Pa30aBISIIOT IUXJIOpPMETaHOM, (GUIBTPYIOT M KOHLIEHTPUPYIOT B Bakyyme. [lo-
JYTBEpJbI OCTaTOK OYMIIAIOT Xpomarorpadueil Ha KojJoHke ¢ cwinkarenem (13 x 4 cm), npumeHss
CHCI3/MeOH (9:1) B kauecTBe aJroeHTa. PacTBOpuTE M BHINAPUBAIOT U OCTABIIEECS MACJIO MOBTOPHO PacTBO-
pstor B CHCl;, dunbTpyror yepe3 KOpoTkuil cioii okcuaa amomunus, nokpeiroro K,COs;, npumensis CHCl; B
KavecTBe dJII0eHTA. Y JaJieHne pacTBopuTens B Bakyyme aaet 0,74 r (67%) yka3aHHOTO B 3ar0JIOBKE COEIMHEHHS
6exeBoro macia.

MCBP m/z Berurciieno misa C7H»N,O, (M)+ 314,1743, naitneno 314,1733. Anan. (C;;H»,N40,:0,5 H,0)
C, H,N.

pumep 51. 1-[6-(ben3nnokcn)-2-mupa3uHMI |-TpaHC-2,5- INMETHIIIAIICPA3HH.

Cragus 1. 1-(6-Xmop-2-nipa3uHm)-TpaHc-2,5-TIMETHIIITHTIepa3iH.

Cwmech 2,6-nmuxnoprmpasuna (0,40 r, 2,68 mmons), TpaHc-2,5-numermmunepasuna (0,62 r, 5,43 MMoib) u
K,COs (0,41 1, 3,0 MmMoutb) B anieToHuTprie (5 M) nepemermmBaroT mpu 90°C B TedeHre 6 4 B TEPMETUIHO 3a-
KpbITOH Konbe u3 nupekca. [locne oxnakaeHns peakiiMOHHYI0 CMeCh GHIBTPYIOT U KOHLIEHTPUPYIOT B BaKyyMe.
MacisiHUCTBIH OCTaTOK OYMIIAIOT Xpomarorpadueil Ha konoHke ¢ cuikareneM, npumensisi CHCl;/MeOH (9:1)
B KadecTse 3mroeHTa. O10 naet 0,15 r (25%) yka3aHHOTO B 3arojI0BKE COSIMHEHUS B BUJIC Macia.

MCBP m/z seraucneno mis CioH;sCIN, (M) 226,0985, naiineso 226,0983.

Cranus 2. 1-[6-(beH3uI0KCH)-2-TMpa3uHNI|-TpaHC-2,5-AUMETHIIITHIIEPa3HH.

VYka3aHHOE B 3aroJIOBKE COEIMHEHHE IMOJy4aloT 1o Meroxuke npumepa 20 u3 1-(6-XJ10p-2-nupasuHm)-
TpaHc-2,5-numerwimnunepasuna (1,23 r, 5,40 Mmoub, mosmydeHHoOro Ha craguu | Beimie), OEH3UIOBOIO CMpTa
(8,361, 77,3 mmons) u K-t-BuO (1,99 1, 17,7 mmons). Peakiinonnyro cmech HarpeBaioT pu 95°C B Teuenue 5,5
4. Brixoz ykazaHHOTO B 3aroiioBke coeamHeHms coctapisier 0,47 T (29%), KOTopoe MOIydaloT B BHIEC Macia.
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Yucrora 99% (BOXKX).

MC m/z 298 (M)". MCBP m/z Berauciero s C;H,,N,O (M)™298,1794, Haiinerno 298,1798.

IIpumep 52. 2-[2-(2,3-TumeTokcudennin )3Tokcu |-6-( 1 -munepa3suHni ) Iupa3yH, Majear.

YkazaHHOE B 3arojIOBKE COSAMHEHUE MOIYy4aroT 1o MeTonuke npumepa 50, craaus 2 u3 2-xyop-6-[2-(2,3-
JuMeTokcudeHun)aTokcr [nupasuna [0,65 T, 2,2 MMOJIb; TOJTy4YeH 1o MeToauke npumepa 50, craaus 1 u3 2-(2,3-
JTUMETOKCH(eHm)3Tan- 1 -ona], munepasuna (0,57 r, 6,7 mmoins) u K,CO3 (0,31 1, 2,22 mmoins). CBoOOIHOE OC-
HOBAaHHC YKA3aHHOTO B 3arojIOBKE COCIWHCHHs IpeBpariaroT B Mainear. [lepekpucrammusanus w3 MeOH-
JqvaTHIIoBoro 3¢dupa naer 0,45 1 (44%) ykasaHHoro B 3aroyioBke coenuHenus. Yucrora 98% (BOXKX).

MC m/z 345(M)+. MCBP m/z Beruncieno mias C;gH,o4N4O; (M)+ 344,1848, naiineno 344,1861.

[pumep 53. 2-[2-(2-Drophennn)aTokcu|-6-( 1 -munepa3nHmI)Iupa3ul, Marear.

VYkazaHHOE B 3aroJOBKE COCOUHEHHE MOIYYAloT 0 MeToauke mpumMepa 50, cragus 2 u3 2-xyop-6-[2-(2-
¢dropdpernn)stokcn Jnrupasuna (2,76 r, 10,9 mmonp, noxyden mo meromuke npumepa 50, cragms 1 u3 2-(2-
dbropdenernioBoro cnmpTa), nunepasuna (2,91 r, 33,8 mmoinns) u K,CO; (1,51 1, 10,9 mmons). Beixox cBobo-
HOTO OCHOBAHMS YKa3aHHOTO B 3arojioBke coeanHeHus coctasisier 1,88 r (57%), ero mpempamiaror B majear.
[epexpucrammuzarus u3 MeOH-nustunosoro 3¢upa gaer 2,11 r ykazaHHOTO B 3aroJioBKe coeauHeHus. Yucro-
ta 100% (B2XX).

MC m/z 303 (M+H)+. MCBP m/z Beruucaeno mis CisHoFN,O (M)+ 302,1543, natizeno 302,1550.

[pumep 54. 2-[(2,3-AuMeToKCHOCH3IIT)OKCH | -6-( 1 -ITUITepa3HHIIT ) TUPa3HH.

YkazaHHOE B 3arojIOBKE COCIUHECHHE MOJIYYAlOT Mo MeToauke npumepa 50, cragus 2 u3 2-xmop-6-[(2,3-
JuMeToKcrOeH3mn)oken [nupasuHa (2,51 1, 8,93 Mmoib, monydeHn mo meroauke npumepa 50, cramus 1 u3 2,3-
JTUMETOKCHOEH3MIOBOTO criipTa), rumepasuna (2,38 r, 27,7 mmons) u K,CO;5 (1,23 1, 8,9 MmMons). Beixon yka-
3aHHOTO B 3arOJIOBKE COCAMHEHHsS cocTaBisieT 1,66 T (56%), ero momywarotr B Bumae Mmacia. Ymcrora 100%
(BOXX) .

MC m/z 331 (M)". MCBP m/z Berauciero s C;H,,N,0; (M)' 330,1692, naitnerno 330,1690.

IIpumep 55. 2-(2,3-quruapo- 1 H-unaen- 1 -unmmeTokcn)-6-( 1 -nmumnepasuHmI) mupa3uH, Majear.

VYkazaHHOE B 3arOJIOBKE COCTMHEHHE IMOJY4aroT Mo MeTomauke mpumepa 50, craaus 2 u3 2-xjop-6-(2,3-
quruapo- 1 H-unnen-1-unmeroxcu)nupasuna (3,22 r, 13,1 MMoine; nmomyyeH no Metoauke npumepa 50, cragus 1
u3 l-unnanona), nunepasusna (3,49 r, 40,5 mmous) u K,COs (1,8 1, 13,0 Mmmoub). Boixoa cB0OOIHOTO OCHOBaHHUS
YKa3aHHOTO B 3arojioBke coequHeHus: cocrapisier 2,19 r (57%) B Bune macina. CBoOOIHOE OCHOBaHHUE MpeBpa-
mrarot B Marnear. Yucrora 100% (BOXX).

MC m/z 296 (M+H)+. MCBP m/z Beraucaeno mis Ci7H,oN,O (M)+ 296,1637, naitneno 296,1643.

[pumep 56. 2-(1-OeroKCcHOYTOKCH)-6-( | -TUIIepa3HHII ) THPA3HH.

VYkazaHHOE B 3arojIOBKE€ COCTUHEHHE TOIyYaloT Mo MeTonuke mpumepa 50, craams 2 u3 2-xiop-6-(4-
(enokcuOyTokcu)nmpasuna (1,99 r, 7,14 MMons; noiy4eH no Meroanke npumepa 50, craaus | u3 4-penokcn-1-
OyTaHoia (monyueH BoccTaHoBiieHHeM cooTBercTByromiei kucnorel (LiAlH,) (em. J. Org. Chem, 1965, 30,
2441-2447; tam xe 1968, 33, 2271-2284)), nmunepazuna (1,84 r, 21,4 mmons) u K,CO5 (0,99 1, 7,14 MMoub).
BbIxoJ yKa3aHHOTO B 3arojoBKe COe€AMHEHUs cocTaBisieT 1,52 r (65%), ero momydaroT B Buie macna. Yucrora
100% (BOXX).

MC m/z 329 (M+H)+. MCBP m/z Beruucieno misa C;gH,4N4O, (M)+ 328,1899, naiigeno 328,1894.

IIpumep 57. 2-[(5-DPeHokcUneHTHI)OKCH |-6-( | -unepasuHuI ) TUpa3HH.

VYkazaHHOE B 3arojIOBKE COCIUHCHHUE IONYYAIOT 10 MeTomuke mpumepa 50, cragus 2 u3 2-xyop-6-[(5-
(enokcumnenTmin)okcu [nupasuna (2,06 r, 7,03 mmoinp; momyden mo meroaumke npumepa 50, cragms 1 w3 5-
(enokcu-1-nenranona (omucan B. J. Org. Chem, 1968, 33, 2271-2284)), nunepasuna (1,88 r, 21,8 Mmonb) u
K,CO5 (0,97 1, 7,03 mmodp). Beixon ykazaHHOTO B 3arojioBKe coenHeHHs cocTtaBisieT 1,15 1 (48%), ero momy-
4aroT B Buze Oenmoro TBepAoro Bemectsa. Yucrora 100% (BIXX).

MC mv/z 343 (M+H)". MCBP m/z Berancnero mmst CioH,gN4O, (M)* 342,2056, Haiinero 342,2054.

Ipumep 58. 2-[(2,5-AumeToKCcHOCH3MI)OKCH |-6-( 1 -ITMIepa3sMHMIT ) TUPA3KH.

VYkazaHHOE B 3arojlOBKE COCIWHEHHE IOJYyJaloT Mo MeToauke mpumepa 50, craausa 2 u3 2-xmop-6-[(2,5-
numetokcubensmn)oken |nupasuHa (1,02 1, 3,63 Mmounp; momydeH mo meronuke npumepa 50, cramus 1 u3 2,5-
JUMETOKCHOEH3WIOBOrO criupTa), nunepasuna (0,94 r, 10,9 mmons) u K,CO; (0,50 T, 3,63 MmMos). Beixon yka-
3aHHOTO B 3aroyioBke coeauneHus coctapisiet 0,64 r (53%), ero mony4aror B Buae 0€KEBOI0 TBEPOTrO BEIIECT-
Ba. Uucrora 100% (BOXX).

MC m/z 331 (M)". MCBP m/z Beraucnero mns Ci;H,,N4O5 (M) 330,1692, naitneno 330,1692.

[pumep 59. 2-[2-(3,4-Anumerokcudennn)atokeu |-6-(1-nmunepa3nHui)mupasiH, Maiear.

YkazaHHOE B 3ar0JIOBKE COCIMHEHHE TOIyJaloT 10 MeTtoauke npumepa 50, cragus 2 u3 2-xmop-6-[2-(3,4-
JTUMETOKCU(EHIIT)ITOKCH |[upa3uHa [2,13 T, 7,23 MMOoIb; moirydeH 1mo Meroanke mpumepa 50, cramus 1 uz 2-
(3,4-mumeTokcudenmn)atan-1-oma], munepasuna (1,93 r, 22,4 mmons) u K,CO; (1,0 T, 7,2 Mmons). Beixon yka-
3aHHOTO B 3arojIOBKE COeOMHEHUs cocTapisieT 1,72 T (69%), ero momydaioT B Buie OexxeBoro macia. Yucrtora
100% (B2XKX).

MC m/z 345 (M+H)". CBobomHOE OCHOBaHHE MpeBpamaloT B Manear. MCBP m/z BbMMCIEHO s
C18H24N403 (1\/1)4r 344,1848, HailIeHO 344,1832

[Mpumep 60. 2-{[2-(2-DenundTrin)0eH3uI |oKCH § -6-( 1 -ITUnepa3uHuI)) IUpa3yH.

-4 -



006552

YkazaHHOE B 3arojOBKE COSAMHEHHE IOIyYaloT 1Mo MeToAuke mpumepa 50, cragus 2 u3 2-xmop-6-{[2-(2-
(henmmyTII)OeH3MI JokeH ftupasuHa (1,72 r, 5,30 MMop; momydeH o Metoauke mpumepa 50, cragus 1 u3 2-
(henerunbdensmoBoro cnupta), nunepasuna (1,37 r, 16,0 mmoip) u K,CO; (0,73 T, 5,3 Mmods).

BrixoJ ykazanHOro B 3arojioBke coenuHeHus cocrapisieT 1,38 r (69%), ero monyvaroT B Buje macia. Yuc-
tora 100% (B2XKX).

MC m/z 375 (M+H)". MCBP m/z Beruncneno anst Co3HysN,O (M) 374,2107, naiineno 374,2113.

[pumep 61. 2-[(3-DenokcubeH3mIT)0KCH |-6-( 1 -MTUTICpa3UHII ) TUPA3HH.

VYkazaHHOE B 3arojIOBKE COCIUHCHHUE IOYYaIOT 10 MeTomuke mpumepa 50, cragus 2 u3 2-xuop-6-[(3-
(enokcubensnn)okeu nmupasuna (1,99 r, 6,36 MMmoip; momydeH no meromuke npumepa 50, cramus 1 uz 3-
(heHOKCHOCH3MIIOBOTO cTIHPTa), TriepasuHa (1,94 r, 22,5 mmons) u K,CO; (0,88 1, 6,4 Mmoip). Beixon ykazas-
HOTO B 3aTOJIOBKE coeinHeHHs cocTaBiseT 1,58 T (69%), ero momydatot B Buae macia. Yucrora 100% (BOXX).

MC m/z 363 (M+H)". MCBP m/z Berancnero mnst Co HpoN4O, (M)™ 362,1743, Haiineno 362,1739.

ITpumep 62. (2R)-1-[6-(beH3unokcn)-2-nmupa3uHui|-2-MeTHIIHUIIepa3uH, MaJiear.

Cramus 1. (3R)-3-Metun-1-TpuTrimunepa3ut.

VYkazaHHOE B 3arojloBKE€ COEIMHEHHE IMOJydaloT Mo Meroauke mpumepa 39, cramus 1, HO (2R)-
METHWJIIHUIIEPA3HH IPUMEHSIOT BMECTO (2S)-MeTunnunepasnHa. YKa3aHHOE B 3ar0JIOBKE COEAMHEHHE TOIy4aroT
B BHJIE CBETJIO-)KEJITOTO XPYIIKOTO TBEPJIOTO BELIECTBA.

Cranus 2. (2R)-1-(6-Xnop-2-nupa3uHni)-2-MeTHINUIEPa3HH, MaJlear.

Cwmecs 2,6-guxiopriupasusa (2,33 1, 15,7 mmoins) npoaykra co cramuu 1 (5,11 1, 14,9 mmons) u K,CO;
(3,091, 22,4 Mmmoib) B 6e3BogHoM M@ (50 M) nepememmBatot npu 120°C B Teuenne 7,5 4. TemHyro peakuu-
OHHYIO CMECh pa30aBISIOT AUATHIOBEIM 3(HUPOM W TBEpIBIC BemlecTBa OT(GHIHTPOBEIBAIOT. DHIIBTPOBAIBEHBIN
ocanok mpombiBatoT CHCl;. @unbTpar KOHIEHTPUPYIOT MPH IMOHIKEHHOM AaBiieHHH. OCTaTOK IMOBTOPHO pac-
tBOpsitoT B CHCl; (150 mur) m moGasisttor SM Bomaytro HCI (20 M) u cMech nepeMemuBaioT P KOMHATHOM
Temnepatype B TeueHue 8,5 4. OcTopoxHO 100aBistroT pacTBop 5 M Bogroro NaOH (25 mun) u cion pa3aemsioT.
Bognsrit cnoit skctparupytor CHCI; (2 x 150 mi). O6venunennsle, soicymenasie (K,CO3) opranudeckue ¢a3sl
KOHLIEHTPUPYIOT B BakyyMe. KopruHeBaThlii MacsIHUCTBIA OCTATOK OYMIIAIOT XpoMaTorpadueil Ha KOJIOHKE C
cumkarenem (pasmep ciost: 11 x 6 cm), mpumensist CHCl;/MeOH (92:8) B xadecTBe amroeHTa. Beixon cBo6oa-
HOTO OCHOBAHHS YKa3aHHOTO B 3aroJIOBKE COeTUHEHUs cocTaBiseT 1,74 r (55%) B BUIE prDKEBATO-KOPHIHEBOTO
macina. Yacts (0,41 1, 1,9 MMO7IB) CBOOOTHOTO OCHOBAHUS MpeBpamiaoT B Manear. Yucrora 99% (BOXKX).

MCBP m/z Berancneno mis CoH,3CIN, (M) 212,0829, Haiineno 212,0819.

Cranus 3. (2R)-1-[6-(ben3unokcu)-2-nupa3uHui |-2-MeTHIINUIIEpa3HH, MaJiear.

K-t-BuO (2,07 1, 18,4 mmoib) nobasisitor k cmecu (2R)-1-(6-xmop-2-mupa3suHu)-2-MeTHIITUIICpa3uHa
(momy4enHoro Ha cragum 2; 1,31 1, 6,15 mMoie) u 6ensmwiosoro crmpta (10,0 T, 92,5 MMons). Tloce nepeme-
muBaHus B Teuenue 7 4 npu 95°C cMech HaHOCAT Ha CJIOW IUOKcuAa KpeMHus (12 x 6 cm). DiroupoBaHue
CHCI3/MeOH (97:3 nmanee 98:2) maer 1,44 r (82%) cBOOOJHOTO OCHOBAHHS YKa3aHHOTO B 3ar0JIOBKE COCIUHE-
HUS B BHJIE CBETJIO-KenToro Macia. CBOOOHOE OCHOBaHHE IpeBpamarT B Manear. Yucrora 99% (BOXKX).

MC m/z 284 (M)". MCBP m/z Beraucieno mas C¢HooN,O (M)' 284,1637, naitnerno 284,1633.

[pumep 63. (2R)-1-[6-(bensmnokcn)-(4-TpudTopMeTIN)-2 -THPUANHII |-2-METHIITUIICPA3HH.

VYkazaHHOEe B 3arojJoBKEe COEIMHEHHE IIONyYaloT 1o Mertogmke mnpumepa 40, mpumenss (2R)-
METWIIIHATIEPA3uH BMECTO (2S)-MeTunmnunepasnaa Ha ctaguu 1 u cHatue 3ammThl N (N-IeTpuTHInpoBaHue) Ha
CTaJuu 2 TPOBOJIST C IPUMEHEHHEM TPUPTOPYKCYCHOM KUCIOTHI B quxyiopmerane (3:1).

MC m/z 352 (M+H)". MCBP m/z Berancnero mnst CisH,0F3N;0 (M)* 351,1558, naitneno 351,1549.

[pumep 64. (2R)-1-[6-(ben3unokcn)-2-mupuaNHII |-2-METUIIIHIIEPA3UH.

VYkazaHHOEe B 3arojoBKE€ COEAMHEHHME IIONydYaloT Mo MeToauke npumepa 39, mnpumensas (2R)-
METHJIIHUIIEPAa3HH BMecTO (2S5)-MeTuanunepasiHa Ha craguu 1 u npumeHss 2,6-IUXJIOPIUPUANH BMeECTO 2,6-
JMUXJIOPIAPa3Ha HA CTAAWU 2, a Takke cHAThe 3ammThl N (N-IeTpUTWINpOBaHUE) HA CTAIWH 2 MPOBOMAT C
NpUMEHEHNEM TPU(PTOPYKCYCHON KHCIOTHI B Auxjopmerane (3:1).

MC n/z 284 (M+H)".

[pumep 65. 2-(1-[Tunepazunrmmn)-6- {[3-(1H-muppon- 1 -1i1)-2-THeHUI |METOKCH } THPa3HH.

Cragus 1. 2-Xnop-6-{[3-(1H-mmuppon-1-ui)-2-THeHWI [METOKCH } TUPa3HH.

VYkazaHHOE B 3aroJIOBKE COEAWHEHHE MOIyJaroT Mo Mertoamke mpumepa 50, cramms 1 u3 3-(muppon-1-
un)truopeH-2-meranona (2,5 r, 14 mmois), K-t-BuO (1,43 1, 12,7 mmois) u 2,6-guxinopnupasuna (1,73 r, 11,6
MMOJIB). BBIX0] yKazaHHOTO B 3aroyioBke coenuHenus coctasiseT 3,05 T (90%) B Bume macia.

Amnaj. (C13H10C1N3OS) C, H, N.

Cranus 2. 2-(1-ITunepazunmn)-6- {[3-(1H-nuppou-1-1i1)-2-THeHNI |METOKCH | THPa3HH.

VYkazaHHOE B 3arojOBKE COEAMHEHHE MOIy4aloT 1Mo MeToauke mpumepa 50, craqus 2 U3 coeuHeHuUs, 1o-
nydenHoro Ha craauu 1 Berme (1,78 r, 6,10 mmons), unepasuna (1,58 , 18,3 mmons) u K,CO; (0,86 T, 6,2
MMOJIb). BBIX0/1 yKa3aHHOTO B 3arojioBKe coequHeHus coctanisieT 1,43 r (69%) B Buae 6exeBoro macna.

MCBP m/z Beruncieno misg Ci7H oNsOS (M)+ 341,1310, naiineno 341,1301.

[pumep 66. 2-{[3-(benznmnokcn)oeH3m|oken } -6-( 1 -numepa3uHmT ) IIpa3uH.

Cragus 1. 2-{[3-(beH3mI0KCH)0CH3MI | OKCH } -6-XJIOPIIHPA3HH.
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VYkazaHHOE€ B 3arojoOBKE€ COCOUHEHHE TIONyJaloT o MeTtoamke mpumepa S50, cramus 1 w3 3-
O6en3unokcubensunooro crnupta (3,46 r, 16,2 mmois), K-t-BuO (1,69 r, 15,1 MMoinb) 1 2,6-muxiopnupazuHa
(1,97 1, 13,2 mmomnp). Beixon yka3aHHOTO B 3arojIOBKE COSIMHEHHS cocTaBisier 2,64 T (61%) B Bume momyTsep-
JIOTO BEIIECTBA.

Amnaj. (C18H15C1N202) C, H, N.

Cranus 2. 2-{[3-(ben3unokcu)oen3ui|okcu } -6-(1-nunepasuHu ) IupasuH.

YkazaHHOE B 3arojIOBKE COCAMHEHHE TOIYYaloT 110 METOuKe mpuMepa 50, craaust 2 U3 COCNUHCHUS, T10-
nmydeHHoro Ha ctamuu 1 Beime (1,62 r, 4,96 mmons), munepasuna (1,28 r, 14,9 mmone) u K,CO; (0,70 1, 5,1
MMOJIB). BBIX0/1 yKa3aHHOTO B 3arojioBKe coequHeHus coctanisieT 1,16 r (62%) B Buae macia.

MCBP m/z Beraucieso s Co,HyuN,O, (M) 376,1899, Haiinero 376,1890. Anan. (C»,H,4N,0,) C, H, N.

pumep 67. 2-(1-[Tunepazuai)-6-[ 3-(2-TUPUIXHILIT ) IIPOIIOKCH |TUPA3HH, Majear.

Cranus 1. 2-Xmnop-6-[3-(2-mupuauHIWIT)TPOTTOKCH | TUPA3HH.

VYkazaHHOE€ B 3arojoBKE€ COCOUHEHHE TOIy4aloT o MeTtommke mpumepa S50, cramus 1 w3 2-
nupuarHnponanona (4,08 r, 29,7 mmons), K-t-BuO (3,17 1, 28,3 MMoib) u 2,6-muxmopnupasuna (3,69 r, 24,8
MMOJIb). BBIX0J] yka3aHHOTO B 3ar0JIOBKE coelMHEeHUs cocTaBiseT 5,18 r (84%) B Buzne macna.

Amnaj. (C12H12C1N3O) C, H, N.

Cranus 2. 2-(1-ITunepazunuin)-6-[3-(2-nupuAnHUI ) IPOTIOKCH |TMpa3nH, Majiear.

YkazaHHOE B 3arojOBKE COCAMHEHHE TOIYYaloT 110 METOuKe mpuMepa 50, cragust 2 U3 COCNUHCHHUS, T10-
nydyenHoro Ha craauu 1 (1,80 r, 7,20 mmodb), mumepasuna (1,87 1, 21,6 mmons) u K,CO;5 (1,0 T, 7,2 MMOIB).
CBob6oaHoe ocHoBaHue (1,23 T') yKa3aHHOTO B 3ar0JOBKE COCIWHECHHS MPEBPANIAIOT B MaieaT. [lepexkpucrainm-
3anus 3 MeOH-nuatrmoBoro s¢upa naet 1,32  (38%) ykazaHHOTO B 3ar0JIOBKE COCIHEHUS.

MCBP m/z Beruucieno misg Ci¢H, NsO (M)+ 299,1758, naiineno 299,1748. Anan. (C¢H,N5O-1,5 C4H4O4-
0,5 H,0) C, H, N.

[pumep 68. 2-[(3,5-AuMeToKcnOCH3MI )OKCH | -6-( 1 -TIHIepa3sHHIII ) TUpa3H, Majear.

Cranus 1. 2-Xnop-6-[(3,5-auMeTOKCHOEH31IT )OKCH |TUPa3HH.

VYkazaHHOE B 3aroJIOBKE COEOMHEHHE IOIy4aloT Mo Meroamke mpumepa 50, cragms | u3 3,5-
nuMeTokcubensmioBoro cnupra (2,16 T, 12,8 mmoinp), K-t-BuO (1,34 r, 11,9 mmons) 1 2,6-auxaopnupasuHa
(1,59 r, 10,7 mmomnb). Beixon ykazaHHOTO B 3arojloBKe coeinHeHUs cocraBisieT 2,56 r (84%) B Bunme Oenoro
TBEPZAOTO BEILECTBA.

MCBP m/z seraucneno mas Ci3H;3CIN,O5 (M) 280,0615, Haiineno 280,0627. Anan. (C;3H,3CIN,O5) C,
H, N.

Cragus 2. 2-[(3,5-Jumerokcnbden3mn)okcu|-6-( 1 -nmunepa3uHiu ) Iupa3iH, Maear.

YkazaHHOE B 3arojIOBKE COCAMHEHHE TOIYYaloT 110 METOJuKe mpuMepa 50, cragust 2 U3 COCNUHCHUS, T10-
mydeHHoro Ha ctamuu 1 Bemme (1,26 r, 4,50 mmouns), munepasuna (1,12 1, 13,0 mmons) u K,CO; (0,62 1, 4,5
MmMmodbs). CBobomHOE ocHOBaHUe (1,14 T) yKka3aHHOTO B 3arojIOBKE COCOMHEHUS IMpeBpamiaiT B mainear. [lepe-
kpuctamuuzanus 3 MeOH-naustunosoro a¢upa naer 1,05 r (68%) yka3aHHOTO B 3arOJIOBKE COCIUHEHHS: T.ILI.
134-137°C.

MCBP m/z Berancneno s Ci7H,N,05 (M)' 330,1692, maiineHo 330,1699. Anan. (Ci7H»N,05-C4H,0,)
C,H,N.

ITpumep 69. 2-[2-(4-MeTtokcudeHun)3Tokcn |-6-( 1 -munepa3suHu ) TMpa3uH, Majiear.

Cragus 1. 2-Xop-6-[2-(4-MeToKCcU(EHIIT)ITOKCH [TUPA3HH.

VYkazaHHOe B 3arojlOBK€ COEJMHEHUE TOoJydaloT Mo MeToauke mnpumepa 50, cramus 1 w3z 4-
merokcugenermnoBoro cnupta (1,99 r, 13,1 mmouns), K-t-BuO (1,34 r, 12,0 Mmonb) u 2,6-guxsiopnupasuHa
(1,56 T, 10,5 mmoub). BeIxo yka3aHHOTO B 3arojioBKe coenuHeHus cocraBisier 2,14 T (77%) B Bumge 6enoro
TBEPJIOTO BEIIECTBA.

Amnan. (C]}H]}ClNzOz) C, H, N.

Cragus 2. 2-[2-(4-MetokcugeHmn)3Tokcn|-6-( 1 -nunepa3uHiI ) IIpas3iH, Majear.

VYkazaHHOE B 3arojIOBKE COSAMHEHHE TOIYyYaloT 110 MeToAuKe mpuMepa 50, cranus 2 U3 COeNUHEeHHUs, T10-
myderHoro Ha ctamuu 1 Bemme (1,31 r, 4,95 mmons), munepasuna (1,24 r, 14,4 mmons) u K,CO; (0,68 1, 4,9
MMmoJb). CBoboxHOe ocHOoBaHMe (1,29 r) yka3aHHOTO B 3arojlOBKE COEIMHEHHS INpeBpaIlaroT B ManeaT. Ilepe-
kpuctamuuzanus u3 MeOH-austunoBoro adupa naer 1,41 r (79%) yka3zaHHOTO B 3ar0JIOBKE COSIUHEHHS: T.ILI.
149-151°C.

MCBP m/z Berancneno s Ci7H,uN,0, (M)' 314,1743, maiineHo 314,1727. Anan. (Ci7H»N,0,-C4H,0,)
C, H,N.

[pumep 70. 2-[2-(4-Metuin-1,3-tuazon-5-un)arokcu]-6-(1-nunepasuHu)IMpasuH, alerar.

VYkazaHHOe B 3arojioBKE COEIMHEHHE TOJy4yaloT 10 MeToauke mnpumepa 42 u3  4-mMeTwi-5-
rugpokcraTIiiTiaszona (0,215 T, 1,50 MMoIb) ¥ BBIIETSIOT B BUJE KOpHuHEBOro Macia. Bexon: 0,41 r (66%).

MCBP m/z Beraucieno mis CiHoNsOS (M)" 305,1310, maiineso 300,1325. Anan. (Ci4HoN5OS-1,5
CH;COOH-0,7 H,0).

Oo0mast MeToIUKA /1JIs1 CHHTEe3a COeJUHEHUIi, OMMCAHHBIX B IpuMepax 71-96
K coorsercrBytomemy criupty win tuoiy (1,8 mmoins) B 6e3sogaom IM® (5 mi) nobasistor Na-t-BuO
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(1,20 Mz, 2,5 M B IM®) u cMech IepeMeImnBaioT P KOMHATHOW TeMriepatype B Tedenue 15 mua. K cmecn
J00ABIAIOT PAaCTBOP COOTBETCTBYIOIIETO MHIIEPAa3HHO-3aMelIeHHoro xioprereporukia (0,625 mu, 2,0 M B
JAM®) u cmecs nepemenmBarot mpu 100°C B Teuenne 5 4. Peakumto racst Boxoit (0,2 MiT) 1 pacTBOpUTENH ya-
JSIFOT TIpU NOHMKeHHOM aasieHuu. Ocratok nomeniator B Boay/CHCI; (20:80; 5 M) M HaHOCSAT Ha KOJIOHKY
Hydromatrix (40 mui), B koTopyto no6asisirot Boay (5 min). DmoupoBanue CHCl; (4 x 8 Mi1) 1aeT HEOUHUIIEHHBIN
nponykt. KoHLeHTpUpoBaHUEe NpU MOHMW)KEHHOM JIaBJIIEHMH M OYMCTKA OCTaTka npenapatuBHoil BOXX maer
LeJIeBOI MTPOIYKT B BUJIE COJIM YKCYCHOM KHCIJIOTBI.

[Mpumep 71. 2-[2-(3-MeTokcudeHoKcH)3TOKCH |-6-( 1 -ITunepa3uHuI)IUpasiH, COJIb YKCYCHOM KHUCIIOTHI.

Hcxonubie BemectBa: 2-xy0p-6-(1-nunepasuamn)nupasud (mmoiaydeH B npumepe 13, cramus 2) n 2-(3-
merokcupenokcu)atanon. Yucrora 90% (BOXX). Ananu3 macc npu ¢parMeHTalMu MOATBEPXKIAET 3asBIsie-
MYIO CTPYKTYDY.

MCBP n/z seraucneno misa Ci7H,N,0; (M) 330,1692, Haiineno 330,1681.

pumep 72. 2-[2-(2,6-AudropdeHokcn)rTokcu|-6-( 1 -unepa3nHmI) IUpa3nH, COTb YKCYCHOW KHUCIIOTHI.

Hcxomubie BemecTBa: 2-xyop-6-(1-nunepasuHmn)nupa3ud u 2-(2,6-mudroppeHoKkcr)ITaHoI. AHATU3 Macc
npu (pparMeHTauy TOATBEP)KIAeT 3asBIsIeMyIo CTpyKTypy. Yucrora 90% (BOXKX).

MCBP m/z seraucneso mis Ci¢H sF,N,0; (M)* 336,1398, naitneno 336,1403.

IIpumep 73. 2-[2-(XuHOIUH-8-UIIOKCH)3TOKCH |-6-( 1 -MIIepa3nHmI)IMpa3uH, COIb YKCYCHOW KUCIIOTHI.

Hcxonnble BemiecTa: 2-xa0p-6-(1-nunepasuHui)nupasut U 2-(XUHOIMH-8-MI0KCH )3TaHol (onucad B WO
00/76984). Ananu3 macc npu (pparMeHTalMy MOATBEPIKAACT 3asBIsIEMYI0 CTpyKTypy. Yuctota 90% (BOXKX).

MCBP m/z Beruncieno ais CioH,1N5O, (M)+ 351,1695, natineno 351,1683.

[Mpumep 74. 2-[(2R)-2,3-quruapo- 1,4-6eH30JMOKCHH-2-HIMETOKCH |-6-( | -IMInepa3uHmI) Ipa3KH, COlb YK-
CYCHOM KHUCJIOTBI.

Ucxonubie BemecTBa: 2-x10p-6-(1-mumepasuamn)nupazud U (2R)-2-ruapoxcumeri-1,4-0eH301HOKCaH
(ommucan B Tetrahedron Lett. 1988, 29, 3671-4). Anamu3 macc npu (pparMeHTAIlMH MOATBEPIKIACT 3asBIAEMYIO
cTpykTypy. Yncrora 90% (BOXX).

MCBP m/z seraucneno g Ci7HyoN,O; (M) 328,1535, maiineno 328,1524.

[pumep 75. 2-[2-(2-HadTunokcn)3atokcu|-6-( 1 -nmumnepa3nHum) mupasuH, CoIb YKCYCHOW KHUCIIOTHI.

Hcxonnbie Bemecta: 2-x5op-6-(1-nunepa3uHun)nupasut 1 2-(HaTannH-2-WIOKCH)3TaHoI. AHaIU3 Macc
npu parMeHTaIMy TOATBePIKIACT 3asBsieMyto cTpyKTypy. Hucrora 90% (BDXKX).

MCBP m/z Berancieno g C,oH,,N4O, (M)+ 350,1743, natigeno 350,1752.

[Mpumep 76. 2-{2-[(2-OTOKCH-3-IIMPUANHII)OKCH |3TOKCH } -6-( | -IIMIIepasMHIII)INPa3uH, COJb YKCYCHOM
KHCJIOTHI.

Hcxonnbie BemmecTsa: 2-x10p-6-(1-nunepasuHmn)nupasut U 2-(2-3TOKCUITUPUIUH-3-UIIOKCH )3TaHo (OTH-
cad B WO 00/76984). Anann3 macc npu (pparMeHTaIMy MMOATBEPKAACT 3asBIsIeMy0 CTPYKTypy. Yucrora 80%
(BOXKX).

MCBP m/z seraucneno misa Ci7H»3NsO; (M)' 345,1801, maiineno 345,1793.

[pumep 77. 2-{[4-(beH3unokcn)-3-MeTOKCHOCH3MII |OKCH } -6-( 1 -muTniepa3nHi)IupasiH, COJIb YKCYCHOM
KHUCJIOTBI.

Hcxomueie BemecTBa: 2-xyop-6-(1-nunepasuauwn)nupasud U (4-0eH3UI0KCH-3-MeTOKCH(DEHNIT)METaHOIT.
AHanu3 Macc rpu (hparMeHTaI|K OTBEPKIACT 3asBIsIeMyI0 CTpYKTypy. Huctota 90% (BOXX).

MCBP m/z Beranciieno gt Cp3HysN4O5 (M)+ 406,2005, naiigero 406,1967.

IIpumep 78. 2-{[5-(PeHUTITUHII)-2-THEHII |METOKCH } -6-( | -MUnepasuHUI)IUPa3uH, COIb YKCYCHOW KH-
CJIOTHI.

Hcxonubie BemectBa: 2-xyop-6-(1-nunepasuHmm)nupasud U (5-GeHWIDTHHUATHO(EH-2-1IT)METaHOII.
Amnanu3 mMacc ipu (pparMeHTaIy MOATBEPKIAeT 3aiBIsieMyto cTpykTypy. Yucrora 80% (BOXX).

MCBP nv/z seraucneno musi C, HyoN,OS (M) 376,1358, Haitneno 376,1346.

[pumep 79. 2-(2,3-Aurunpo- 1,4-6eH30 AMOKCHH-6-UIMETOKCH)-6-( 1 -TUnIepa3uHmI ) TUPa3HH, CONb YKCYC-
HOW KHCIIOTBI.

Hcxomupie BemecTBa: 2-xyop-6-(1-nunepasuHmn)nupasud U (2,3-auruapo-1,4-6eH301nOKCUH-6-11T)
MeTaHOJI. AHAJIU3 Macc Npu (pparMeHTalu NOATBEPKIACT 3asiBIsieMyto CTpyKTypy. Hucrora 90% (BIXKX).

MCBP m/z Beruncieno g C;7H,N4O5 (M)+ 328,1535, natigeno 328,1543.

[Mpumep 80. 2-(1-MeTnn-2-pennnsTorcn)-6-(1 -nunepasuHUI)IMPa3nuH, COIb YKCYCHON KHCIIOTBHI.

[puMeHsIOT 0010 METOAMKY 32 HCKIIOYCHHUEM TOTO, YTO PEaKIMOHHYIO0 cMech HarpeBaroT npu 100°C B
TEUCHHE HOYH.

Hcxonubie BemectBa: 2-xyop-6-(1-nunepasuHmwn)nupasud U 1-deHmwinponan-2-oj. AHaJIM3 Macc INpH
(parMeHTaIK TTOATBEPXKIAET 3asBIsIeMyIo CTpyKTypy. Yucrora 70% (BIXX).

MCBP nv/z Beraucieno misi Ci7H,N,O (M)' 298,1794, raitnerno 298,1801.

[pumep 81. 2-[(2-Xmopben3un)cynbhanmi |-6-( | -mumepa3suHmI ) TUpa3HH, COJIb YKCYCHON KHUCIIOTHL.

Hcxonubie BemecTa: 2-xmop-6-(1-nmunepasuHun)mupa3iH 1 (2-X10pheHIT)METAaHTHOI. AHAIH3 Mace MpH
(hparMeHTaIMK MOATBEPKIACT 3aBIAEMYIO CTPYKTYpy. Ynctota 90% (BOXX).

MCBP m/z seraucneso mas CisH;7CIN,S (M)™ 320,0862, Haiineno 320,0868.

[Mpumep 82. 2-[(2-Denunaytuin)cynbbhannn|-6-(1-nunepa3uHuI)Iupa3uH, CoJib YKCYCHON KUCIIOTHI.
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Hcxomubie BemiecTBa: 2-xy0p-6-(1-munepasuHun)nupasud 1 2-(QEeHUIITAHTHOI. AHaINW3 Macc 1pu ¢par-
MEHTAIIH MTOATBEPKAACT 3asBISIEMYI0 CTPYKTYpy. Unctora 90% (BOXKX).

MCBP m/z seraucneno g CieHyoN4S (M) 300,1409, maitneso 300,1419.

[Mpumep 8§3. 2-[(4-DenokcnbeH3u)okcH |-6-( 1 -nunepasuHmI)IUPa3rH, COJIb YKCYCHOW KHCIOTHI.

Hcxonubie BemiecTBa: 2-xy0p-6-(1-nunepasuHmn)nupasud U 4-(heHOKCHOSH3WIOBBIH CIHUPT (MOJTYyHaroT
BOCCTaHOBJIeHUEM 4-(peHOKcnOeH3albaernaa). AHainu3 macc npu (parMeHTanuyu NOATBEPKIAET 3asiBISIEMYIO
cTpyktypy. Uncrora 90% (BIXKX).

MCBP m/z Beruncieno ais C, Hy,N4O, (M)+ 362,1743, natineno 362,1738.

[Mpumep 84. 2-{[4-(3-lumeTHIaMUHOIIPOIIOKCH )OSH3MWII |OKCH }-6-( 1 -IuIepa3uHmI)IMpa3uH, COJlb YKCycC-
HOM KHUCJIOTBI.

Ucxomuapie BemectBa: 2-x10p-6-(1-numepasuamn)mupazud U [4-(3-AAMETHIAMHHOTIPOTIOKCH )(heHI |
MeTaHOJI. AHAIIU3 Macc Npu (pparMeHTalu NOATBEPKIACT 3asiBIsieMyto CTpyKTypy. Hucrora 90% (BIXKX).

MCBP m/z seraucneno g CooHyoNsO, (M) 371,2321, maitneno 371,2314.

[Mpumep 85. 2-{2-[2-(bensunokcu)heHus|aTokeu } -6-( 1 -munepasuHuI)MUpa3uH, COJb YKCYCHOM KUCIOTHI.

Hcxonubie BemiecTBa: 2-xop-6-(1-mumnepasuHun)nupa3ud U 2-(2-0eH3uI0KCU(DEHIIT)ITaHO (MOIyYaroT
BOCCTaHOBJICHUEM (2-0€H3UIOKCU(EHUIT)YKCYCHOM KUCIIOTHI). AHAIIM3 Macc Mpu (hparMeHTaluy MMOATBEPKAAET
3asMBIsIeMyI0 cTpYKTypy. Yuctora 70% (BOXKX).

MCBP m/z Beruncieno s Co3HysN4O, (M)+ 390,2056, naiineno 390,2043.

[Mpumep 86. 2-[2-(2,5-Anmerokcndennn)atokeu |-6-(1-nunepa3snHuI ) MUpasuH, CoJIb YKCYCHOM KHUCIIOTHI.

Hcxonubie BemmecTBa: 2-x0p-6-(1-nunepasuamn)nupasut u 2-(2,5-quMeTokcudeHnn)aTaHon (MoaydaroT
BOCCTAaHOBJICHHEM (2,5-THUMETOKCU(EHIIT)yKCYCHON KUCIOTHI). AHAIN3 Macc Tpu (pparMeHTalu! TOATBEPKIAeT
3asABIsIeMyIo CTpyKTypy. Yucrora §0% (BOXX).

MCBP m/z seraucieno misa CigHy N4O; (M)' 344,1848, Haiineno 344,1861.

[Mpumep 87. 2-(1-benzodypan-2-unmerokcn )-6-(1-nunepasuHuI ) TUpa3uH, CoJib YKCYCHOM KHUCIIOTBI.

Hcxonnbie BemiecTsa: 2-x5op-6-(1-nunepasunun)nupasud U 6enzodypan-2-unmeranos (MOIy4eH BOCCTa-
HOBJIGHHEeM OeH30(dypaH-2-kapOasibaeruna). AHaau3 Macc NpH (QparMEeHTAlUH IOATBEPIKIACT 3asBIISIEMYIO
ctpykrypy. Yucrota 80% (BIXKX).

MCBP m/z Beraucineno mis C7HgN,O, (M)" 310,1430, Haiineno 310,1419.

[Mpumep 88. 2-{2-[3-Merokcu-2-(heHokcumeTnin)GpeHu |3 TokcH } -6-(1-nunepasuHu)Iupasut, Collb YK-
CYCHOM KHUCJIOTBI.

Hcxonupie BemectBa:  2-xyop-6-(1-nunepasuHmm)mupasud 1 (3-MeTOKCH-2-(peHOKCUMETHII(EHNMII)
METaHOJ (TIOJTYYaloT BOCCTAaHOBIICHHEM 3-METOKCH-2-(EeHOKCUMETIIOSH3AIbACTHAA). AHAIH3 Mace TpH Qpar-
MEHTallH MOATBEPKAACT 3asiBIsIEMYyI0 cTpyKTypy. Unctota 90% (BOXKX).

MCBP m/z Beraucieno 1 Co3HyeN4O; (M) 406,2005, Haiineno 406,2011.

IIpumep 89. 2-[2-(M30XUHOIHH-7-MIIOKCH)ITOKCH | -6-( 1 -TIIIepa3uHMI ) IIpa3nH, COMb YKCYCHOM KHCIOTHI.

Cranus 1. 2-(7-VI30XUHOTUHUIOKCH )3TaHOJL.

Cwmech 7-ruapokcunzoxuHonuna (1,15 r, 7,9 mmois), stunerkapbonara (0,98 r, 11,1 MMomb), MOPOIIKO-
Boro K,COj; (0,65 r, 4,7 mmonb) B 6e3BogHOM JIM® (20 M) nepememuBarot npu 145°C B Tedenue 2 4. Peak-
o racsat MeOH (1 mur), GUABTPYIOT U PacTBOPUTEINb YIAISIOT IIPY HOHMKEHHOM JaBiieHnd. OCTaTok pacmpe-
Jensitor Mexxay menoynoit oo (K,CO;3) u CHCl;. Konnentpuposanue BeicymenHoi (MgSO,) opranuueckoi
¢assr naer 1,4 r (94%) yka3zaHHOTO B 3aroJIOBKE COSAMHEHUS B BUE KEJITOIO Macia, KOTOPOE 3aTBEPAEBAET IPH
crostaun. Yucrora 91% (BOXX). AHanu3 Macc npu pparMeHTaIH TOTBEPKIACT 3asIBISAEMYIO CTPYKTYPY.

Cranus 2. 2-[2-(130X1HONNH-7-UIIOKCH)3TOKCH | -6-( 1 -ITUIIepa3suHII ) IUPa3HH, COJIb YKCYCHOM KHUCIIOTHI.

[Ipumenstor oO0MIyI0 METOIWKY, HWCXOAHBIE BemecTBa: 2-XJop-6-(l-mumepasuamn)mupazua u 2-(7-
M30XMHOJIMHUIIOKCH )3TaHOJ. AHAIN3 Macc IpH (pparMeHTay NOATBEPXKIAET 3asIBIIEMYIO CTPYKTypy. YncroTta
80% (B2XKX).

MCBP m/z seraucneno g CioHy NsO, (M) 351,1695, maitneno 351,1696.

pumep 90. 2-(2,3-Turuapo- | H-urnen-2-unokcen)-6-( 1 -mumnepasmHui) TIpa3uH, CONb YKCYCHON KUCIOTHI.

Hcxonnbie BemecTBa: 2-x10p-6-(1-numepasuHmn)nupazud U 2-uHAaHOIN. [IpuMeHsIoT 00IIyl0 MEeTOTUKY
3a UCKJIIOYEHHEM TOTO0, YTO PEaKIMOHHYI0 cMech HarpesaioT mpu 100°C B TeueHHe HOUM. AHAIU3 Macc MpH
(hparMeHTaI|K TOTBEPK AT 3asBIsIeMyI0 CTpYKTypy. Ynctota 90% (BIXX).

MCBP m/z Beruncieno misg Ci;H,)N4O (M)+ 296,1637, natimeno 296,1652.

[Mpumep 91. 2-{[2-(PenokcumeTnIN)OCH3MI |OKCH } -6-( 1 -ITHUIIepa3snHKUI ) TMPa3HH, COJIb YKCYCHOW KHUCIIOTHI.

Hcxonubie BemmecTBa: 2-x10p-6-(1-nunepasuHmwi)nupasit U 2-(peHOKCHUMETIIOCH3WIOBBIA CITUPT (I1OJTy-
YeH BOCCTAHOBIICHHEM 2-()eHOKCHMETHIOCH30MHOM KUCIOTH amoMoruapugoM autust B TT'®, cm. J. Chem. Soc.
1954, 2819). Aranu3 macc rmpu ¢pparMeHTanuy MOATBEPKAACT 3asBIsIeMyI0 CTpYKTypy. Unctora 90% (B2XKX).

MCBP m/z Beraucneno misi Co,HyyN,O, (M)' 376,1899, Haiineno 376,1889.

[pumep 92. 2-(2-LuknorekcuadTokcw)-6-( 1 -nmunepa3nHu)mupa3ut, CoIb YKCYCHOW KHUCIOTHI.

Hcxomupie BemecTBa: 2-xJ0p-6-(1-mumnepasuHu)IUpa3suH U 2-IUKIOTeKCHUIIITAHOMI. AHAIIM3 Macc NpH
(hparMeHTaIK MOATBEPKIALT 3aBIsIEMYIO CTPYKTYpy. Ynctota 90% (BOXX).

MCBP m/z seraucneno g Ci¢HasN4O (M)'290,2107, raitneno 290,2109.

[Mpumep 93. 2-[2-(2- AMHUHOXHHOJIHMH-8-MIOKCH)3TOKCH |-6-(1-unepa3uHuiI)upasiH, Cojlb YKCYCHOM KH-
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CJIOTHI.

Hcxomupie BemecTBa: 2-xJ10p-6-(1-numnepasuHmn)nupa3sud u 2-(2-aMUHOXHUHOIMH-8-HIIOKCH )3TaHo (TI0-
aydatoT kak onrcaHo B WO 00/76984). Ananu3 macc npu GparMeHTaIiy MOATBEPIKAAET 3asBIIEMYIO CTPYKTY-
py. Hucrora 90% (BDXKX).

MCBP m/z Berancieno g C;oH,,NgO, (M)+ 366,1804, naiigeno 366,1791.

[pumep 94. 2-[(3-1lnanobOen3mn)okcu|-6-( 1 -munepasuHII ) IUPa3HH.

Hcxonubie BemecTBa: 2-xy10p-6-(1-nunepasuHmn)nupasvH U 3-IUaHOOCH3MWIOBBIN CIUPT. AHAIM3 Macc
npu GparMeHTanuy NOATBEPXKIAET 3asIBIsIeMyI0 CTPYKTypy. Uncrora 90% (BOXKX).

MCBP m/z Berancineno mis CgHsNsO (M) 295,1433, maiineno 295,1431.

[pumep 95. 2-[(5-Drop-2-MeToKCHOEH3MIT)OKCH |-6-( | -TTIepa3uHIII ) TPa3HH, COIb YKCYCHON KUCIIOTHI.

Ucxonnbie BemecTBa: 2-xJ0p-6-(1-numepasuamn)mupasud u (5-¢prop-2-meTokcudeHmn)MeTanon (Momy-
YarT BOCCTAHOBJICHHEM S5-(pTOp-2-METOKCHOEH3ANMbACTHAA). AHAIN3 MacC MPH (PParMEHTAIMK OATBEPKIACT
3asABIsIEMYI0 CTpYKTYpy. Hucrora 90% (BOXX).

MCBP m/z seraucneno g Ci¢HoFN,O, (M) 318,1492, Haiinero 318,1490.

IIpumep 96. 2-(1-LuknoneHTUIITOKCH)-6-( | -TUNIEpa3UHII)TUPA3HH, COJIb YKCYCHON KHUCIIOTHI.

Hcxonubie BemecTna: 2-xj10p-6-(1-nunepasuHmn)nupasul 1 1-nukioneHTuiadTanoi. [Ipumensior o0yt
METOJIUKY 32 MCKJIIOUYEHHEM TOTO, YTO B Ka4eCTBE PACTBOPUTENS IPUMEHSIOT JHOKCaH M PEaKLMOHHYIO CMECh
HarpeBaroT B TepMETHYHO 3aKPBITOH MPOOHpPKE C ITOMOIBI0 MUKpOBOJH Tpu 160°C B Teuenue 20 MuH. AHanm3
Macc npH (pparMeHTalyy MOATBEPIKAACT 3asBIsIeMyI0 CTpyKTypy. Yucrota 90% (BOXKX).

MCBP m/z Berancieno mis CsHyN,O (M) 276,1950, naiineno 276,1955.

pumep 97. 2-[(2,5-Audropbensun)okcu]-6-( 1 -numepa3snHmT) mupa3uH, Maear.

VYkazaHHOE B 3arojIOBKE COCIUHEHHE MOJYYaloT Mo MeTomauke mpumepa 50, cragusa 2 u3 2-xmop-6-[(2,5-
mudTopOen3mn)oker Jmupasuna (3,43 1, 13,4 Mmonp; moiy4eH mo meromuke npumepa 50, cragms 1 u3 2,5-
I TOpOCH3MIOBOTO criupTa), nunepasuna (3,51 r, 40,7 mmois) u K,CO3 (1,94 1, 14,0 MMOJTB) 38 HCKITFOUCHUEM
TOTO, YTO KOHEYHYIO (HMIBTPALMIO Yepe3 JBYOKHCh AIOMHUHUS HE NMPOBOAAT. BeIXoa cBOOOJHOTO OCHOBAaHUS
YKa3aHHOTO B 3arojIOBKe COeTMHEHUs cocTaBisieT 2,84 r (69%) B Buge macima. CBOOOJHOE OCHOBAaHHUE IMpeBpa-
maoT B Maneat. Yucrora 100% (BOXX).

MC m/z 306 (M)+. MCBP m/z BeI4HCIEHO AJIs C15H16F2N40(M)+ 306,1292, natineno 306,1297.

Ipumep 98. 2-[(3-AumeTrnamua0OeH3MIT)OKCH |-6-( 1 -MUATICpA3HHILT ) TUPA3HH.

VYkazaHHOE B 3arojIOBKE COCIUHCHHUE IONYYAIOT 10 MeTomuke mpumepa 50, cragus 2 u3 2-xuop-6-[(3-
JMMeTHIaMUHOOeH3M)okeH [nupasuHa (3,04 r, 11,5 MMonb; noyden no meroauke npumepa 50, cramust 1 u3 3-
TUMETHIaMUHOOCH3MIIOBOTO criipTa), munepasuHa (3,08 r, 35,7 mmons) u K,CO; (1,59 1, 11,5 mMmonn) 3a uc-
KIIFOUCHHEM TOTO, YTO KOHEUHYIO (DMIBTPALMIO Yepe3 OKCH aIFOMUHHS HE MPOBOAAT. BBIX0 yKa3aHHOTO B 3a-
ToJIoBKe coenuHeHus coctasisieT 2,06 T (57%) B Buae OexeBoro mMacia, KOTOpOE 3aTBEPAEBACT MPU 3aMOPAKH-
Baxuu. Ynctora 98% (BIXX).

MC m/z 313 (M)". MCBP m/z Beraucieno 11s C7H,3NsO (M)* 313,1903, naitneno 313,1910.

IIpumep 99. 2-[ {4-(2-ITupuauann)0eH3un } okcH |-6-( 1 -munepasuHmI ) IUpa3yH.

VYka3aHHOE B 3aroJIOBKE COCJMHEHHE MOJIy4aloT o MeToauke mpumepa 50, craaus 2 u3 2-xyop-6-[ {4-(2-
MUPHUIUHIIT)OEH3MI  OKcH |upasuna (2,73 1, 9,16 MMoub; nosydeH o mMetoauke npumepa 50, cragus 1 u3 4-(2-
MUPHUIMHIIT)OEH3MIOBOTO CHUPTa [IOJy4aloT BOoccTaHOBIeHHeM 4-(2-nupunmin)oensanpaeruna (NaBH,)]), nu-
nepasuHa (2,41 1, 27,9 mmone) u K,CO; (1,33 1, 9,62 MMOIIB) 32 UCKIIFOUCHHEM TOTO, YTO KOHEYHYIO (DHITBTpa-
MO Yepe3 OKCHJ AIIOMHHHUS He IPOBOIAT. BBIX0J yKa3aHHOTo B 3arojioBKe coeanmHeHus cocrasiser 2,06 T
(65%) B Buze OexxeBOro Maciia, KOTOpoe 3aTBepeBaeT npu 3amopakuBanun. Yucrora 100% (BIXX).

MC mv/z 347 (M)". MCBP m/z Beraucieno 11 CooHy NsO (M)' 347,1746, naitneno 347,1749.

pumep 100. 2-[(2-DTopOenH3MmIT)0KCH|-6-( 1 -MTUTIEpa3HHII ) THPA3HH, MaJIeaT.

VYkazaHHOE B 3arojIOBKE€ COCTUHEHHE TOIYyYaloT Mo MeTonumke mpumepa 50, craams 2 u3 2-ximop-6[(2-
¢dropbensmn)okcu|mupazuna (3,68 r, 15,4 mmonp; momydeH mo Mertomuwke mpumepa S50, cramus 1 w3 2-
(dbropbensunoBoro cnupra), nunepazuna (4,06 r, 47,1 mmons) u K,CO; (2,24 1, 16,2 MMOJIB) 32 HCKJIIOUCHUEM
TOTO, YTO KOHEUHYIO (DHIBTPALUIO Yepe3 OKCUJ ATIOMHHMS HE MPOBOIAT. BEIX0X cBOOOIHOrO OCHOBAaHHMS yKa-
3aHHOT'O B 3aroJIOBKe coeinHeHust cocrasisieT 3,28 1 (74%) B Buze macia. CBoOOJHOE OCHOBaHUE MTPEBPALIAIOT
B masieaT. Yucrora 100% (BOXKX).

MC m/z 288 (M)+. MCBP nv/z seraucneno g CisH,FN,O(M)" 288,1386, naitneno 288,1378.

[Mpumep 101. 2-(benso[b]rnoden-3-unmmerokcn )-6-(1-nunepa3nHun)mupasuH, Maiear.

VYkazaHHOE B 3arojOBKE€ COEIMHEHHE MONIy4aroT 1o Meroauke mpumepa 50, cramus 2 u3 2-Xaop-6-
(6enzo[b]tnoden-3-ummerokcn) mupasuna (2,88 T, 10,4 MMoITs; Oy4eH 1o Metoauke npumepa 50, ctamus 1 u3
6enzo[b]troden-3-meranona), munepasuna (2,73 r, 31,7 mmois) u K,CO;5 (1,51 1, 10,9 MMonb) 3a HCKITFOUSHH-
€M TOro, YTO KOHEUHYIO (IIBTPALMIO Yepe3 OKCHJ aJIOMHHUS HE IPOBOAAT. BBIXOX CBOOOZHOTO OCHOBAaHHSA
YKa3aHHOTO B 3aroJIOBKe coenuHeHus cocraBiaeT 2,34 T (69%) B Buzae 6exeBoro macina. CBOOOIHOE OCHOBAHHE
npeBpamaioT B ManeaT. Yuctota 99% (BIXX).

MC m/z 326 (M)". MCBP m/z Beraucieno a1 Cy7H sN,OS (M) 326,1201, maiineso 326,1207.

[Mpumep 102. 2-(3-DenokcurnodeH-2-mimerokcn )-6-(1-nunepasuHun)nupasut, Majear.

VYkazaHHOe B 3arojlOBKE COEIMHEHHE MOJIYy4yaloT Mo MeTomuke mnpumepa 50, cragus 2 u3 2-xjop-6-(3-
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(henokcutnoheH-2-unMeTokcH)mupasuna [2,83 r, 8,88 MMounb; morydeH no meroauke mpumepa 50, cramus 1 u3
(3-benokcu-2-TueHmn)Meranosa], numnepasuna (2,33 r, 27,1 mmoins) u K,COs (1,29 1, 9,3 MMOIIB) 33 HCKITIOYE-
HHEM TOT0, 9TO KOHEUHYIO (DMIBTPALIHIO Yepe3 OKCH aFOMUHISI He TIPOBOAST. BrIxoa cBOOOIHOTO OCHOBAHUS
YKa3aHHOTO B 3arojioBke coenuHenus cocrariser 1,80 r (55%) B Bujge 6exxeBoro macia. CBOOOIHOE OCHOBAHHE
npeBpataioT B ManeaT. Yuctora 98% (BIXX).

MC m/z 368 (M)+. MCBP m/z Beruuciieno gt CioH,oN4O,S (M)+ 368,1307, naiizeno 368,1306.

[Mpumep 103. 2-[5-(2-[Tupuanani)THopeH-2-UIMETOKCH |-6-( | -ITHnepa3uHII) IMpa3uH, MaJiear.

VYka3aHHOE B 3arojIOBKE COEIMHEHHE MOIydYaroT Mo MeTojuke mpumepa 50, craxus 2 u3 2-xmnop-6-[5-(2-
NUPHUIUMHIIT)THO(EH-2-nMeToKkeH [nupasuHa 2,17 r, 7,13 MMoutb; nosydeH o meroauke npumepa 50, cragus |
u3 S-(mupunnH-2-un)tnodeH-2-meranonal, mumepasusa (1,84 r, 21,4 mmons) u K,CO; (0,99 1, 7,1 MMmonb) 3a
UCKITFOUYEHHEM TOTO, YTO KOHEUHYIO (PHIBTpAlHIO Yepe3 OKCHI AIOMUHUSA HE TMPOBOIAT. Brixom cBoOOIHOTO
OCHOBaHHMS YKa3aHHOTO B 3ar0JIOBKE COCIMHEHUs cocTaBiseT 1,66 r (66%) B Bune 6exenoro macina. CBoGoHOE
OCHOBaHHME TpeBpamaroT B Maneat. Yuctora 100% (BOXKX).

MC m/z 353 (M)". MCBP m/z eraucieno 11s CgH1oNsOS (M) 353,1310, maiineso 353,1307.

Ipumep 104. 2-[2-(5-MeTmn-2-peHnnokcaso-4-mi)3Tokcu |-6-( 1 -nmunepa3suHiI ) TUpa3uH.

VYkazaHHOe B 3arojIOBKE COE€MHEHHE MOIyYaroT Mo MeToauke mpumepa 50, cragus 2, uz 2-xjop-6-[2-(5-
MeTnII-2-peHunokcason-4-mi)3rtokcu nupasuna [2,90 r, 9,18 MMoub; monydeH no Meroauke npumepa 50, cra-
s 1 u3 2-(5-merun-2-denunnokcason-4-min)stanonal, nunepasuna (2,37 r, 27,5 mmons) u K,CO; (1,27 1, 9,19
MMOJIB) 328 UCKJIIOYEHUEM TOTO, YTO KOHEUHYIO (DHIIBTPALIMIO Yepe3 OKCUT UIFOMHHUS HEe NPOBOAT. Beixon yka-
3aHHOT'O B 3aroJIoBKe coenuHeHust coctaBisieT 2,09 1 (62%) B BUE CBETIIO-KENTOTO Macia, KOTOpOe 3aTBepae-
BaeT 1pu 3amopaxkusaHud. Ynuctora 100% (BOXX).

MC m/z 365 (M)". MCBP m/z eraucieno mst CooH,3NsO, (M)' 365,1852, Haiinerno 365,1855.

pumep 105. 2-[1-(2,6-dudTopdenun)stokcu]-6-(1-numepa3suHmn)mupa3uH, Maiear.

YkazaHHOE B 3ar0JIOBKE COCIHMHEHHE TOIyJaloT 10 MeToarke npumepa 50, cragus 2 u3 2-xmop-6-[1-(2,6-
nudropdenun)stokcu|nupasuna (3,20 r, 11,8 Mmorp; monyden no meromuke npumepa 50, cragus 1 u3 2,6-
IUPTOP-0L-METIIIOCH3IIIOBOTO cHpTa), umepasuna (3,05 r, 35,4 mmons) u K,CO; (1,63 1, 11,8 MMons) 3a uc-
KJIFOUEHHUEM TOTO, YTO KOHEYHYIO (DHIIBTPALMIO YepPe3 OKCHJ AFOMHHUS He MpoBOAAT. Bbixoa cBoGOAHOTO OC-
HOBaHUs YKa3aHHOTO B 3ar0JIOBKE coenHeHus coctaniset 2,95 r (78%) B Bunxe OeciserHoro macia. CBo6oiHOE
ocHoOBaHMe npespamaT B Manear. Yucrora 100% (BIXX).

MC m/z 320(M)*. MCBP m/z Berancneno ais CiH,sF,N4,O(M)™ 320,1449, maiineno 320,1447.

[Mpumep 106. 2-(2-Hadranus-2-umstoken)-6-( 1 -nmunepasnHui)mupasyiH, Majear.

VYka3aHHOE B 3arojlOBKE COEIMHEHHE MOJIydaroT Mo Meroxuke mpumepa 50, cragus 2 n3 2-xjop-6-(2-
HadranuH-2-umroken)nmupasuna (2,73 r, 9,60 MMonb; moiydeH 1mo meroamke npumepa 50, cramus 1 uz 2-
Ha(TaTMHATaHONA), munepasuHa (2,89 1, 33,5 mmons) 1 K,CO; (1,39 1, 10,1 MMoIb) 32 HCKITFOYEHHUEM TOTO, YTO
KOHEYHYI0 (pUIBTpamuio depe3 OKCHI ATIOMHHUS HE MPOBOAAT. BRIX0J CBOOOJHOTO OCHOBAHHWS yYKa3aHHOTO B
3aroJIoBKe coenmHeHus coctaBisieT 2,63 T (82%) B Bume OeciBeTHOro Macia. CBOOOIHOE OCHOBaHHE IpeBpa-
mrarot B Maneat. Yucrora 99% (BOXKX).

MC m/z 334 (M)". MCBP m/z Beraucieno 11 CroH,N,O (M)' 334,1794, naitneno 334,1794.

ITpumep 107. 2-[3-(Hadramun-2-mmokcu))nponokcu]-6-( 1 -munepa3uHui ) Tupa3uH, Majiear.

VYkazaHHOe B 3arojOBKE COEIMHEHHE MOJYy4yaloT Mo MeTojauke mnpumepa S50, cragus 2 u3 2-xjop-6-[3-
(nadTanuH-2-MI0KCH)IPONIOKCH |upasuna [2,24 r, 7,12 MMoJIb; OJTyueH 1o MeToauKe npumMepa 50, craaus 1 u3
3-(nadranuH-2-wiokcu)nponan-1-ona (onucan B J. Am. Chem. Soc. 1929, 51, 3417 u tam xe 1954, 76, 56)],
munepasuna (1,90 r, 22,1 mmons) u K,CO;5 (1,03 1, 7,45 MMOIIB) 32 UCKITFOYCHHUEM TOTO, YTO KOHCUHYIO (PHIBT-
pauuio uepe3 OKCHJ] aTIOMHUHHUS HE MPOBOJST. BbIX0 CBOOOAHOTO OCHOBAaHUS YKa3aHHOTO B 3ar0JIOBKE COEIH-
HeHns coctaBiseT 1,10 r (42%) B Buzae cBeTno-0exeBoro mMacia. CBOOOIHOE OCHOBaHHE MIPEBPAIIAIOT B Majiear.
Uucrora 100% (BOXX).

MC mv/z 364(M)". MCBP mv/z Beranciero st Co HouN4Oo(M)' 364,1899, Haiineno 364,1895.

IIpumep 108. 2-(4-OeHUTHHUITHODEH-2-UIMETOKCH )-6-( 1 -ITHUIepa3uHmII ) TUpa3KH, Majear.

VYkazaHHOE B 3arojOBKE€ COCIMHEHHE MOIyYaloT Mo MeTonuke mpumepa 50, craaus 2 u3 2-xmop-6-(4-
tenmmTHHUNTHOQEH-2-IIMeTOKCH )upasuHa [2,05 1, 6,28 MMOIIb; oIydeH o MeToauke npumepa 50, craaus
1 w3 4-(benmwmTuHUI)THODEH-2-MeTaHoNa (HOJIyYeHO BoccTaHoBiieHHEM  4-(peHMIdTHHIIT)THO(EH-2-
kapOokcanpaeruna (NaBHy))], nmunepasuna (1,62 r, 18,8 mmois) u K,CO; (0,89 1, 6,4 MMOJIB) 33 UCKITIOUCHHEM
TOr0, YTO KOHCUHYIO (DMIIBTPAIIUIO Yepe3 OKCHI aJIFOMHHHS HE MPOBOJAT. BBIX0 CBOOOIHOTO OCHOBAHMS yKa-
3aHHOTO B 3arojioBke coeamHeHus coctaBisieT 1,80 r (76%) B Buae cBeTio-0exeBoro macia. CBOOOJHOE OCHO-
BaHMe npeBpamaT B Masear. Yucrora 100% (BIXX).

MC m/z 376(M)+. MCBP m/z Beruucaeno mis C, HyoN4OS (M)+ 376,1358, naitneno 376,1351.

pumep 109. 2-(1-HukmonponminToken )-6-( 1 -munepa3suHmI ) Inpa3uH, Majear.

VYkazaHHOE B 3arojlOBKE€ COCTUHEHHE TOIYyYaloT Mo MeTonumke mpumepa 50, craams 2 u3 2-xmop-6-(1-
MUKJIONpOIHIdTOKCH )upasuHa (2,38 1, 12,0 MMonb; momydeH mo meromuke mpumepa 50, cramus 1 u3 o-
METHIIIUKIIOTIPOTIaHMeTaHoMa), rriepasuHa (3,60 r, 41,8 mmois) 1 K,CO;5 (1,75 1, 12,7 MMOIIB) 32 HCKITFOUSHH-
€M TOrO, YTO KOHEYHYIO (pHIBTpamuio uepe3 OKCHI alIOMHUHHUS He MPOBOIAT. Brixom cBOOOAHOTO OCHOBAaHUS
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YKa3aHHOTO B 3aroJIOBKe coequHeHus coctasisieT 2,05 r (69%) B Buae OecriBetHoro macina. CBo60IHOE OCHOBa-
HHe mpeBpamaioT B Majieat. Yucrora 100% (BOXKX).

MC m/z 248(M)". MCBP mv/z Berancnero s Ci3HyoN,O (M) 248,1637, Haiineno 248,1636.

[Mpumep 110. 2-[2-(6-MetokcuHadTaINH-2-UIOKCH )3TOKCH |-6-( 1 -UINepa3uHmI) TUpa3KH.

VYkazaHHOe B 3arojIoBKe COEJMHEHHE MOIy4aroT 1o MeToauke npumepa 50, cragus 2 u3 2-xjop-6-[2-(6-
METOKCH-HaTaNINH-2-HI0KCH )3TOKCH [upasuHa [0,94 T, 2,8 MMOIIb; TOJIyYeH 1Mo MeToquke npumepa S0, ctaaus
1 n3 2-(6-mMeToKcH-HaTAIMH-2-MIOKCH)3TaHoda (TIOJydeH W3 6-METOKCH-2-HadTojla M STHIEHKapOOHATa 110
meronuke npumepa 134, cramusa 1 13 WO 00/76984. PeakunoHHyI0 cMech KUIIATAT ¢ 0OpaTHBIM XOJIOUIbHU-
KOM B TeueHHe 2 4. YucTelii 2-(6-MeTOKCH-Ha(TaNNH-2-WIOKCH)3TaHOJ IOIYy4aloT MepeKpUCTAILIM3aeH 13
MeOH/CHCl;/a-rekcana)], mumnepasusaa (1,00 r, 11,6 mmons) u K,CO; (0,50 1, 3,6 MMOITB) 32 HCKITFOUEHHEM
TOTO, YTO KOHEUHYI0 (DMIIBTPALIMIO Yepe3 OKCH aIOMUHUS HE TIPOBOAAT. BBRIX0OJ yKa3aHHOTO B 3arOJIOBKE CO-
eauneHms coctasiser 0,52 r (48%) B Bune OexxeBoro TBepaoro BemecrBa. Yuctora 100% (BDXKX).

MC m/z 380(M)". MCBP m/z Berancnero mmst Co HyN4O5 (M)™ 380,1848, Haiineno 380,1845.

Ipumep 111. 2-[2-(7-MeTokcuHadTaIMH-2-HIOKCH )3TOKCH |-6-( 1 -THUIIepa3HHIII ) THPa3HH.

VYkazaHHOe B 3arojIoBK€ COEJMHEHHE MOIy4aroT Mo MeToauke npumepa 50, cragus 2 u3 2-xiop-6-[2-(7-
METOKCHHA(TAIMH-2-WIOKCH )3TOKCH |upas3una [ 1,19 r, 3,60 MMOJIb; MOyYeH Mo MeToAuKe mpumMepa S0, ctaaus
1 u3 2-(7-merokcuHadTaIMH-2-HIOKCH)3TaHoNa (TI0JIy4eH U3 7-MeTOKCcU-2-HadTola U 3THIIeHKapOoHaTa 1o Me-
toguke npumepa 134, cramust 1 u3 WO 00/76984. PeakiimoHHYI0 CMECh KHUITATST ¢ 00paTHBIM XOJIOAMIEHUKOM B
Teuenne 2 4. Yucteiid 2-(7-MeTokcnHadTamH-2-MI0KCH )3TaHOI TI0JTy4aroT XpoMaTorpadueil Ha KOJIOHKE C CH-
JUKareJleM ¢ MPUMEHEHHEM H-TeKcaHa/3Twianerara (6:4) B KadecTBe nroeHTa)|, munepasuna (1,25 r, 14,5
mmodns) u K,CO; (0,60 1, 4,3 MMOIIB) 332 HCKITFOYEHHEM TOTO, YTO KOHEUHYIO (PHIBTpALHIO depe3 OKCHJT aTFOMHU-
HUS HE IPOBOIAT. BEIX0[ ykazaHHOTO B 3aroyioBke coenuHenus coctaBisieT 0,98 T (71%) B Buae macia, KOTopoe
3aTBepAeBaeT npH 3amopaxkusanud. Ynuctora 100% (BIXX).

MC m/z 380 (M)". MCBP m/z eraucieno ms CoH,4N,0; (M)' 380,1848, Haiinerno 380,1851.

[Mpumep 112. 2-[5-(4-Xnopdennn)-2-metundypan-3-uaMeTokcH |-6-( 1 -munepa3uHmI) Iupas3yH.

VYkazaHHOE B 3aroJOBKE COCOMHEHHE IOIYyYaloT 1o MeToamke mpumepa S50, cragus 2 u3 2-xyop-6-[5-(4-
xyopdenun)-2-metuidypan-3-wiMeTokcu [nupasuna [3,14 1, 9,39 mmonb; o meroauke npumepa 50, craaus 1
u3 4-(4-xsopdenun)-3-ruapokcumerii-2-mMetundypana), nunepasuna (2,47 r, 28,6 mmons) u K,CO;5 (1,36 T,
9,86 MMOJIb) 32 UCKIIIOYEHHEM TOTO, YTO KOHEYHYIO (PHIBTPALMIO YePe3 OKCH]L AJIFOMHUHUSI HE TIPOBOJAT. Beixox
YKa3aHHOT'O B 3aroJioBke coenuHeHus cocrasisiet 2,11 r (58%) B Bume GexxeBoro TBepnoro Bemecrsa. Yucrora
100% (BOXX).

MC nv/z 384(M)". MCBP nv/z Beruncnero st CooH, CIN,O, (M)* 384,1353, Haiineno 384,1357.

pumep 113. 2-(1H-Nan07-4-nmMeToKCH)-6-( 1 -IIUTIepa3uHILT ) TUPa3UH, Maliear.

VYkazaHHOE B 3arOJIOBKE COCTUHECHHE IMONYYaroT MO MeTomauke mpumepa S50, cragus 2 u3 2-xmop-6-(1H-
nHpon-4-unmertokcn)nupasuaa [0,486 r, 1,87 mmons; momyden mo meroguke mpumepa 50, cragus 1 u3 (1H-
WHAO0N-4-mI)MeTaHoa (peakiuio npoBoasT ¢ npuMmenenneM (1H-unmon-4-un)meranona (0,712 r, 4,84 MMonb),
K-t-BuO (0,517 1, 4,61 mmons) u 2,6-guxnopnupasunra (0,687 t, 4,61 mMons)], nunepazuna (0,491 r, 5,71
mmodb) u K,CO; (0,272 1, 1,96 MMOJITB) 33 HCKITFOUEHHEM TOTO, YTO KOHCUHYIO (PHIIBTPAIMIO YepPe3 OKCH] aJIto-
MHHUS HE IPOBOJIST. BBIX0Jl CBOOOAHOTO OCHOBAaHUS YKa3aHHOTO B 3aroyioBke coenuneHus cocrasisier 0,198 ¢
(34%) B Buze macna. CBoOOHOE OCHOBaHME IpeBpamiaroT B mayieat. Yucrora 100% (BIXKX).

MC m/z 309 (M)". MCBP m/z Beraucnero mus Ci7H oNsO (M)' 309,1590, naiineno 309,1582.

[Mpumep 114. 2-(2-Dennnnponokcu)-6-( 1 -nunepa3uHuI)IUpasuH, Majear.

VYka3aHHOE B 3arojloOBKE COEIMHEHHE MOJIydaroT Mo Meroxuke mpumepa 50, cragus 2 n3 2-xjop-6-(2-
(enmmmponokcn)mupazuna (2,39 r, 9,61 MMons; moxydeH no Meroauke npumepa 50, craaus | u3 2-penun-1-
nponanoina), munepasusa (2,90 r, 3,36 mmons) u K,CO; (1,40 1, 10,1 MMONB) 32 HCKITIOYEHHEM TOTO, UTO KO-
HEYHYI0 (DMIBTPALUIO Yepe3 OKCHJ aJIOMHHHUS HE TMPOBOIAT. BEIXoa cBOOOIHOTO OCHOBAaHUS YKa3aHHOTO B 3a-
TOJIOBKE coefHeHus cocranisieT 1,66 r (58%) B Bune OecuBeTHoro macia. CB0OOHOE OCHOBaHHUE MPEBPALIAIOT
B Masreat. Yucrora 99% (BOXX).

MCBP m/z seraucneso g Ci7H,nN,O (M)' 298,1794, raitneno 298,1795.

[Mpumep 115. 2-[2-(2-Merokcudennn)atokeu |-6-(1-nunepasuHu ) Iupa3ut, Majiear.

VYkazaHHOE B 3arojOBKE COEJMHEHHUE MOJIydaloT Mo MeToauke mpumepa 50, cragus 2 u3 2-xyop-6-[2-(2-
MeTokcugeHmn)ITokcn [nupasuna (0,967 r, 3,65 MMonk; moirydeH mo meroauke npumepa 50, cramus 1 w3 2-
MeTokcu(eHeTmIoBoro crnmpra), mumnepasuna (0,913 r, 10,6 mmons) u K,CO; (0,505 1, 3,65 mmonb). Bexon
CBOOOIHOTO OCHOBaHMS YKa3aHHOTO B 3arojoBke coeaumHeHus cocrasisier 0,63 T (55%) B Buae OecuBeTHOro
macia. CBoOoHOE OCHOBaHuME MpeBpamaioT B Masneat. Yucrora 100% (BOXKX).

MC m/z 314 (M)". MCBP m/z Beraucieno 1t C7H,,N,0, (M) 314,1743, Haiineno 314,1750.

[pumep 116. 2-[2-(3-MeTokcudeHmn)3Tokcu|-6-( 1 -nunepa3nHI) Iupa3uH.

YkazaHHOE B 3aroJOBKE COEOMHEHHE MOIYyYaloT 1o MeToamke mpumepa S50, cragus 2 u3 2-xyop-6-[2-(3-
MeToKcuGeHmn)Token [nupasuda (1,12 1, 4,23 mmonp; momydeH mo meromuke npumepa 50, cramus 1 u3 3-
MeTOKCH(EeHEeTIIOBOTO crupTa), numepasusa (1,06 r, 12,3 mmons) u K,CO; (0,585 1, 4,23 Mmmons). Beixon yka-
3aHHOTO B 3arojioBke coeauneHus cocrasisiet 0,91 r (69%) B Bue cBETI0-0€KEBOTO Maca.

MCBP m/z Beruaucieno g C;7H,,N4O, (M)+ 314,1743, naiineno 314,1759. Anan. (C;H,N,0,) C, H, N.
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IIpumep 117. 2-[(2-Penokcnbdben3wmn)okcu|-6-( 1 -nmunepasuHmI)mupa3ut, Majear.

VYkazaHHOE B 3arojIOBKE COEIUWHEHHE IONYdYaloT 10 Meroxuke mpumepa 50, cragus 2 u3 2-xmop-6-[(2-
(henoxcnbensmn)okeu Jnupasuaa (0,981 r, 3,14 mmonp; momydeH mo meromuke mpumepa 50, cramus 1 u3 2-
(heHokcubeH3mI0BOrO criupTa), numnepasuxa (0,784 1, 9,10 mmois) u K,CO; (0,434 1, 3,14 MMOJIB) 32 HCKITIOYC-
HUEM TOTI'0, YTO KOHCYHYIO (bl/Iﬂpra]_Il/IIO 4Yepe3 OKCUJ AJIFOMUHUA HE IIPOBOJAT. BbIXOIl CBO6OI[HOFO OCHOBaHUs
yKa3aHHOTO B 3arojioBke coequnenus coctasisieT 0,80 r (70%) B Bune OecriBeTHoro macia. CBOOOIHOE OCHOBA-
HHE TIpeBpallaoT B Majear.

Amnaj. (C21H22N402'C4H404) C, H, N.

[Mpumep 118. 2-benznnamuno-4-(1-numnepasnHun) TMPUMUAINH, THAPOXJIOPHI.

Cranus 1. 2-bensunamMuno-4-[ 1-(4-tpet-0yToKCHKapOOHIII ) TUITEPA3HHIII | TUPUMHUIVH.

Cumech 2-xmop-4-[ 1-(4-TpeT-0yTOKCHKapOOHM )TATIEpa3HHII |TUPUMHUINHA (TIOTyYeH B mpumepe 33, cra-
mus 1; 1,80 r, 6,02 mmons), 6ersmnamuHa (10 mit, 60mpmoi n30sITOK) U KapooHarta kamust (0,91 r, 6,62 MMOIIB)
nepememuBaioT B 50 M npormmonutpmia nmpu 110°C B tedenue 1,5 4. Cmech BeuHBaOT B Boay (200 mur) u oc-
TaBJIIIOT HA HOYb. YKa3aHHOE B 3arOJIOBKE COCIMHEHHE OTAEISIOT, MPOMBIBAIOT Bojol +10% wmeranona u cy-
mrat. Beixox: 2,08 1 (94%). Uucrora >90% (BOXKX).

MCBP m/z seraucneno g CooHy7N5O, (M)' 369,2165, maitneno 369,2152.

Cranus 2. 2-bensunamuno-4-(1-nunepa3suHun) TMPUMUANH, THIPOXJIOPH/I.

K pacrBopy 2-Oensunamuuo-4-[1-(4-tper-OyrokcukapOoHun)nmunepasuui nupumuania (37 wmr, 0,10
MMOJIb) B CMECH MeTWI-TpeT-OyTriioBoro a¢upa (3 mi) u meranona (1 mi) nodasisitor 4,0 M HCI B nuokcane
(1 mu). PeakMoOHHYIO CMECh BCTPSIXUBAIOT B T€UCHHUE HOYU. [{00ABISIOT METHII-TPET-OYTHIIOBBIH 3¢up (2 MI).
Yka3aHHOE B 3aroJIOBKE COSIMHEHHE BEIICISIOT B BHJIE OEJI0Tr0 TBEpAO0ro BemiecTBa. Berxoxa: 29 mr (95%). Yuc-
tota >90% (B2XKX).

MC m/z 270 (M+H)".

pumep 119. (2R)-1-[6-{(2-XnopOen3mn)cynbhaHun } -2-Mupa3uHII -2 -MEeTUITUTIEPa3uH, THIPOXIOPHL.

Na-t-BuO (8,7 mmoins, 0,84 1) 106aBisIOT K pacTBOpy 2-x10pOersuntuona (5,7 mmons, 0,90 r) B 6e3B0a-
HOoM JIM® (25 Mir) 1 cMech IepeMeNInBal0T P KOMHATHON Temriepatype B Tedenne 10 muH. JJobaBmsroT (2R)-
1-(6-x70p-2-upazunmn)-2-metunnunepasud (0,92 r, 4,35 Mmounp; morydeH B npumepe 62, cTaaus 2) ¥ peaxiiy-
OHHYI0 cMech nepemeruBatoT npu 70°C B Teuenue 2 4. CMech QUIBTPYIOT Yepe3 CIIOW JAUOKCHAA KPEMHHUS U
paCTBOpUTEIL U3 (bl/IﬂpraTa BbBINIAPUBAIOT MPHU MMOHMKECHHOM [daBJICHUU. KOpH‘iHeBbIﬁ OCTAaTOK MOABEpraroT
xpomaTtorpadun Ha KoJoHKe ¢ cunkarenem, npumensiss CHCl;/MeOH/Boau.NH; 90/10/0,25 B kauecTBe 3i1toeH-
Ta. JTO J1aeT cBOOOJHOE OCHOBAHHME YKA3aHHOTO B 3ar0JIOBKE COEAMHEHUs B BHJE xearoro macia. CBoOoHOE
ocHoBanue ocaxaarot B Buae HCI conmn nz HCl/auatunosoro adupa ¢ nonyuennem 1,10 r (68%) ykazannoro B
3aroJIOBKEe COCTUHECHUS B BHJIC CBETIIO-KENTHIX KpUCcTaLIoB. YrctoTa 98% (BIXX).

MCBP m/z seraucneno 1 CigH oCIN,S(M)" 334,1019, Haiineso 334,1036.

pumep 120. 2-(3-TuennnmeTokcn )-6-( 1 -numepa3uHII ) THpa3HH.

YkazaHHOE B 3aTOJIOBKE COCIMHEHHE MOMydJaroT o Meronuke mpuMepa 20 u3 3-tnodenmeranona (6,05 r,
53,0 mmone), K-t-BuO (0,897 1, 7,99 MMoutb) u 6-xmop-2-(1-nunepazuamn)nupazuna (0,845 T, 4,25 MMoIIb; T0-
nmy4eH B mpumepe 13, cragus 2). Peakumonnyro cMmecs nepememuBaioT npu 105°C B teuenue 7,5 4. Ilocne xpo-
Mmarorpady Ha KOJIOHKE C CHIIMKAreJeM pacTBOPHUTENH BbiapuBatoT. OcraBiieecs Macjao MOBTOPHO PacTBOPSi-
IOT B STHJIAIETATe U (QIIBTPYIOT Yepe3 KOPOTKUI CI0i okcuaa amoMuHus (5 x 3 cM), IpUMEHSS TUITHIOBBINA
3¢up/MeOH (96:4) B kauecTBe 3/r0¢HTa. BhimapuBanue pacTBopuresst B Bakyyme aaet 0,76 T (64%) yka3aHHO-
TO B 3ar0JIOBKE COEIMHEHUsI B BUJIe OECLIBETHOIO Maca.

MCBP m/z Beraucieno mis C3sH¢N4OS (M)" 276,1045, naitneno 276,1037. Anan. (Ci3HsN40S-0,25
H,0) C, H, N.

ITpumep 121. 2-(3-denoxcunponokcn)-6-( 1 -nunepasuHui)nupasut, Majear.

VYka3aHHOE B 3arojlOBKE COEIMHEHHE MOJIydaroT Mo Meroxuke mpumepa 50, cragus 2 n3 2-xjop-6-(2-
(henokcumnponokcn)nupasuna (1,04 r, 3,93 mmonb; moxydeH o Meroauke npumepa 50, cramust 1 u3 3-peHokcu-
I-mponanona), numepasuna (0,981 r, 11,4 mmons) u K,CO; (0,543 1, 3,93 mmois). [Tocne xpomarorpaduu Ha
KOJIOHKE C CHJIMKArelleM pacTBOPUTENH BhIMapuBaroT. [lomyTBepaprii octaTok (0,83 T) MOBTOPHO pacTBOPSIOT B
CHCI; u punpTpyroT. YUCTHIN pacTBOp KOHIEHTPUPYIOT B BaKyyMe, ¥ OJIYYeHHOE CBOOOJIHOE OCHOBaHHUE yKa-
3aHHOTO B 3ar0JIOBKE COeAMHEHHs mpeBpamaioT B maieat. Berxoa: 0,90 r (53%).

MCBP m/z Beruucaeno mias C7H»,N,O, (M)+ 314,1743, naiineno 314,1728. Anan. (C7H»npN,0,-C4H4Cy)
C, H,N.

ITpumep 122. 2-{[4-(ben3unoxcu)oeH3ni |okcH } -6-( 1 -numnepa3uHu) IupasuH.

VYkazaHHOE B 3arojlOBKE COEIMHEHHE MOJy4aroT Mo Meroauke mpumepa 50, cragmsa 2 u3 2-xjop-6-{[4-
(6en3unokcn)oen3m|oken yiupasuna (1,15 r, 3,52 Mmonb; noiaydeH nmo meroauke npumepa 50, cramus 1 u3 4-
OCH3WIOKCHOCH3IIOBOTO criupra), nunepasuna (0,894 r, 10,4 mmois) u K,CO; (0,486 1, 3,52 mmouis). Beixon
YKa3aHHOTO B 3arojioBke coenuHeHus coctapisieT 0,57 r (43%) B Bume OECIIBETHOTO BSI3KOTO Maciia, KOTOPOe
3aTBEpAEBaCT P CTOSHUM. AHaJIM3 Macc NpH (hparMeHTalMX TTOATBEPKIAET 3asiBISIEMYIO CTPYKTYPY.

MCBP m/z Beruncieno s C,,H,4N4O, (M)+ 376,1899, naiineno 376,1892.

pumep 123. 2-(u-I'ekcunokcen)-6-( 1 -mumepa3suHm ) Tupa3uH.
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VYkazaHHOE B 3arojOBKE€ COCIMHEHHE IOJy4aloT Mo MeTonuke mpumepa 50, cramus 2 w3 2-xi0p-6-(H-
rexcmitokcu)nupasusa (1,54 r, 7,17 MMons; moiydeH mo Meroauke npumepa 50, craaus 1 u3 H-TekcaHoOMa), MTH-
nepasuHa (1,90 r, 22,1 mmons) 1 K,CO5 (0,99 1, 7,16 MMoms). Bexon yka3aHHOTO B 3aroJOBKE COCTUHEHHUS CO-
crasisier 1,21 r (64%) B Buae OeclBETHOTO Maciia.

MCBP m/z seraucneno g Ci4HyN,O (M)' 264,1950, maitneno 264,1953. Anan. (C4H,N,0) C, H, N.

ITpumep 124. 2-(Ilponaprunokcu)-6-(1-nunepa3uHwi)nupa3uH, Manear.

VYKkazaHHOe B 3arojIOBKE COEIMHEHHUE IMOJIy4aloT 1Mo Meroauke npumepa 50, cragus 2 u3 2-xJjop-6-
(mponaprmtoken)nupasuna (1,70 T, 10,1 MMoib; nosrydeH o Metoanke npumepa 50, cragus 1 U3 nponapruio-
BOrO crnmpTa), munepasuna (1,91 r, 22,2 mmons) u K,CO5 (1,39 1, 10,1 MMOIB) 32 UCKIIFOUYEHHEM TOTO, YTO KO-
HEYHYI0 (DMIBTPALUIO Yepe3 OKCHJ aJIOMHHUS He TPoBOAAT. [locie moBTOpHOM XpoMaTorpaduu Ha KOJOHKE C
CHIIMKAareJieM PacTBOPUTENH BRIIAPUBAIOT. BBIX0I CBOOOIHOTO OCHOBAHUS YKAa3aHHOTO B 3ar0JIOBKE COCTUHECHUS
cocranser 0,48 r (22%) B Bune 6exxeBoro macia. CBOOOJHOE OCHOBAaHHE MIPEBPAIIAIOT B Majear.

MCBP m/z Beraucneno ans Ci H,N,O (M) 218,1168, naiineno 218,1158. Anan. (C,;H;4N,0-C4H,0,4) C,
H, N.

Hoay4enne papmaneBTHYICCKUX KOMIIO3HIMIA

[Ipumep. [loxyduenue TabneTok.

WurpenueHTs! MI/Ta0NeTKy
1. AKTHBHOE COEUHEHNE 10,0
2. llennrono3a, MUKPOKpUCTAILTHYECKAS 57,0
3. 'mnpodocdar kanpuums 15,0
4. I'mukonsAT KpaxMaia, HaTpHeBas COJb 5,0
5. AnoKcu KpeMHUS, KOJIJIOUIHBIN 0,25
6. CreapaTt Maraus 0,75

AKTHBHBI HHTPEIUEHT | CMEIIMBAIOT C MHTpenueHTamu 2, 3, 4 u 5 B Tedenne okono 10 MuH. 3aTeM H0-
0aBISIIOT CTeapaT MarHusl, ¥ MOJy4YeHHYIO0 CMECh CMEIIMBAIOT B TEYEHUE OKOJIO 5 MMH H NPECCYIOT B TaOJIETKH C
MOKPBITHEM WIN 0€3 TTOKPBITHSL.

DapMaK0JIOrH4ecKHe TecThbl

CHOCO6HOCT]:- COCIUMHCHHA B COOTBCTCTBUU C JJaHHBIM I/l306peTeHI/leM CBA3bIBATHCA HUJIHN BOSﬂeﬁCTBOBaTb Ha
omnpezeneHHbie noarunsl 5-HT penentopa MoXeT ObITH ONpejesieHa ¢ MOMOIIBIO in Vitro U in Vivo uccienoBa-
Hl/Iﬁ, HN3BCCTHBIX B [laHHOﬁ OGJ’IaCTI/l TCXHUKU. EI/IOJ'IOFI/I'-IeCKyIO AKTUBHOCTb COG[[I/IH@HI/Iﬁ, IMOJIYYCHHBIX B IPpUMEC-
pax, TECTUPYIOT C IPUMEHEHNEM PA3JIMYHbBIX TECTOB.

TecTupoBaHHue HA CPOACTBO

CpozcTBO COeTMHEHHH, TTOJy4eHHBIX B IpHMepax, K perentopy 5-HT,., onpenenstor ¢ moMoIbo cpaBHU-
TENBHBIX KCIIEPHMEHTOB, B KOTOPBIX CIIOCOGHOCTH KaX/IOTO COEMHEHHs B CEpHH pa3baBlenuii 3amemars ~H-
MedeHHBI 5-HT, cBs3aHHBI ¢ MeMOpaHaMu, MONyYeHHBIMH W3 TpaHCQuuupoBaHHBIX KieTok HEK293, cra-
OmITBPHO SKCIpeccupyromux genoBeueckuii S-HT), penenTopHbIi 0eJ0K, MPOBEPSAIOT C MOMOIIBI0 TEXHOJIOTHU
Scintillation Proximity Assay. Hecnieunguueckoe CBS3bIBAHHE ONPENEISIOT ¢ MOMOIIBIO 5 MKM MHaHcepuHa.
[Nomy4eHHble pe3ynbTaThl Uil OTOOPAHHBIX COEANHEHUH B COOTBETCTBHUHU C JAHHBIM M300pETEHHEM TTOKa3aHbl B
tabn. 1 Hmke. O6buHO 3HaUeHus cpoacTa S-HT,. penenropa (K;, HM) cocrapistor ot 1 mo 1500 HM.

Tabuuna 1
Cponactso 5-HT,, perienntopa
CoenvHeHue K; (HM)
ITpumep 2 8
ITpumep 12 197
[pumep 15 616
Ipumep 18 92
[Ipumep 20 28
[Tpumep 23 478
ITpumep 32 48
ITpumep 48 37

HccnenoBanue 3¢ (peKTHBHOCTH
ATOHHCTHYECKOE JICHCTBHE COeIMHEHUH, MOJYYeHHbIX B IpuMepax, Ha 5-HT,. penentop onpenenstoT Ha
OCHOBE CIIOCOOHOCTH KaXXJIOTO COEJAMHEHUS] MOOWIIN30BaTh BHYTPUKIICTOUHBIN KabIMH B TpaHCHUIIMPOBAHHBIX
kierkax HEK293, crabunbHo skcnipeccupyromux yenoseueckuit 5-HT,, penentopHsiii 0ellok, ¢ NpUMEHEHHEM
Kanbluii-xenaTupytomero ¢uyopecuenTHoro kpacuresns FLUO-3 (Sigma, St. Louis, MO, USA).
OOBIYHO MaKCHMAJIbHBIA OTBET aroHuctoB 5-HT,. coctaBiser oT 20 mo 100% mo OTHOIICHUIO K MaKCH-
ManbsHOMY oTBeTy 5-HT (cepoTonuH) npu KoHIeHTpamuy 1 MKM.

OOPMVIJIA N30BPETEHIA

1. Coenunenne obeit popmyisr (1)
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B KOTOPOil
(1) Xu 'Y oba sBisitoTes azotoM u Z siisiercs CH, o0pa3yst npon3BogHOE UpasuHa, Win
(i1) X u Z o6a sBnsitorest CH u Y siBisiercst a30ToM, 00pasys IIPOU3BOJHOE MUPHIMHA, WIN
TpuPTOPMETHINUPUINHA, WA
(iv) Y u Z o6a senstotes azotoM u X siBisgercss CH, o0pa3yst mpon3BoAHOE MHPUMHUANHA, U T
R, 1 Ry, kaxxplit HE3aBUCHUMO, BBIOMPAIOT U3 TPYMITHI A, BKIIIOYAIOIIEH

§
~CHs [N\I

N

unu u3 rpynnsl B, Brmouaromeit apun-C,-Cq-ankun, apui-C,-Ce-ankokcu, rerepoapuii-C,-Ceq-aIKOKCH, apUIOK-
cu-C,-Cg-ankokcu, rerepoapuinokcu-Cy-Ce-ankokcu, |-MHIAHWIOKCH, 2-UHJIAHWIOKCH, apWIIOKCH, TeTepoapu-
JIOKCH, apuiITUO, rerepoapunTuo, Cs-Ce-nukinoankuituo, Cs-Cs-ankokeu, Cs-Cg-ankunto, C;-Ce-anKUHUIOKCH,
red, apwi-C,-Cy-amkmnrno, rterepoapmi-C -Cy-amkuntno, apmi-C,-Cy-amkmnamuto, retepoapui-C-Cy-
ANKWIIAMHHO, TETEPOAPUIT U apUIT;

IIPH yCIIOBHH, YTO

(i1) ecau ¢popmyna (I) siBisseTcs NpoU3BOIHBIM NUpasuHa, Ry wim R, ominyHe! ot ¢peHnntro, GpeHuameru-
THO, (eHMIa WK HEeHIIIa, 3aMEIIICHHOTO TaJIOTCHOM;

(iii)) Ry B dpopmyne (I) sBnsiercst rasoreHoM, Toibko eciu (1) sBisieTcst IPOU3BOJHBIM NMUpa3uHa U eciiu R,
JUMETHIIITUTICPA3HH- | -HII0M;

(iv) eciu popmymna (I) saBisieTcst MPOM3BOAHBIM NUpa3uHa U R sBisieTcst 4-nunepuanHuiIokeH, R, otnnuen
OT 3-MMUPUANHUIMETOKCH, 4-XUHOJTHHUIMETOKCH U 3-(4-IIMPHUIHHII)[TPOTIOKCH;

Ha, U R, sBmsercs 1-mumepasuHmioM win 4-MeTwinurepasuH-1-mmom, Torga R, ommmden ot 2-deHmndTHIA,
OCH3WIOKCH, OCH3MIAMHHO, (CHHUITHO, (eHOKCH, 3amemieHHOro (eHokcr, C4-Cg-rurmoankuinokcd u Cs-Cg-
[IUKITOATKHIIMETOKCH;

nUpUAMMUHA, U R, sBisiercs 1-munepasuHuioM, Torna Ry omindeH ot GeHokcH, penwna, win (eHmia, 3ame-
mienHoro OpomoM, u Cs-Cg-anikokcu; W ecid R, sBasercs 4-metwinunepasus-l-wiom wim  4-(2-
THAPOKCUATHI)IUTIEpa3HuH- 1-miom, Toraa Ry otnnueH ot S-Hurpo-2-¢dypuia;

nupuMHUInHA, U Ry sBisiercs 1-nunepasunuiom, Toraa R, otinyen ot Cs-Cg-ankokc;

u rae R; ssasercss H wn C;-Cy-ankuiioMm, ajiimiioM, 2-THIPOKCUITUIOM, 2-IIHAHOTUIIOM WJIM TPYIIOH,
3aIUINAIONIeH a30T, MK TPYIIIOH IPOJIEKapCTBa, TAKOM KaK allyiI- WK ATKOKCHKapOOHMIIbHAS TPYIINa, 00pa3ys

Ry sBnsieTcst Bomoponom i C-Cy-anmkumom;

1 T1e 10001 aprIbHBIN MK TeTepOapIIIbHBINA OCTATOK, OIWH WIIM B COCTaBe APYyrou rpymmsl, B Ry mwim R,
MOJKET OBITh HE3aBHCHMO 3aMeIleH B ogHOM WiH Ooiiee monoxenusx, C,-Cy-ankumom, C,-Cs-ankokcu, C-C;-
AIKUHUIIOM, (PTOPMETWIIOM, TPU(PTOPMETHIIOM, TpudTopMeTokcH, ranoreHoM, -N(Rs)(Rg), apuiom, apuioken,
apuntuo, apun-C-Cy-ankunom, apui-C,-Cy-ankenusioM, apui-C,-Cy-aJKUHIIOM, T€TepOapUiioM, reTepoapu-
JIOKCH, retepoapunTio win rerepoapui-C,-Cy-ankunom, apui-Ci-Cy-ankokeu, apunokcu-Ci-Cy-ankuaom, au-

r/ie JTF000 apriIbHBIN WU TeTEPOAPHIIFHBIN OCTATOK B KAYECTBE 3aMECTHTENCH B apHJIC MU TeTepOapuiIe,
OIIMH WM B COCTaBe Npyroil rpymmsl, B R; unn R, B cBorO ouepenp MOXeT OBITH 3aMeIleH B OJHOM WM Oolee
TIOJIOKEHUAX He3aBUCUMO JApyT oT apyra C;-Cy-amkminom, C,-C,-anKoKCH, TAIOTEHOM, TPH(PTOPMETHIIOM, IIHAHO,

Rs m R¢ He3aBuCHMO IpyT OT Apyra SBISIOTCS BOAOPOIOM, METHIIOM HJIM 3THUJIOM HJIM BMECTE C aTOMOM
a30Ta, K KOTOPOMY OHH HPUCOETUHEHbI, 00pa3yloT MUPPOJIHUINH, MUIEePa3uH, MOP(OIUH, THOMOP(OIUH HIIH
MUTIEPUTNH;

(i) X sBimsercs C-CF;, Z sasmsercs CH m Y sBudgercs a3oToMm, o0pasys MpOH3BOIHOE 4-
Rs Rs R
N N
)
Hac’(?l | P
C;-Cy-ankenumnokcu, Grop-C,-Cy-ankokcu, Cy-Cg-mmxmoankmnokcn, Cs-Cg-mmkinoankmi-C,-Cy-aaKokcn, rajo-
(1) Ry u R, pa3znmuuarotrcs u ogHOBpeMEHHO 00a HE BRIOPAHBI U3 TPYMITEI A WK rpynisl B;
B TO K€ BpeMs SABISIETCS 2-METWINHNEpPa3HH-1-uwioM, 2-3TUANMIEpa3sHH-1-WIOM WIM  TpaHCc-2,5-
(v) ecmr 06a X u Z sBisiroress CH 'Y sBnsercss N B popmyite (I) ¢ oOpa3zoBaHHEeM MPOU3BOAHOTO ITHPH -
(vi) ecnu X siBisiercss CH u Z u' 'Y oba siBisitorest azotoMm B hopmyiie (I) ¢ oOpazoBaHreM MpOU3BOIHOTO
(vii) ecmu X siisiercst CH u Z u Y o06a sBistitotest azotoM B dopmyiie (I) ¢ oOpazoBaHrneM MPOU3BOIHOTO
pacIIerIieMy0 aMITHYIO WK KapOaMaTHYIO CBSI3b;
ankuntio, C,-Cy-armmnoMm, Ci-Cy-ankuncynbdoHmwioM, nuaHo, HUTpo, ruapokcu, C,-Ce-amkenunom, C,-Cg-
MeTuiaaMuHO-C,-Cy-alIKOKCH; 1
TUIPOKCH WU TUMETHIAMUHO; U
Il «apui» B Ka4eCTBE CAMOCTOSTENILHOIO 3aMECTHTENISI MIIM B COCTaBe JPYroro 3aMecTHTelss 0003HavyaeT

-34 -



006552

MOHOIIMKJIMYECKHE M OWIMKINYECKHE apoOMaTHYecKrue Koiblla, uMmeromue oT 6 mo 10 atomoB yriepona B
KOJIBIIE, & «T€TEePOoapuiI» B Ka4eCTBE CAMOCTOSATEIIEHOTO 3aMECTUTENS WIIM B COCTAaBE JPYroro 3aMeCTUTEN 000-
3Ha4aeT MOHO- FUIM OWIMKIMYECKYI0 apOMaTHYECKYI0 CHCTeMYy KOJIeI, B KOTOPOil IO MeHbIIEH Mepe OIIHO
KOJIbLIO ABJIACTCA apOMAaTUYCCKUM, UMECIOUTYIO OT 5 a0 10 aTOMOB B MOHO- MK 6I/ILII/IKJ'II/I‘leCKOM KOJIBIIC, B KOTO-
PO# oaMH 1K 6oJiee aTOMOB KOJIbIA OTJIMYHBI OT YIJepoja, U MOTYT OBbITh a30TOM, CEpOii, KUCIOPOJIOM U ceJe-
HOM;

1 uX (papManeBTHYECKH IpUEMIIEMBIE COJIH, THAPATHI, TEOMETPUUYECKUE H30MEPHI, TAYTOMEPHI, ONTHYECKHUE
n3oMepsbl, N-OKCH/IBI M ITPOJIEKapCTBa.

2. Coenmunenue 1o 1.1, B kotopoM X u Y 00a siBisttorcst a3otoM U Z seisiercst CH, oOpasyst mpou3BoHoe
MUpa3HHa.

3. Coenunenue 1o 1.1, B kotopoM X u Z o6a seistorest CH n Y sBnsieTcst a3oToM, 00pasys MpOU3BOIHOE
MUPUINHA.

4. Coenunenue 1o 1.1, B kotopom opmyua (I) siBisiercst mpor3BOAHBIM 4-TpU(TOPMETHIINUPUANHA.

5. Coenunenue mo 1.1, B kotopoM Y u Z 06a seisiotcst azotoM u X siBisiercss CH, oOpasys nmpousBoaHOe

NUPUMUAMHA.
6. Coenunenue 1o 1.1, B koropoM R; siBisercst Bogoponom u R nnu R, Bei6uparot u3
R
Rs '3
~CH3 N

N
PO,
1 | P

7. Coenunenue 1o 1.1, B kotopoM R, mim R, BeIOupatoT u3

o
AL

u rae R sieisercst BogopoaoM u Ry BEIOMpArOT U3 BOIOPO/1a, METHIIA WK THJIA.
8. Coenunenue 1o 1.1, B kotopom R nnm R, sBisiercst

R
N
(3=
N
I

u rae R; sBisiercs Bogopoaom u Ry BEIOMpaAIOT U3 BOJOPO/Ia, METHIIA HIIH ATHIIA.
9. Coenunenue 1o 1.1, B kotopoM R mim R, BeiOupator u3

H H
() C
N Nl‘“cﬂ
! |
10. Coenunenue 1o 1.1 obuierd popmyssl (11)

N
L34
RN NK/NE 0
B KOTOpOi1

R, u R; Takue, kak onpenencHo BhIILIE;

R; sBnsercs Bogoponom uimn C-C,-ankumom;

u 000 apuiIBHBIN WM TeTepOapHiIbHBIN OCTATOK, OMH MM B COCTaBe APYrod rpynmsl, B R, Moxer
OBITH 3aMEIIeH B OJHOM FUIM 0OJee TOJO0KEHUSIX, MPEANOYTHTEIHHO OJHOM WM JIBYX, HE3aBUCHUMO JIPYT OT
apyra C;-Cy-ankunom, C-Cy-anmkokcn, C-Cy-ankuntuo, C,-Cy-ammnom, C;-Cs-ankuiicynb()OHUIOM, IHaHO,
HUTPO, TuApokcH, C,-Ce-ankeHmioMm, C,-Cg-ankuHmiIoM, GTOPMETHIOM, TPU(PTOPMETHIOM, TPUPTOPMETOKCH,
ranorenoM, -N(Rs)(Rg), apunom, apunokcu, apuntuo, apui-C,-Cy-ankunom, apui-C,-Cy-ankenunom, apui-C,-
C4-aJIKUHIIIOM, T€TEPOapUIIOM, TeTePOAPUIIOKCH, TeTepoapunTio uiu rerepoapui-C,-Cy-ankunom, apui-C-Cy-
anKokcu, apuinokcu-Ci-Cy-ankuioM, auMetuiaaMuHo-C,-Cy-aaKoKkeu;

1 M1000¥ apWIIBHBIA WM TeTEPOAPIIIBLHBINA 0OCTATOK 3aMECTUTENS apria WU TeTepoapuiia, OJJUH UK B CO-
CTaBe JIpyroi rpynmel, B R, B CBOIO oYepesib MOXKET OBITh 3aMEIICH B OJHOM HITH 00JIee TIOI0KEHUSIX, IPEII0Y-

CHy
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TUTENFHO OJHOM, He3aBUCUMO ApyT oT apyra C;-Cy-amkumnom, C;-C4-aJKOKCH, TaJOTeHOM, TPU(PTOPMETHIIOM,

[IUAHO, THIPOKCH WM TUMETHUIaAMUHO;
R5 u R¢ Takue, kak onpeseneHsl BhILIE.
11. Coenunenue no 1m.10, B koTOpoM Rj; siBisieTcst BOAOPOIOM.
12. Coeaunenue 1o .10, B koTopom R; BEIOMpaIOT U3 BOAOPO/Ia, METHIIA HJIH STHIIA.
13. Coenunenue no .10, B koTopoM R; ABIsieTcs METUIIOM U T€ yKa3aHHBIM METHUJ IIPUCOEIUHEH B I10-

noxeHnn C2 NHUIepa3nHOBOTO KOJIBIIA.
14. Coenunenue 1o 1.10, B koTopoM R; siBiisieTcst BOZOPOIOM.
15. Coenunenue 1o 1.1, BEIOpaHHOE U3
2-(6eH3unokcn )-6-( 1 -numepa3uHII ) THpasyH,
2-[(2-meToxcuOeH3MIT)OKCH |-6-( | -ITUmepa3suHmu ) TMpas3yH,
2-[(3-MeToKCcHUOEH3MIT)OKCH |-6-( 1 -UTIepa3uHIIT)TUPa3UH,
2-[(3,5-nudropden3mn)okcu]-6-(1-nunepa3uHuI)IupasuH,
2-(1-HadTramerokcH)-6-( 1 -munepasuHuI ) THPa3uH,
2-(1-dpenmnaroken )-6-(1-nunepasuHuI ) IMpasuH,
2-[1-(3-drophennin)atokcu]-6-(1-nunepasuHu)IupasuH,
2-[1-(2-meTokcudennn)atokcu |-6-(1-nunepa3nHu ) IupasuH,
2-(3,4-murunpo-2H-xpomeH-4-nnokcn )-6-(1-nunepasuHu ) MupasuH,
2-(2-dpenmnnaToken )-6-(1-nunepasuHuI ) TMpasuH,
2-[(2-penoxcubeH3MIT)0KCH |-6-( | -MTUTICpa3HHILT ) TUPA3HH,
2-[2-(3-xa0pdennn)aTokcu]-6-( 1 -numepa3uHIIT ) TUpasHH,
2-[2-(2-meToxcu]peHNT)ITOKCH | -6-( 1 -TIHIIepa3HHIIT ) THpa3HH,
2-[2-(3-meTokcudpeHnT)ITOKCH | -6-( 1 -IIIIepa3uHIIT ) THpasyH,
2-[2-(4-meTokcudeHn)ITOKCH |-6-( 1 -IMrmepasuHmII) TUpa3yH,
2-[2-(2,5-nmumeToxcrheHnT)ITOKCH |-6-( 1 -urepa3uHmIT) TUpas3uH,
2-[(2-bermwmdTrn)cynbhanui]-6-(1-nunepa3uHuI) IMpasuH,
2-[(5-¢TOop-2-MeTokcnOeH31I)oKCH |-6-( 1 -Tunepa3nHuI ) TUpasuH,
2-[(3-umanoOen3mn)okcu |-6-( 1 -nmunepasuHuI ) IupasyH,
2-[(2-xnopoen3min)cynbhannn]-6-(1-nunepasuHuI)IMpas3uH,
2-[2-(4-mumeTHnaMHHO(DESHWIT)ITOKCH | -6-( 1 -TIHITepa3HHIIT ) TUPA3HH,
2-[2-(1H-urn07-3-1m1)3TOKCH |-6-( 1 -NHepa3uHmII ) TUpasuH,
2-[2-(1H-urn07-1-mn)aTokcu |-6-( 1 -nurmepa3uHI ) TUpasuH,
4-(6en3unokcn)-2-( 1 -mumepa3suHI ) THPUMHUINH,
4-[(2-meTokcubeH3MIT)OKCH |-2-( 1 -Tunepa3suHI ) M PUMUAINH,
2-{[3-(6en3unoxcu)oeH3un Jokcu } -4-( 1 -nunepa3uHmI ) TAPUMHUINH,
2-6enH3ui-6-( 1 -nmunepasuHuI) IMpasuH,
2-[(3,5-numeToKCcHOEH3MT)OKCH |-6-( 1 -IHIIepa3uHuIT ) TUpa3uH,
1-[6-(6eH3uII0KCH )-2-IUPa3UHIII | -2-METHIIITHIIEPA3HH,
1-[6-(6en3mIoKCH )-2-NMpa3HUHUII |-2-3 TUIIITUIIEPA3HH,
1-[6-(6en3mIoKCH )-2-Npa3HHuUI |-TpaHc-2,5- TMMETHIIIHIIEpa3H,
2-[2-(2-drophenni)atokcu]-6-(1-nunepasuHu) Iupasu,
2-(2,3-murunpo-1 H-unnen- 1-nnmerokcn)-6-( 1 -nunepasuHmn) nupasuH,
2-(4-dpenokcudyrokcn)-6-(1-nunepasnHuI ) TUpasuH,
2-[(5-penokcunenTHI)OKCH|-6-( 1 -TUTIIepa3uHIIT ) T Pa3HH,
2-[(2,5-numeToKcnOeH3 M) OKCH | -6-( 1 -IHTiepa3suHMIT ) Iipa3uH,
2-{[2-(2-dpeHnmaTIIT)0eH3MI | OKCH | -6-( | -TuTIepa3uHILT ) TUPa3HH,
(2R)-1-[6-(OeH3MIIOKCH)-2-TTUPA3HHI |-2-METHITTUTIEPA3HH,
2-[2-(2,6-mudTopdeHokcn)IToKCH |-6-( 1 -TuTepasuHII ) TUpa3HH,
2-[2-(2-HaTHIOKCH )ITOKCH |-6-( | -IHIIepa3nHWIT ) TUPA3UH,
2-(1-meTun-2-¢peHnnaTokcn)-6-( 1 -nunepasuHmI) IMpasuH,
2-{[2-(heHoKCcHMeTHIT)OEH3WIT |OKCH | -6-( 1 -TMTIepa3uHI ) TUpa3uH,
2-[(5-¢TOop-2-MeToKcHOeH3MIT)OKCH |-6-( 1 -ITuIepa3nHIII ) TUpa3uH,
2-[(2,5-mu¢pTopbensnin)okcu]-6-(1-nunepa3uHuI ) IMpasyH,
2-[(2-¢pTopbensnn)okcu]-6-( 1 -nunepasnHuI) IUpasyH,
2-(6en3o[b]rroden-3-mmeTokcn)-6-( 1 -numepa3uHmI ) TUpasuH,
2-[2-(5-meTmin-2-¢heHnnokca3on-4-mi)3TokcH |-6-( 1 -mumepa3uHmI ) TupasuH,
2-[1-(2,6-mudropdernn)>Tokcu]-6-( 1 -munepa3uHiI ) IUpa3wH,
2-(2-HadTanuH-2-WIBTOKCH )-6-( 1 -TUIepasuHmI ) TUPa3KH,
2-[3-(wadranuH-2-MI0KCH)IPOIOKCH | -6-( 1 -IMITepasuHMII ) TUPa3HH,
2-[2-(7-meTokcrHad TATHH-2-HIOKCH )ITOKCH |-6-( 1 -Tiumepa3nHuI ) Ipas3uH,
2-[5-(4-xnophennin)-2-mMeTuindypan-3-uimerokcu |-6-(1-nunepasnHuI ) TUpasuH,
2-(1H-unn01-4-UIMeToKkcH)-6-(1-nunepa3uHun)nupasuy

—_—
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1 UX ($apMareBTUIECKH IPUEMIIEMBIE COJIH U COJIbBATHI.

16. ®apmaneBTHUECKasT KOMITO3UINSA, COAepIKalias CoenHEeHre 110 Tr00oMy 13 T 1-15 B kadecTBe aKTHB-
HOTO MHTPEIUCHTA BMeCTe ¢ (DapMaKOJIOTHIECKH U (papMareBTHIEeCKN IIPUEMIEMBIM HOCHTEIIEM.

17. Cnoco6 npoduIakTHKU WK JIEYSHUs! CBSI3aHHBIX C CEPOTOHMHOM 3a00JIeBaHUil, BKIIIOYAIOIINI BBE/IE-
HHE TalUEHTY, HYXK/IAI0IEMYCsl B 3TOM, 3((EKTUBHOT'O KOJIMYECTBA COSTMHEHHS 110 JIoOomy 13 1. 1-15.

18. Crioco0 1o m.17, B KOTOPOM yKa3aHHBIM 3a00JIeBaHHEM SIBIIsICTCS 3a0oyieBaHue, cBsizaHHOe ¢ S-HT,,
peuenTopom.

19. Crioco6 1o n1.17, B KOTOPOM yKa3aHHBIM 3a00JI€BaHIEM SIBIISIETCS] PACCTPONHCTBO MTUTAHMUS.

20. Crioco6 1o 11.17, B KOTOpOM yKa3aHHBIM 3a00JIEBaHHEM SIBIISIETCS] OKUPEHHE.

21. Cnoco0 mo .17, B KOTOPOM yKa3aHHBIM 3a00JIeBaHUEM SIBIISICTCS PACCTPOUCTBO MAMSTH.

22. Cnoco0 mo 1.17, B KOTOPOM yKa3aHHBIM 3a00JIeBaHUEM SBISICTCS PACCTPOMCTBO HACTPOCHUS.

23. Cnoco6 o .17, B KOTOPOM yKa3aHHBIM 3a00JIeBaHUEM SBIISIETCS TPEBOTa.

24. Cnoco0 1o 11.17, B KOTOPOM yKa3aHHOE 3a00JIeBaHNE BRIOUPAIOT M3 TIOJOBBIX PACCTPOUCTB, SITUICIICHH
U PacCTPOHCTB MOYCHCITYCKAHHS.

25. Cnoco6 1o .17, B KOTOPOM YKa3aHHBIM 3a00JIeBaHUEM SIBIISICTCS OO0JIb.

26. Crioco0 1o 11.17, B KOTOpOM yKa3aHHBIM 3a00JI€BaHHEM SIBJISIETCS 3JI0YTIOTPEOJICHHE MpeTriapaTaMHu.

27. Crioco6 1o 11.17, B KOTOPOM yKa3aHHBIM 3a00JI€BaHHEM SIBIISIETCS N30 PEHNSI.

28. TlpuMeHeHUEe COCIUWHEHHS IO JF0OOMY W3 mi.l-15 B MPOM3BOACTBE JIGKAPCTBEHHOTO CPEICTBA LIS
NpoQHITAKTUKY WK JICUSHHUS CBSA3aHHBIX C CEPTOHMHOM 3a00JI€BaHUH.

29. Ilpumenenue mo m.28, B KOTOPOM YKa3aHHBIM 3a00JICBaHUEM SIBIIICTCS 3a00JicBaHHe, CBSI3aHHOE C 5-
HT,. peuentopom.

30. [Ipumenenne 1o 11.28, B KOTOPOM yKa3aHHBIM 3a00JICBaHUEM SIBIISICTCSA PACCTPONCTBO MUTAHMUS.

31. [Ipumenenwne 1o 1.28, B KOTOPOM yKa3aHHBIM 3a00JICBAaHUEM SIBIISIETCS OKUPEHUE.

32. [Ipumenenne 1o 11.28, B KOTOPOM yKa3aHHBIM 3a00JI€BaHNEM SIBIISICTCS PACCTPOMCTBO MAMSITH.

33. [Ipumenenue 1o 11.28, B KOTOPOM yKa3aHHBIM 3a00JI€BaHNEM SIBIISICTCS PACCTPOMCTBO HACTPOCHUSI.

34. [Ipumenenne 1o 11.28, B KOTOPOM yKa3aHHBIM 3a00JI€BaHHUEM SBIISICTCSA TPEBOTA.

35. Ilpumenenue mo 1.28, B KOTOPOM yKa3aHHOE 3a00JIeBaHNE BBIOMPAIOT U3 MOJIOBBIX PACCTPOICTB, AIIHU-
JITICH ¥ PACCTPOHCTB MOYEHCITY CKaHMSI.

36. [Ipumenenwue 1o .28, B KOTOPOM yKa3aHHBIM 3a00JICBAaHUEM SIBJIICTCS 0OJIb.

37. Ilpumenenue no 1.28, B KOTOPOM YKa3aHHBIM 3a00JIeBaHHEM SIBIISIETCS 3JI0yNOTpedieHne Ipenapara-

MH.
38. [Ipumenenne 1o 11.28, B KOTOPOM yKa3aHHBIM 3a00JICBaHUEM SIBIIICTCS MH30()PEHUS.
39. Crioco6 momydeHns COSAMHEHUS 110 1. |, BKITFOUAIOIHNA B3aUMOICHCTBHE COeTUHEHUS (DOPMYITBI
o
PN
Hal Y™ THal
B KOTOpOM

(1) X u Y o0a siBisiroTcs a30ToM 1 Z siBisietcss CH, 00pa3syst mpou3BoiHOE IUpa3uHa, Win

(i) X u Z o6a seisiroress CH 1 Y siBisiercst a30TOM, 00pa3yst MPOU3BOIHOE MTUPUINHA, UITH

(iii) X sBiserca C-CFs, Z sBnsercst CH n Y sBisieTcst a3otoM, o0pasyst mpousBogHoe 4-TpudropMeru-
NUPHUINHA, WIN

(iv) Y u Z oba sBustrorcst azoroM u X sBisiercs CH, oOpa3yst npou3BoHOE TUPUMHUAMHA, U TIE KaKIbIH
Hal He3aBHCHMO SIBIISIETCS TaJIOT€HOM;

C MOAXOJSIIMM aMHHOM, CIIMPTOM WJIM THOJIOM WMJIM MX COOTBETCTBYIOIIMM aHHOHOM B PAcTBOPHTENE C
MOJTy4eHHEM COoeMHEeHNH hopmyn

X, Xs
‘ l ~Z I vz
A 2
Hal Y R«(R;) Rqy(Rz) Y~ “Hal
) i 201 o
rre R, (umu R,) onpenenen B 1.1, mpu ycnosun, uto R, (nnm R,) He sBmsiercst 01HOI U3 ClieyonyX rpyI:
R R e

N . N
H N N

C TIOCIIEAYIOIIMM B3auMoeiicTBreM ¢ 1-10 MOIL. 9KB. MOAXOMSIIETO aMUHA, BEIOPaHHOTO U3
R R
N._CHs N
JonleD
HsC™ "N N
H H
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rae R; u Ry ompenenens! B 1.1, B pacTBopuTene, HE0OA3aTENEHO B MPHUCYTCTBUH OCHOBAHUS, C JAIbHEHIINM
yAaJeHHeM 3aIlUTHOH rpymmsl a3oTa R, eciam 310 HE0OX0aMMO.
40. Crioco0 mosy4eHus COeAMHEeHUsI 110 1.1, BKIIOYAOIMHA B3aUMOJISHCTBHE COeTMHEHHsT (DOPMYJIbI
x“Z X\\z
Y™ TRy(Rz) RiR: Y THal

1 r

Hal

rae Ry (mnm R,) onpenenen Bhile, ¢ 4-ruipoKCU3aMeieHHbIM CoeIMHeHneM nunepuanHa Gopmyiist (XI)

o e

xn
rae R3 Takoii, kKak onpe/esieH Bblllie, B PACTBOPUTEIIE B IPUCYTCTBUH OCHOBAHMSI.
41. Cnoco0 morydeHus COeTUHEHNUS 10 T1. |, BKITIOYAOIIIA B3aUMOIeHCTBHE COeAMHEHMS (POPMYITBI

X__\z
P
Hal Y™ "Hal

B KOTOpOMt

(i) X u Y oba sBistroTcs azotoM u Z seuserca CH, 06pa3ys mpon3BogHOE IHpa3uHa, WIn

(i) X u Z o6a sBisrores CH u Y siBisteTcst a30TOM, 00pa3yst MpOU3BOIHOE IHPUANHA, WITH

(iii) X sensercs C-CFs, Z sBnsiercs CH u Y siBisieTcs a30ToMm, 00pa3ys Mpou3BoaHOe 4-TpudTopMeTHII-
niupuanHa, uiu

(iv) Y u Z oba sBistrorcst azoroM u X sBisiercs CH, oOpa3yst npou3BoHOE TUPUMUIMHA, U TIE KaKIbIHA
Hal He3aBrcHMO sSIBISCTCS TaJIOTCHOM;

C TIOIXOIAIIMM aMHHOM, BEIOPaHHBIM W3

R
N _&th \1
LJ C 3~
HC™ N
H
WM 4-TUIPOKCHU3AMEIIEHHBIM coeTnHeHneM nunepuanaa (XI)

_1Q3

P

Iz

(X1

rre R; u Ry Takue, kak onpeeneHs! Boille, ¢ norydyeHneM coeanHenus Gopmynst (XII) mmm (XIII)

| J
Hal X/)\Am Am X/* Hal
i) Xm)

rne Hal rakoii, kak onpezeneH Boie, u X, Y, Z UMEIOT Te ke 3HadeHus, yto u B ¢popmyne (1), 1 Am siBisiercs
AMHHOBBIM OCTaTKOM, BBIOPAHHBIM K3
Ry Rs Ra
} 1
~GH3 N N

PORNE

rae R; u Ry Takue, kak onpejneneHsl BbllIe, B YCIOBUIX peakluu, KOTopble onucansl B nm.39 u 40, ¢ nocie-
IYIOIUM B3aMMOAEUCTBHEM C TOIXOISAIINM CIHHPTOM, aMUHOM (OTJIMYHBIM OT TE€X, KOTOPBIE OIPEeNIeHBI Kak
Am BBIIIE), WM THOJIOM, HTH WX COOTBETCTBYIOIIMMH aHHMOHAMH, C IONyYeHHEeM coequHeHus ¢opmynsl (1) u
JATBHEHITNM yIaJIeHneM 3aIuTHOHM rpymibl a3oTa R, ecinm 310 HE0OX0amMo.

@ EBpasuiickasi naTeHTHas opraHusauusi, EAMNB
Poccusi, 109012, Mockea, Manbiii Yepkacckuii nep., 2/6
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