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O0JacTh TEXHUKH

JlanHOE M300peTeHHe OTHOCUTCS K TEPAlleBTUUCCKH AKTUBHBIM COCIMHEHMSAM M HX (apMaleBTHYECKU

MIPUEMIIEMBIM COJISIM, KOTOPBIE IPUMEHSIOT, HAIPAMEP, TIPY JICICHUH paKa.
YpoBeHb TeXHUKH

[IpoTenHKMHA3BI TPEACTABISIOT COOOW Kiacc OeNKOB ((PEepMEHTOB), KOTOPHIE PETYIHPYIOT MHOKECTBO
KIIETOYHBIX QYHKITUH. DTO compoBoxkaaetcs pochoprupoBaHreM ompeeieHHbIX aMUHOKHUCIIOT Ha cyOcTpaTax
Oenka, 9TO MPUBOANT K KOH(DOPMAIIMOHHOMY TiepeXxoay cyOctpara Oenka. KoHpopMalmoHHbIH mepexoa MOoay-
JUPYeT aKTHBHOCTh CyOCTpaTa FIJIM €ro CIIOCOOHOCTh B3aMMOJCHCTBOBATH C JPYTUMHE CBS3BIBAIOIINMHE MapTHE-
pamu. TUPO3MHKUHA3EI MPEACTABIAIOT CO00I MOABH NPOTEHHKHHA3, KOTOPHIH KaTalu3UpyeT MEePeHoC KOHIe-
Boro (Qocdara anenosunrpudocdara (ATD) Ha THPO3WHOBBIE OCTAaTKM Ha OEJIKOBBIX cyOcTpartax. Yemoeue-
CKHUI TEHOM COJEPKUT 0K0J0 90 TMpOo3UHKKMHA3 U 43 TUPO3MHKUHA3KI, TAKMX KaK T'€HbI, IPOAYKTHl KOTOPHIX pe-
TYJIUPYIOT poin(epalnio, BEDKUBaHUEe, TuphepeHIHnanuio, GyHKIHIO U ITOIBIKHOCTD KIETOK.

THpO3MHKMHA3EI UMEIOT JIBE Pa3HOBHIHOCTH, T. €. PELENTOPHBIC U HEPELENTOPHbIE THPO3UHKNHA3EI. Pe-
LEeNTOpHbIE THPO3WHKUHA3KI (Hampumep, FGFR) mpexacraBnsior coboli TpaHcMeMOpaHHBIE OENKH C JIMTAHI-
CBSI3BIBAIOIINM BHEKJIETOYHBIM JOMEHOM M KaTaJUTHICCKUM BHYTPHKICTOYHBIM KHHA3HBIM JOMEHOM, a Hepe-
[ENTOPHBIC TUPO3WHKUHA3HI (Hampumep, c-ABL) He UMEroT TpaHCMEMOpaHHBIX TOMEHOB U HaXOMSTCS B ITUTO-
30J1€, AOpe W Ha BHYTPEHHEH MOBEPXHOCTH KJIETOYHONH MeMOpaHbl. KMHa3HBIC TOMEHBI BCEX THPO3MHKHHA3
UMEIOT JIBYXJOJEBYIO apXUTEKTYpy, ¢ N-KOHIIEBOM noJiel, kotopas cBs3biBaeT AT® u marauid, a C-koHIIeBas
JIOTISL COJEPIKUT TETINI0 aKTUBAIMHU U MIENTb MEXTy AOJISIMHU, C KOTOPOH CBS3BIBAIOTCS MOJNHIIEITHIHBIE CyOCcTpa-
THI.

THpO3MHKMHA3BI PELEeNnTOopa aKTUBUPYIOTCS, KOTJa JIMTaH]| CBS3BIBAETCS C BHEKJICTOUHBIM JIOMEHOM, YTO
BBI3BIBACT OJIMTOMEPH3AIHIO U ayTOo(ochOPHINPOBAHNE PELIENTOPa PErYyIUPYIOIEro THPO3UHA B IIETIIE aKTHBA-
MM KWHA3HOTO JOMEHAa. JTO SIBJICHHWE IIEPEOPHEHTHPYET BaKHbIC AMHUHOKHCIOTHBIE OCTAaTKH, TEM CaMbBIM
yIydimas KaTaTUTHYECKYIO aKTUBHOCTE ()epMEHTA.

dakrop pocra ¢pubpodnacta (OPD) Ok NpU3HAH BaXKHBIM MEIMATOPOM MHOTHX (PU3MOJIOTMYECKUX IMPO-
[IECCOB, TAaKUX KaK MUTpamnus, mposmdeparis, BbDKUBaHNe U U epeHranus KJISTOK BO BpEeMs Pa3BUTHA U
aHTHOTeHe3a. B Hacrosmiee BpeMs CymiecTByeT Oojiee 25 m3BeCTHBIX WieHOB ceMelicTBa ®PD. CemeiicTBO pe-
nenTopoB (aktopa pocra ¢pudpodracta (POPD) BrimrodaeT deTsipe UieHA, KaXKABIH M3 KOTOPHIX COCTOUT W3
BHEKJIETOYHOTO TOMEHA CBSA3BIBAHMS JIUTAHAA, OHOTO TPAHCMEMOPAHHOTO JOMEHA M BHYTPUKICTOUYHOTO TOME-
Ha IUTOIJIA3MaTHYECKON NpOTenHTUPO3UHKUHA3BL. [Ipu ctumynupoBanuu OPO POP® nperepneBatoT AumMepu-
3ammo u Tpanchochopunuposanue. [Ipu numepuzaiuu POP® aktuBupyeT psa HUCXOISAIIUX CUTHAIBHBIX ITy-
Tet, Takux kak mythi MAPK n PKB/Akt (Zhou W. et. al. Chemistry & Biology, 2010, 17, 285). AHomanbHas
nozxava curnanoB POP® Obuta omrcaHa BO MHOTHX THIAX OMYXOJIeH, BKIIFOYasi MHOXKECTBEHHYIO MUEIIOMY, PaK
JKeIyIKa, SHAOMETPHS, MMPOCTATHl U MOJIOYHOH xkene3bl (Squires M. et. al. Mol. Cancer Ther., September 2011,
10: 1542-1552). ®P® Takxke UrparoT pojb B aHTHOTEHE3€ OMYXOJIH U MEIUUPYIOT PE3UCTEHTHOCTh K HHTHOUTO-
pam peuenropa ¢aktopa pocra sHporenus cocynos 2 (VEGFR2) (Casanovas O. et. al., Cancer Cell, 2005, 8,
299). CaenosarensHo, PP u POPO 06namaroT noTeHINAIOM HHULUHPOBATD M/WIHM CIIOCOOCTBOBATH OHKOTE-
He3y. M3-3a aToro curnanpHas cucteMa OP® oka3piBaeTca NMpUBJIEKATEILHON TEpareBTUUECKOM LIENTbI0 B OC-
HOBHOM H3-3a TOTO, YTO TepaIliy, HAIIpaBJICHHbIE Ha moAady curHajioB POP® w/wim ®P®, MoryT BIUATh U Ha
KIIETKH OTYXOJH, 1 Ha anTHorenes omyxoym (Foote K.M. et. al., WO 2009/019518 Al). CnenoBatensno, ®PD u
POP® nmeroT moTeHIIMAT K HHUIIMUPOBAHHUIO H/HITH CTIOCOOCTBOBAHUIO OHKOTEHE3Y.

CyurHocTh U300peTeHust

beuto oOHapyxeHo, uto coequueHnst ¢popmyisl (I) HHrHOMPYIOT WM MOAYIUPYIOT aKTHBHOCTH OIpesie-
JICHHBIX NPOTEMHKHHA3, 0oJiee KOHKPETHO, POTEMHTHPO3NHKHHA3, B YaCTHOCTH, OBIIO OOHAapy»XeHO, YTO CO-
enuHeHUsT Gopmynbl (1) SBISIOTCS MOIIHBIMH M CENEKTUBHBIME MHrHOUTOpamu POP® kuna3. CoenuHeHus B
COOTBETCTBHHM C JaHHBIM H300peTEHHEM OO0JIaal0T aHTHIPOIM(EPATUBHBIM JICHCTBHEM M OCOOCHHO ITOJIC3HBI
IpH JICYCHUH paKa.

CoequHEHHsI B COOTBETCTBHH C JaHHBIM M300pPETCHHUEM HUMEIOT CTPYKTYpY, NpeAcTaBlIeHHYI0 (Gopmyroi
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rae A sBisieTcs GEHWIBHBIM KOJIBIIOM I 5-12-4IEHHBIM TeTEPOIUKINIECKIM KOJBIIOM, BKJIIOYAIOIIAM
1-5 rerepoaToMoB, BeIOpaHHbIX U3 N, O u S,

R, sBasercs H, C,.; ankunom, Cs_; nukmoankmioM, Cs_; muknoankui C,; ankunaom, C,; aakokcu, C,_; ai-
KHJIKapOOHUIIOM, aMUHO, TUAPOKCH, THIpokcu Ci; ankwioM, C,; amkuinamuao C,; ankwmiom, ¢ermn C;; an-
KOKCH, -NHC(O)-RZI, -R12-C (O)-R13, -SOz-RM i -E-RG; u

R, sBnsercs H, ramorenom, C;_; aJIKUIOM HITH OKCO;

B sBisieTcst ¢eHMIOM MM 5-12-4IEHHBIM TeTEPOIMKINYSCKHM KOJBIIOM, BKIFOYAIOMKMM 1-5 rerepoarto-
MOB, BbIOpaHHBIX U3 N, O u S;

R; sBnsiercs H, ramorenom, C,.; amkuiaom, C;; aJKOKCH, IHAHO HIIM HEOOA3aTEIbHO 3aMEIICHHBIM 5-6-
YJICHHBIM IeTePOLUKIMYCCKUM KOIBIIOM, BKIIOUaroIiM 1-4 rerepoatoma, BeIOpaHHBIX U3 N, O u S;

R4 sBnsiercst H, ramorenom, C;_; aJIKUIIOM HJTH OKCO;

M sBasetcst ruapokrcuioM, C,_; amkunom nian -NHRs;

Rs asasercst H, -C(O)R;, -SO,Rg, -C(0)-D-Rg mim HeoOs3aTenbHO 3aMEIICHHBIM S5-6-4JIEHHBIM T€TEpO-
MUKITUIECKUM KOJIBITOM, BKITFOUArOmuM 1-4 retepoaToma, BeIOpaHHbIX U3 N, O 1 S;

Ry siBIISIETCS HEOOSA3aTENBHO 3aMEIMIEHHBIM 5-6-YJICHHBIM T€TEPOIMKIMYECKAM KOJBI[OM, BKIIOYAIOIIAM |-
4 rerepoaToma, BeIOpaHHBIX 3 N, O u S;

R; saBnsercs Cy.; ankunoMm, C,_; ankeHunoMm, Cs_; ukioankuiom, C;_; ankokeu, Cy.; ankokcu Ci.7 aKHIOM,
kapOokcu C;_; ankmwiom, Ci; ankokcukapoonmwn C;; ankmioM, Ci; ankmmamuao Ci, ankwmioM, -NH-Ry mim
-NH-X;-Ry;

Rg sBisiercs C,_; ankuiom, C,_; ankeHuwioM, Cs_; LukioankuioM, ruapokcu Cy 7 ankunom, -NRgR 9, -NH-
X3-Ryo, (eHMIOM MM HEOOS3aTENBHO 3aMEIICHHBIM S5-0-4JICHHBIM T€TEPOIMKINYCCKAM KOIBIIOM, BKIIFOYAFO-
muM 1-4 rerepoatoma, BeIOpaHHbIX U3 N, O U S;

Ry sBrsercss peHMnoM wiau HeoOs3aTeTbHO 3aMEIICHHBIM S5-6-4JICHHBIM TETEePOIUKINISCKUM KOJIBIIOM,
BKITIOUatomuM 1-4 rerepoaroma, BEIOpaHHbIX U3 N, O 1 S;

R, sBasgetcs C,_; ankmioM Wi Cs_; IUKIIOAIKHIOM,;

Ry, sBiseTcs dheHUIOM WM HEOOA3aTEIHHO 3aMENIEHHBIM S5-6-UJICHHBIM Te€TEPOIUKINYECKAM KOJIBIIOM,
BKITIOUatomuM 1-4 rerepoaroma, BEIOpaHHbIX U3 N, O 1 S;

R, 1 Ry, sBistiorest C .7 ankuiioMm;

Ry; sBisiercs C.; anKOKCH, aMMHO WJIU THIIPOKCH;

Ri4 sBsercs Cy_; ankunom win C;_; IUKIIOQTKUIIOM;

Ris u Ryg sBasitoTCs HezaBucumo H, Ci_; ankunom wim C;_; UKIOAIKUIOM;

Ryy sBAsIETCS PeHMIOM WM HEOOS3aTEIHHO 3aMEIICHHBIM S5-O-WJICHHBIM T'eTCPOIHMKINICCKIM KOJBIIOM,
BKJTIOYaronuM 1-4 rerepoaroma, BeiOpaHHbIX 3 N, O u S;

E sBnsercs cszbio uinu Ci.7 aJIKHIIOM;

D snsieTcst cBsa3bro uiu Cj_; allKAIoM;

X, 1 X, HE3aBUCHUMO SIBJISIOTCS CBsI3bI0 MIH C,_7 aJIKUIIOM;

TJIe 3aMelaronas Tpymma B KaKIOM cliydae He3aBUCUMO BBIOpaHa W3 1-3 3aMecTuTeneid, BEIOpaHHBIX U3
raynorena, C,_;-anmkuia, ranoC,_;-aJIKuia, THAPOKCH, aMiHO, C_7-alTKOKCH U METHIICYITh(OHIIIA;

1 uX (hapMareBTUICCKH TPUEMIIEMBIE COJIH.

OmuH KJIacC MPEANMOYTUTEIBHBIX COCTMHCHHUN BKITFoYaeT coenuuenus Gopmys (1), roe xompioM A sBis-

€TCA OAHA U3 CICAYIOIUX I'PYIIT WJIN UX TAYyTOMEPOB:
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u R, n R,, Takue, kak onpeeneHsl BhIIIE, IPUCOSIUHEHBI K yKa3aHHBIM BBIIIE KOJbIAM A.
Jlpyroi kiacc npeArnoYTUTEIbHBIX COSAMHEHUH BKIoYaeT coeanHenus ¢popmyisl (1), rae kombuom B sB-
JsieTCst r00ast U3 CIEeAYIOMNX TPYIIT I/IHI/I ux TayTOMepOB
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u R; u Ry, Takue, Kak ornpenecHs! BbIIIE, MPUCOEINHEHBI K YKa3aHHBIM BbIIIE KOJIbIaM B.
Jlpyroii KJacc MpearnovTUTENBHBIX COSTUHEHHIH BKITIoYaeT coeauaenns popmyis (1), rme Z sensercs CH.
Jpyroii kiacc NpeanouTHTENBHBIX COSTUHEHII BKIIIoYaeT coequHenus popmynsr (1), rae Z sensiercst N.
INonknacc yka3aHHBIX BBIIIE MIPEANOYTUTENBHBIX KIIACCOB BKIIOUAET COCAUHEHUS, T1€
G siBnsiercst rpynmnoit GopmyIel

3

Ry
R, )
rre A sisiercst kossioM dopmyet (17), (27, (3), (4", (5Y), (7)), (10", (12, (14"), (16") nmm (20%);
R, sBsercsa H, C,; ankunom, C,_; ankokeu, ruapokcu C,; ankuwioM, C,; ankuinamuHo, C;_; alKUIOM WX
-E-Rg;
R, aBisercsa H;
B sBnsiercs xomprioM dopmyiet (1), (2"), (3"), (4") nmm (6");
E sBnsercs cBsa3bio nin Ci_7 aJIKHIIOM;
R siBsieTCst 0AHOM U3 CIIEYIOMUX TPYIIIL:

O RO -0 O

(a) () (c) (d) (e}
R; sBnsercs H, ramorenom, C;_; ankuinoM, Ci.; aTKOKCH WK [IUAHO;
R4 sBnsercss H nnm ramoredowm;
M sensiercs -NHRs5;
R;s sBnsercs -C(O)R7, -SO,Rg unm -C(0)- D Ry mu mo6oi u3 cneuy}onmx bopmy:

’"}e‘ 4\); [} B Y\J

(a") (c") (d (e (™

R; sBnsiercs Cy.; ankunom, C,_; ankenusiom, -NH-R nimm -NH-X;-;
Rg sBisercs C,_; ankuiom, C,_; ankeHuwioM, C;_; LukioankuioM, ruapokcu Cy 7 ankuiom, -NRgR 9, -NH-

X3-Ryp, henmmom mimm rpymnmoin
{

(b) H
Ry sBRISIETCS PEHMITOM HITH SIBIISIETCSI OHON M3 CIICTYIOIIUX TPYIIIT:
5 .
\ /N /TN
o N—§ —N $ — N—g Ly N N-S
pN— — N/
(a) tdy (443 (g) ()
2, N=N, > \ < >
N/\? NC>—§ / -)\g N-g —nN N—§ N-3
=N Vel
1] (k) U] (m) (n)

Ry sBsercs Cy_; ankunom win C;_; IUKIIOQTKUIIOM;
R sBisiercs denunom, 4-propdeHnoM UM ogHON U3 CIETYIONINX TPYIIIL:

-3
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Ris 1 Ryg HE3aBUCUMO siBIsitoTCst H, Cy_; ankunom wim Cs_; ITUKIIOQTKUIIOM;

Ry ABIsIETCA TpYyHION
g@
O

@

X; 1 X, HE3aBUCUMO SIBIISIOTCS CBSA3bI0 HIIA C|.7 aIKWIIOM, U

D sBnsiercs cBs3bto uin C_; aJIKUIIOM.

Onmun knacc Bkiodaet coequneHus Gopmynsl (1), rme M asisercs -NHC(O)R4, roe R, sBasercs C.; an-
kunoMm, C,_; ankerunom, Cs_; muknoankmwioM, -NH-R ;o wim -NH-X-R,;, rme R, sBsietcs C_; ankuiioM mwin Cs_;
UKIOAKIIOM, X siBIsercs cBs3bio mwiu C;; amkminoMm M R;, sBisiercs 5-6-4I€HHBIM Te€TEPOIMKINICCKUM
KOJIBIIOM, BKJTIOYarommM 1-4 rerepoatoma, BIOpaHHBIX W3 N, O u S, He0Os3aTeIbHO 3aMENIEHHBIM OJHON HITH
nByMs C,_; anKWIBHBIMU TPYIIAMH.

Jpyroii kinace BkmodaeT coeaunenns popmyisl (I), roe M sBisiercs -NHSO,R, rne Rg sBnsercs C;_; an-
koM, C,.; anmkenwioM, C;_; nukinoankunoM, ¢permaoM mwim NRgRyg, rae Rig u Rjg He3aBucuMo siBisirorest H,
C.7 ankwioM uinu C;_; IUKIOATKHIIIOM.

Jpyroii knacc BrmovaeT coequnerns popmyisl (I), rne M sBisiercst -NHC (O)-D-Ry, tne D siBnstercst cBsi-
3b10 WK C;_7 ankuioM, U Ry siBNsieTCS S-6-4I€HHBIM TeTEPOLUKINYECKUM KOJIBLIOM, BKJIIOYaromuMm 1-4 retepoa-
ToMa, BBIOpaHHEIX U3 N, O 1 S, He00s3aTeIbHO 3aMEIICHHBIM OJTHOW WU BYMs C;_; aIKWIBHBIMU TPYIIIAMH.

B maHHOM M300peTCHUM TaKXkKe MPEICTaBlicHa (papMaleBTHUeCKas KOMITO3UIUS ISl JICYCHUS] COCTOSHUS, B
KOTOPOM XKeJlaTeIbHO HHruonpoBanne POP® kunaswbl, copepxamas coeauaenne popmyast (1) umu ero papma-
[EBTHYECKH IIPHEMIIEMYIO COJIb BMECTE C (papManeBTHUECKN IPHUEMIIEMBIM HOCHTEIIEM.

B nanHOM M300peTeHnH TakKe MpeacTaBiIeHo mpuMeHeHne coenuHeHus hopmynsl (I) wm ero gapmares-
TUYECKH MPUEMIIEMOH COJIM B MIPOM3BOJICTBE JEKAPCTBEHHOTO CPEACTBA IS JICUCHHUS COCTOSHUS, IPU KOTOPOM
JkenatenbHo nHrHOupoBanne POP® kuHazbl.

B nanHOM M300peTeHNN TakKe MPEACTaBICHO NIpUMeHeHue coequneHus popmyinsl (1) wm ero dpapmares-
TUYECKU TPUEMIICMOM COJIH B TIPOM3BOICTBE JICKAPCTBEHHOT'O CPEJICTBA JIJIS JICUCHUS PaKa.

B manHOM H300peTeHMH TpeacTaBieHo coenuHenne popmydnl (1) wau ero hapManeBTHYSCKU TpUEMIIeMast
COJIb IS IPUMEHCHUS B JICUYCHUH COCTOSIHUS, TIPH KOTOPOM JKeJIaTeIbHO HHTHOnpoBanne POP® kunasbl.

B manHOM H300peTeHMH TpeacTaBieHo coenuHenne popmydnl (1) wau ero hapMareBTHYSCKU TpUEMIIeMast
COJIb I IPUMCHCHHUS B JICUCHUU paKa.

IMoapo6Hoe onucanne N300peTeHnst

CoennHEHHS B COOTBETCTBUU C JAHHBIM H300PETECHHEM MOTYT OBITH IOJy4eHBI MHOXXECTBOM METOIOB
CHHTE3a aHAJIOTUYHO METO/aM, U3BECTHBIM B JINTEpaType, ¢ MPUMEHEHHEM IMOIXOAAIINX UCXOIHBIX MaTepHa-
noB. CoemuHenust popmyisl (I) MOTYT OBITH TOTY4YEHBI, HAIPUMEP, aHAJOTHYHO FIIM COTIACHO CJICTYIOIIHM
cxemaM peakiuii. Hekoropeie coenuaenus, BKioueHHbIe B popmyay (1), MOTYT OBITH TTOTydEHBI IPEBPAIIEHUEM
(hYHKIMOHATBHBIX TPYII APYTHX coeauHeHUH (opmynsl (1), MOMydeHHBIX COTJIACHO CIEAYIOMHM CXeMaM, C
MPUMEHEHHUEM XOPOIIIO U3BECTHBIX PEAKIUH, TAKAX KaK OKHCIICHUE, BOCCTAHOBIICHUE, TUAPOIIH3, AlMIINPOBAHUE,
ANKWINPOBAHUE, aMHIUPOBAHUE, CYIb(poHUpOBaHUEe U Apyrue. HeoOX0AMMO OTMETHTH, YTO JIFOOBIC MOIXOJS-
Mye yXOAAIIMe TPYMIbI, HarmpuMmep N-3allUTHBIE TPYNIBI, Takue Kak Tper-OyrokcumkapOonwibHas (t-BOC)
rpymnna win GeHUICYIb(QOHWIBHAS TPYIIA, MOTYT TPUMECHSATHCS W3BECTHBIM 00pa3oM BO BpeMsl CHHTE3a IS
VITYYIICHUS CETICKTUBHOCTU CTAUI PEAKIINU.

Coenunennst popmyinsl (1), tme G sBiIseTcs HeoOsA3aTENHLHO 3aMEIICHHBIM KOJBIIOM A, W Rs sBisercs
-C(O)CHj;, moryT OBIThH MTOJIYYCHBI, HAIPUMEp, coraacHo cxeme 1, rae Ry, Ry, R3, Ry, koo A, xonsiio B u Z
Takue, KaKk ONpe/eNIeHbI BhIe, U R ABIsSETCS BOMOPOIOM WK ankmioM. B crmocobe co cxembr 1 N-(3-6pom-5-
HUTpOodeHm)aneTaMusI [ 1] coueTaroT ¢ MOAXOMANIIM PACTBOPUTENIEM, TAKUM Kak 1,2-TUMETOKCHITaH, C TIPOU3-
BOJHBIM OOPOHOBOW KHUCJIOTHI [2] MM €€ MOAXOASIINM CIOXKHBIM d(upom B npucyrcteuu Pd(dppf)Cl, u Box-
HBIM KapOOHATOM HATpHs TPH MOBBIMIEHHOW TemmepaType. HuTporpynmy moixydeHHOTo coeauHeHus [3] Boc-
CTaHABJMBAIOT, HaIIpuMep, BoJopoaoM u Pd/C kaTamn3aTopoM, MOPOIIKOM Kejie3a U BOJHBIM XJIOPHIIOM Kallb-
WS WM [UHKA W BOJHBIM XJIOPHIOM aMMOHUS, U MMOJNyYCHHBIH aMUH [4] MOABEPTaloT B3aUMOJICHCTBUIO C CO-
eIMHEeHUEM [5] B MOIXOoIsIIeM pacTBOpHTeNe, TakoM Kak JJM®, B mpucyTcTBuuM Gropuia Kaaus Mpy HOBBILICH-
HOI Temmeparype ¢ noiaydeHueMm coeauHeHus [6]. Ecnu Z sasnsercs CH B coegunenun [5], X" nmoaxonsimum
obpazoM siBisieTcst propoM, u ecii Z ssisiercst N, X" oaxoasmuM oopa3oM siBisieTcst xsiopoM. Hutporpynmy B
COCJIMHECHUH [6] BOCCTAHABIMBAIOT, HAIIPUMEDP, C MPUMCHECHHEM [IUHKA M BOIHOTO XJIOpHIa aMMOHHS WX TO-
pOIIIKA >Keje3a U BOJHOTO XJIOpHJA KaubIUs, U MOJYyYeHHBIH aMUH [7] HarpeBalOT ¢ MypPaBbLUHOM KUCIOTOU C
MOJTydeHrEM coeuHeHusI [8] B peakuu 3aMbIkaHus Koybia. Hakoner, coenuaenne [10] morydaroT coueTaHueM
Cy3yku coenuHeHUsI [8] ¥ MPOU3BOIHOTO OOPOHOBOM KHCIOTHI [9] WM €€ MOIXOIAIIETO CIOXKHOTO dhupa B
TTOIXOJISAIIIEM PACTBOPHTENE, TAaKOM Kak 1,2-muMerokcndTas, B npucytctBun Pd(dppf)Cl, u BomHOTO KapOoHaTa
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HATPUS MPH MOBBIIICHHON TEMIIEpaType.
Cxema 1

B(OR);
O,N
{2]

i e— et el —_—
WNH CaveTatue Cysym YNH Pd/C, H,
0 PddppfiCly / NazCO, | o
X NO, X N0z
T Cr
H2N ril o Z/ NH
O R, Fa 15l
KF ¢ OMD O ,L e
WNH X' = Br Il u o Zn { NH,CI
X" =F unu Cl
° [4] R 6]
Ry 4
X NH;

| = X'\(\IN> Ry B(OR);
[ 2
= - Ry
N
Z7 "NH 4 0]
O * HCO;H O /k CoveTamrue Cysykn
N =g NS0 PdappfiCly  NasCOs
H H
R {7

Ra 4 Ry Rs tel
R
N
Ry s
LY

1
R, P gy

AnbTepHATUBHO, coeAHEHNE opMyIbl [3] MOXeT OBITh TIOMYYEHO corylacHo cxeMme 2, rae R, Ry, konbimo
B u R Takwme, kak ompeneneHsl BbIIIE, C TPUMEHSHUEM MPOU3BOJIHOTO OOPOHOBOM KUCIOTHI [11] mimu ee moaxo-
nsmiero cnoxkHoro 3¢upa B npucyrersun Pd(dppf)Cl, u Bogaoro xapbonata Hatpus. Coequnenwne [11] MoxeT
OBITH MOJTyYEHO, HapuMep, 00padoTkoit N-(3-6pom-5-HuTpodennn)amneramuaa ¢ Ouc-(MMHAKOIaTO)AHO0pOHa B
npucyrctBuu Pd(dppf)Cl, u anerara xamus.

Cxema 2

Br
' SN0
ON
{ 12) O R, R4

Couerauvle Cyzyen NH
0 Pd(dppfiCl; / NaCO; ~

(11 0 i3]

Ecmm KOJIBIIO BB COCOAUHCHUHA [3] SABJIIACTCS I'€TCPOLUKIIOM, CBA3AHHBIM C q)eHI/IJ'IOM qUepe3 rerepoarom
a3oTa, COCAMHCHUC [3] TaKKe MOXKET OBbITh TMOJYYCHO C MMPUMCHCHUCM KATAJIN3UPYCMOTO MEAbI0O aMUHHUPOBAHUA

ByxBanbia B IPUCYTCTBUH OCHOBAHUS, TAKOTO KaK KapOOHAT [Ie3Us I KapOOHAT KaJlUs, COTIIACHO CXeMe 3, T
R; u Ry Takue, kak onpeaeneHsl BhIIIE.

Cxema 3
B N-—--H
N Br A, Q
@
NH ANMUHApOBaHWE E)D(Banbﬂa
\]f Cus0 / C8,C0,

o
o]
asora,

coenmuHeHue [3] Takke

° [14]

Ecmm KOJIBIIO BB COCOAUHCHUU [3] SABJIACTCS MUPPOJIBHBIM KOJIBIIOM, CBSA3AaHHBIM C q)eHI/IJ'IOM qyepe3 aToM
MOXKET

ObITh TONy4eHo w3 3,5-muHuTpoaHwimHa [15] w  2,5-

TUMETOKcuTeTparuapodypan cormacHo cxeme 4. [TonydeHHoe nmpon3BoaHOE MUpposa [16] BOCCTaHABINBAIOT C
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NpUMEHEHHEM CyJIb(pHIa aMMOHUS C TTOJy9eHHEeM coenHeHus [17], KoTopoe 3aTeM HOABEpraloT B3auMoaeicT-
BUIO C YKCYCHBIM aHTUAPHUJIOM C TIOIy4eHHEeM coequHeHus [18].

Cxema 4
G Ntz AcOH ;N Q Q
2 5-nmmeroxon- \[? \Q’ — NH
NG,  TeTerHapochypaH (NHaS a0 X
’ C; NHz z o)
(1] [18) [47] Mg

Ecmu xonpuiom A B coeaunenuu [ 10] sBasieTcst okcazon-S-uiabHoe KoJblo, coeannenue [ 10] Takxke MOKeT
OBITH MMOJTy4EHO COTIacHO cxeme 5, rae koublo B, Ry n R Takue, kak onpenenenst Beire. B atoM criocobe co-
enuHenue [4] oOpabatsiBaroT 4-hTOp-3-HUTPOOEH3AIBACTHIOM, U TTOJTydeHHoe coenuHenue [20] 3aTtem moasep-
TafoT B3aUMOJICHCTBUIO C M30LMAHHUJIOM TOJYOJICYIb(GOHMWIMETHIA C MOJYyYEHHEM COSAMHEHUS OKCa3oi-5-mia
[21] B peakuun 3ambIkaHus Konblia. Hutporpynmna coenunenus [21] MokeT OBITH Jajiee BOCCTaHOBJIEHA, HAIIPH-
Mep, THIPUPOBAHUEM C TOJyYCHHEM COOTBETCTBYIOLIETO aMHHA, KOTOPBIH 3aTeM 00padaThIBalOT MYypaBbHHOM
KHCIJIOTON COTJIACHO cXeMe | ¢ MoirydeHHeM KOHEYHOTO MPOAYKTa B PEAKINH 3aMBIKaHHS KOJIbLIA.

Cxema 5

~
HzN /TI
UaoumaHg

Tonyencyribco-
(19] O /k wmeTwna
ﬁr"” e () o
o 4]

Re M paop

S

Ry FRa  [21]

Ecmu xomb1o A B coenuueHnu [ 10] sIBISCTCS TETEPOIUKIIOM, CBSI3aHHBIM C aTOMOM YTIIEpOia OMIAKITHYC-
CKOTO KOJIbIIa Yepe3 TeTepoaToM a3ora, coeaunenue [10] Takxke MOKeT OBITh TOTYYSHO C MPUMEHEHHEM COYe-
TaHus byxBambaa cornacHo cxeme 6, e X', konbio B, Ry, R,, R3 1 R, Takue, kak onpeeseHb! BhIIIIE.

Cxema 6

[221 _
e ® K, e O A
H Cu,0/ C8,60, 0 H
&
g, R @ A7 Rt
Ecmu xonpio A B coenunenuu [10] sBnsiercst 1H-1,2,3-Tpua3zon-4-mibHbIM KOJIBLOM, U R, siBiIsieTcst BOogO-
pomom, coequnaenue [10] Taxke MoxkeT OBITH MOTy4YeHO cornmacHo cxeme 7, e X', Z, Ry, R3, Ry u xonb1io B Ta-
KHe, KaK OoIpeAeseHs! Bollle. VicxonHoe coenuHeHne [8] CUIMINPYIOT B3aUMOJAEHCTBUEM C ATUHIITPUMETHIICH-
nmaHoM B mpucytcTBHH Tetpakuc(tpudenmidochun)namtanus(0) (Pd(PPh;),) u fiomnna Cu(l) ¢ momydeHuem
coeauHeHus [32].
O6padotka TBAF naer stunmnbHOe coenuneHue [33], KOTopoe MOXKET OBITH ITOJBEPTHYTO PEaKIUH C CO-
equHeHneM asuno R;-N3 B moaxozmsmeM pactBopurene, Takom kak JMCO:TT'®:Boma (1:1:1) wmm
JAMCO:IXM:Boxa (1:1:1) ¢ momyuenuem coeauaenus [34].
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Cxema 7
A\
X N —S8i
O 7T
27N FN
z
amuumpume'mncunau
——————
’ TBAF /TI®
,L PA(PPN3)4 / Cu(l) voaua ,L
Oas Oasn
H
H, Fa 18] R R 132
4 N, Nan

b Ri-N
D . V\\ETN)
' Ry—Ny ZZ >N
QL s
N0 ACKOPGAT HaTRUA O ,k
H CuS0,5H,0 H o

Ecmu xonbio A B coeaunenuu [10] snsiercst 1-metun-1H-nupazon-3-uiabHbIM KOJbLOM, coeaunenue [10]
TaKXKe MOXKET OBITh MMOJTy4eHO coritacHo cxeMe 8, rre R;, Ry u xomb1o B Takue, kak onpeneneHs! Boie. B atom
crniocobe coequnenue [4] oopabarsiBaroT 1-(4-¢TOp-3-HNTPOdEHMIT)ITAHOHOM, U MOJTYUYECHHOE coeTuHeHHe [36]
3aTeM MOJBEpraloT B3auMonehcTBui0 ¢ JM® numerunaneraleM ¢ MOITYYEHHEM COCIUHEHMsI OKca3oJi-S-uia
[37]. HanbHeiimas 00paboTka THAPA3HHOM METHIIA JaeT coenuHeHue [38] B peakiuu 3aMbIKaHus Koibla. Hut-
porpymma coenuHeHus [38] 3aTeM MOkeT OBITh BOCCTaHOBIICHA, HANPUMEpP, BOJAHBIM aMMOHHEM W IIMHKOM, C
MOJyICHNEM COOTBETCTBYIOIIETO aMHHA, KOTOPBI 3aTeM MOXET OBITh 00paboTaH MypaBBHHOM KHCIOTOH CO-
TJIACHO cXeMe | ¢ MOJIydeHneM KOHEYHOTO MPOAYKTa B PEaKIINK 3aMBIKaHUS KOJIBIIA.

Cxema 8

0/*(\ NOz NH
Re = F AnmeTunaerant

(351 O /L N, N-gusmenindopmarmga
S e N0

AMd/aTanon

NO, %NO:
NH MeTHRrAPasMH NH

—_— -
EtOH
u’Lo e O ﬁ/ko
R

Ry M4 (37 Rs R pag

Ecmm xonbiio A B coequaennu [10] sBisiercs 1 H-umMuaa3oin-2-uiabHBIM KOJBIIOM, coenuHeHue [10] Taxxke
MOJKeT OBITh TOJIydeHO corjacHo cxeme 9, rie R;, Ry m konbro B Takue, kak onpeaeneHs! Boime. B aTom cro-
cobe coemuuenue [20] co cxembl 5 00pabaTHIBAIOT ITUICHAMAMUHOM B N-OpOMCYKIIMHUMHJIOM C MTOJTYICHHUEM
coenuHenus [39] B peakunu 3ambIkaHus Kojibna. Hutporpynma coequnenus [39] nanee MoxeT ObITH BOccTa-
HOBJICHA, HAIIPUMEP, BOJHBIM aMMHAKOM W IIMHKOM, C TIOJYYEHHEM COOTBETCTBYIOIIETO aMHUHA, KOTOPBIXA 3aTeM
MOJKET OBITh 00paboTaH MypaBRUHOMN KUCIOTOH COTNIACHO cXeMe | ¢ MOJTy4eHHeM KOHEYHOTO MPOAYKTa B Peak-
IIUH 3aMBbIKaHUS KOJIbIIA.

Cxema 9
NH
NH
STNeHAnaMuH/ NH
O N-GPOMCY:ALHHUMAG
he o LA
Ot el N e

R
Ry 4 (20} R, Ry §35]

Pazmunsie coemuuenus popmyinsl (1), rae Rs ommmuen or C(O)CHj, MOTYT OBITH TOJIYYEHBI, HAITPUMED,
coriacHo cxeme 10, raoe

Ry, Ry, R3, Ry, Ry, Rg, Ry, Z, D, xonp1o A 1 xonelio B Takue, kak onpenaeneHs! Boiie. CoeTMHEHHE alera-
muza [10] Moxker OBITH IPEBpAIIEHO B COOTBETCTBYIOLIMH aMuH [24], HampuMmep, HarpeBaHUEM B ATAHOJIC B
MPUCYTCTBUHM OCHOBAHHMS, TAKOTO KaK BOJHBIN THIPOKCUA HATPUS WM THIPOKCHU KajHs, WIIM KUCIOTBI, TAKOH
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kak BogHas HCI. Tlonyuennsiit amuH [24] MOXET MPUMEHATHCS B Ka4eCTBE MCXOMHOTO MaTepHaia Ha MOCHe-
nytomux cragusax peakumu. Coenunennst popmyist (I), rme Rs sBiasercs -SO,Rg, MOTyT OBITH MOJy4eHBI, Ha-
npumep, oopabotkoii ammua [24] CI-SO,Rg B momxopsiieM pacTBopuTelnie, TakoM kak JIXM, B NpUCYTCTBUU
nmupuauHa. Coenuaenns Gopmynsl (1), toe Rs sBisercs -C(O)R;, u Ry sBisiercs C;_; ankwiom wimm C;_; ankuia-
MuHO C;_; aJKWIOM, MOXKET OBITh MOYYCHO, HapuMep, B3anMoeiicTueM amuna [24] ¢ HOOC-R; B moaxons-
meM pactBopurene, TakoM kak JIM®, B mpucyrcTBHM MeTaHaMIHHs Tekcadrtopdocdara 2-(1H-7-a3a-
o6enzorpuazoi-1-un)-1,1,3,3-rerpamerunyponust (FATY) u JUIIDA. Coenunenus popmynsr (1), rae Rs sBisier-
cs1 -C(0)-D-Ry, MoryT OBITH MOTY4YEeHBI, HANIpUMEp, B3auMozeicTBueM amuHa [24] ¢ HOOC-D-Ry B moaxoms-
meM pactBoputene, TakoM kak JIM®, B npucyrcteun EDC, HOBt u JJUIIDA. Coenunenus gpopmynst (1), raoe
R;s sBasercs -C(0)-D-Ry, D siBnsieTcs cBsi3bio U Ry sSBISETCS reTEpOLUKINYECKUM KOJBIIOM, CBSI3aHHBIM C aTo-
MOM YTJIepoJia KapOOHHUIIA Yepe3 TeTepoaToM a30Ta, MOTYT OBITh IOJYYCHBI B3aUMOICHCTBHEM amuHa [24] ¢
(hocreHoM u 3aTeM ¢ coerHeHHEM [29], kak moka3zaHo Ha cxeme 10.

Cxema 10
Ry
R
N 1
Ry = y o N
77N : i LD
7 N
LA ol
NT 0
a H N-H Rs
a H O
R, 4 [10] R
C1-80,Ry Rj 4 1251
Mupugan / CHLCY,
NaOH / H,0-E10H
Ry
N
Ry Ry 1 = 3
z
N N
R I\ > HOOC-R
27N . MooeR | o
TATY/AMMDA N
& W
H
NH;
Ot E
24
", Ry 124)
Ry
1} @ocred
HOOC-D-Ry Ry T = N\>
2} H-N Rg -
EDC / AMN3A (HOBt 277N
(291

(3
Wop
. GY
Rs j: N\> Rq

Zz N

o ® ﬁj’k,@
R,

Re ¢ [29
Coenunenns popmysl (I), tae R; sBnsercst -NH-R o wiin -NH-X-R |, MOTYT OBITh TIOJTy4YeHBI, HAITPUMED,
coriacHo cxeme 11 B3aumogeiicTBueM aMuHa [24] B MOAXOMASIIEM pacTBOPUTENE, TAKOM KaK H-OyTaHOJ C MPo-
n3BogHbIMU m3onraHaTo O=C=N-R;, mmn O=C=N-X-R;| B IpUCYTCTBUU TOIXOISIIIETO OCHOBAHHSI, TAKOTO KaK
tpuaTUnamMuH (TDA). AnbTepHaTHBHO, coequHeHwsl, rae R, siusercs -NH-X-R;;, MoryT ObITh TOJTydeHbI 00pa-
0oTkoli amuHa [24] B moaxoasiimeM pacTBoputene, TakoM kak JIXM, ¢ocrenom u 3atem H,N-X-R,;, cMm. cxemy
11.
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Cxema 11

@TT"\> ®TI
-
N 0=C=N-Ryy

Z

A

_O=C=NXRy;

Rw

T:-)\s
1) docreH SN
2) HN-X-R,, D)

z’ N
@\C[ @ /
0 v
Ry

31

Coenunenus, e G He SBISIETCS HEOOS3aTENBHO 3aMEIICHHBIM KOJBIIOM A, MOTYT OBITh MOJTYYCHBI aHAJIO-
THUYHO C TpUMeHEeHHneM MeTonoB co cxemsl 1, rne X' 3amemen G. Coemunenus Gopmynsl (I), rne G sBusercs
-C(O)NH,, Taxxe MOryT OBITH MOTYYCHBI HAarpeBaHUEM coenuHeHus [8], Tae X' ABIsSeTCs [IMaHo, B BOAHOM THII-
POKCHIE KaJIHsl.

Coenunenus, re M sSBiIgeTCS THAPOKCUTPYIIIOH, MOTYT OBITH MOIXOASIIAM O0pa3oM IOIyYeHBI U3 CO-
equHeHns Gopmynbl [42], 3aTeM 3aMBIKAaHHEM OWMIIMKJIMYECKOTO KOJbIla Kak Ha cxeme 1, m jmobamBienneM B-
KoJIbIla B, HampuMep, couetaHnn Cy3yKH Kak Ha cxeMe l. AJKOKCHTpyTIa MOTyYeHHOTO COCAWHEHHS MOXKET
OBITH TIpeBpalleHa B THAPOKCHTPYIITY, HApUMEp, HarpEeBAaHHEM COCAMHEHUS aJKOKCH B NPHUCYTCTBUHU ITapHI
pearenToB THoMoueBHuHa/AlCl;.

Br O

[421
Haxonren, coenunenus, rae Rs sBiseTcs He00A3aTEIFHO 3aMEIICHHBIM 5-0-UJICHHBIM TeTEPOIUKINYCCKIM
KOJIBIIOM, MOTYT OBITh TIOJIY4EHBI coriacHo cxeme 12 wim 13, HaumHas ¢ coenunenus [40] wm [42], toe R;, Ry,
Z, xonpio B 1 G Takme, kak onpeneicHbl BBINIE, ¢ MPUMEHEHNEM mautanus (Hampumep, Pd,(dba);) katammsu-
pyeMbiM C-N codeTaHneM B MMPUCYTCTBUU METAIUTMYECKOTO XEIAaTHPYIOIIEeTo JTUTaHaa, Takoro kak KcanTdoc.
Cxema 12
T T
Z/ N HoN-Rg Z’ N

—_———

Pd2(dba)3
O KeanTdhoc O

e Br  Cs:CO4 0 NHRs
401 41
R, Ry 140} Ry Ry i41)
CXEMA 13

G~ -N Gy -N
Ty e UL
77N 5 - zZZ™N
Pd2(dba)3
O KearTdpoo O
e NH Cs,C0,
Ra

NHR;

R, 42| R e

@apmMareBTHIECKH PUEMIIEMBIE COJIM, HAIIPHMEP KUCIOTHO-aIUTUBHBIE COJIM KaK C OPraHW4YECKUMH, TaK
Y HEOPTraHWYECKUMH KHCIOTaMH, XOPOIIO U3BECTHBI B 00J1aCTH (hapMaleBTHKH.

HeorpanuueHHbIe IPUMEPHI 3TUX COJIEH BKITIOYAIOT XJIOPHIBI, OpOMUIBI, cyab(aTsl, HUTPAThl, Gocdarsl,
cynb(hoHATHI, (POPMHUATEL, TAPTPATHI, MAJICAThI, IUTPATHI, OEH30aTHI, CATMLIIMIATHI U aCKOPOATHI.

dapmareBTHUECKH MPHEMJIEMbIE CI0XKHBIC (QUPBI, €CIIN MPUMEHSIOTCS, MOTYT OBITh IOJyYEHBI M3BECT-
HBIMH METOJaMH C IPHUMEHEHHEM (papMaleBTUUECKH IPHEMIIEMBIX KHCIIOT, KOTOPBIC SIBISIOTCS OOBIYHBIMH B
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obJylacTu (hapMaleBTHYECKUX CPEACTB M KOTOPHIE COXPAHSIOT (apMaKoJOrHYecKHue CBOMCTBAa cBOOOIHOM (op-
Mbl. HeorpanuumBaromye npuMepsl TakKUX CIOKHBIX 3(HPOB BKIIIOYAIOT CIIOXKHBIE 3QUpPH anudaTHIecKuX Wi
apOMaTHYECKHUX CIIUPTOB, HATPAMEP CIIOKHBIC Y(PHUPBI METHIIA, STHIIA, TIPOJIHIIA, H30TIPOIIIIA, OyTHIIa, N300y TH-
na, BTOp-OyTHia, Tper-OyTiia. CrnoxxHeie 3upsl Gocdara 1 cioxHble d3GUPHl KapOOHATA TaKXKe BKIIOYCHBI B
00BeM JaHHOTO U300PETCHMS.

[IpumenseMble 31eCh TEPMUHBI UMEIOT CIIEAYIONTHE 3HAYCHUS.

TepmuH "rasmo" uinu "rayoreH", MpUMEeHseMBbIH 371eCh OTACIBHO WM KaK 9acTh IPYTOH TPYIIIbI, OTHOCUTCS
K XJI0py, Opomy, GTopy u Hoxy. @TOp ABISAETCS MPEIIOYTHTEIEHBIM TaJOT€HOM.

Tepmun "C,_; anxun", npuMeHsIEMbIH 37€Ch OTJAEJIBHO WM KaK 4acTh APYrOM IPYMIMbI, OTHOCUTCS K Mps-
MO MM pa3BETBICHHON HACBIIIEHHON YIIIEBOJOPOAHOM rpymnme, uMmeromeit 1, 2, 3, 4, 5, 6 unu 7 atoMoB yrie-
pona. Tunossre npumMeps! C,_; ajKuiIa BKIOYAIOT, HO HE OTPaHUYCHBI UMM, METHII, STHJI, H-TIPOTIHJI, N30TIPOIINIL,
H-OyTHII, n300yTHII, BTOP-OYTHII, TPET-OYTHII, H-TIEHTHII, U30IICHTHI U H-TeKCH. OJJTHUM U3 TIPEIIOYTHTEIbHBIX
sneMeHTOB "C,; ankuna" sBugercs C,; ankui. Tepmun "C,_; ankun" oTHOCUTCA K NPEINOYTUTEIEHOMY BapUaH-
Ty "C,.7 ankuna", uMmeromemy 1, 2 umu 3 atroma yriepoaa.

Tepmun "C;_7 TUKITOATKHI", TIPUMEHSIEMBIN 31€Ch OTICIBHO MM KaK YacTh IPYTOW TPYIIIBI, OTHOCHUTCS K
HACBIIEHHON MTUKINIECKON YTIIEBOIOPOAHON TpyTIe, conepskamiei 3, 4, 5, 6 nnu 7 atoMoB yriepoaa. TUnoBbie
MPUMEPHI IUKIIOATKMIIA BKIIOYAIOT, HO HE OTpaHUYEHBl UMH, IIUKJIOPOITIII, TUKIOOYTHII, IMKIONECHTIII U IHK-
JIOTEKCHIL.

Tepmun "C;_; ukinoankui C.; ankwmt", IpUMEHSIEeMBIH 311eCh, OTHOCUTCS K Cs.7 ITUKIIOAIKWIBHON TPYIIIIE,
TaKOH Kak OTpejesieHa 3/1eCh, MPUCOCAMHEHHOH K OCHOBHOW MOJEKYyJspHOW rpymme 4epe3 Ci; aJKWIbHYIO
TpyIILY, TaKyI0 KaK oIpeiesicHa 31eCh.

Tepmun "C,; ankeHun", NpuUMeHSEMBIH 37€Ch OTJACIBHO MM KaK 4acTb APYTOoW TPYIIBI, OTHOCUTCA K
aM(aTHUECKON YIIeBOJIOPOIHON TpyIe, UMEIOIIEei OoT 2 10 7 aTOMOB YIJIepoja, M COICPKUT OJIHY WU He-
CKOJIBKO JIBOWHBIX CBsi3ei. THIOBBIE IPUMEPHI BKIIOYAIOT, HO HE OIPaHUYCHBI MU, STEHHJI, IPOIICHHUI U IIUKJIO-
TeKCEHHJL.

TepmuH "TUApPOKCH", IPUMEHSAEMBIN 3€Ch OTACIBHO WM KaK 9acTh IPYrod rpymisl, oTHocuTes kK -OH
rpynme. TepmuH "nuaHo", MPUMEHSIEMBIH 3/1€Ch OTICIBHO WM KaK 4acTh APYTO#M rpynmbl, oTHOCUTCS K -CN
rpynme. TepMuH "aMHHO", TPUMEHSIEMBIN 371€Ch OTJCIBHO WM KaK 9acThb IPYroW TPyIIbl, OTHOCUTCS K -NH,
rpymnme. TepmuH "kapOokcu", MPUMEHSEMBIH 3/1eCh OTAEIHHO WM KaK YacThb IPYTOW TPYIIBI, OTHOCHUTCS K
-COOH rpymnme. Tepmun "kapOoHUN", MPUMEHIEMBIH 3/IECh OTIETBHO MM KaK YacTh APYTOH TPYIIITLI, OTHOCUT-
Cs K aToMy yriepoja, COeTMHEHHOMY TBOWHOHN CBs3bI0 ¢ aToMoM kuciopojaa (C=0). Tepmun "okco", mpume-
HSEMBIH 37€Ch OT/IEJIFHO MIIM KaK 4acTh APYTOH IPYIIBI, OTHOCUTCS K aTOMY KHCIIOPO/a, CBI3aHHOMY C JIPYTUM
aTOMOM JBOWHOU CBs3bI0 (=0).

Tepmun "C,; ankokcu", IpUMeHsAEMbIH 3€Ch OTAEABHO WIN KaK 4acTh APYroil rpymnmsl, oTHOCHTCS K C 5
JIKWITY, TAKOMY, KaK OIpe/ieNIeH 371eCh, IIPHCOECIMHEHHOMY K OCHOBHOH MOJIEKYJISIPHOW I'pyIIIe Yepe3 aToM KH-
ciopona. Tunossle npumMepsl C;; aJIKOKCH BKJIIOYAIOT, HO HE OTPaHUYEHBI MU, METOKCH, ITOKCH, IPOIIOKCH,
OyToKCH, H300yTOKCH, BTOP-OYTOKCH U TPET-OyTOKCH.

Tepmunr "ruapoxcun C.; ankun", IPUMEHSIEMbIH 3/1eCh, OTHOCUTCS 10 KpaiiHe Mepe K OJHOW THIPOKCH-
TpyIIe, TAKOH, Kak ONpeesieHa 3/1eCh, IPUCOSANHEHHON K OCHOBHON MoJieKyie yepe3 C;_; alKWIbHYIO TPYIIITY,
TaKyIo, KaK oIpeJiesieHa 37ech. THIoBsie mpuMepsl ruapokct Cy; alKiiia BKIIOYAIOT, HO HE OTpaHMYEHBI UMM,
TUAPOKCUMETHII, 2,2-TUTHAPOKCUAITHI, |-THIPOKCHITHI, 3-THAPOKCHIIPOIHI, |-THIPOKCUNPONHI, |-MeTui-1-
TUAPOKCUATHII U 1-MeTHI-1-TuApOKCUTIPOTTHIL.

Tepmun "ranoren C,.; ankun", IpuUMeHsAEMBIN 3/1€Cb, OTHOCUTCS K 1O KpailHell Mepe OJAHOMY TajoreHy,
TaKoMy, KaK OIpeiesieH 3/]eCh, IPHUCOCIMHEHHOMY K OCHOBHOI Moiekyie depe3 C;; alKWIbHYIO TpYIIy, Ta-
Kyl0, KaK OmIpesesieHa 37iech. THIOBbIE NmpuMepsl rajsoreH C;; alkwia BKJIIOYAIOT, HO HE OTPAaHWYEHBI MMM,
¢dropmeTiit, TUPTOPMETHII, TPUPTOPMETHI, 2-XJIOPITHII U 3-OPOMIIPOITHIL.

Tepmun, "uuano C;; ankun", NpUMEHSIEMBINA 3€Ch, OTHOCUTCS K IIMAHOTPYIIE, TaKOW, KaK OmpeiesieHa
3]1ech, MIPUCOEINHEHHON K OCHOBHOI Mosekyie yepe3 C;; aJKIIbHYIO TPYIILY, TaKyI0, KaK ONpeeicHa 3]1eCh.
Tumossle mpumepsl nuaHo Ci; aJKkuia BKIIOYAIOT, HO HE OTPAaHWYCHBI MMM, [IMaHOMETWII, |-Tianostw, 1-
IIUAHOTIPOTIAT U 2-TIHaHOTIPOITHIL.

Tepmun "kap6okcu Ci_; ankui", MpUMEHIEMBIH 3/1eCh OTACIFHO WIH KaK YacTh IPYTOW TPYIIIBI, OTHOCHUT-
cs1 K KapOOKCUTpyTITe, TaKol, Kak OIpeaeneHa 371ech, MPUCOSTMHEHHOW K OCHOBHOUM MoJekyine depe3 C;; ai-
KWJIBHYIO TPYIILY, TAaKyI0, KaK OTpe/eeHa 31ech.

Tepmun "ranorer C;_; aqKoOKCH", MPUMEHIEMBIH 371€Ch, OTHOCUTCS 110 KpalfHeH Mepe K OJTHOMY TaJIOTeHY,
TaKoMy, KaK OIpeJesieH 3/iechb, IPUCOCIMHEHHOMY K OCHOBHOW Mosekyie uepe3 C;; aJKOKCHUTPYIITy, TaKylo,
Kak OIpesieNeHa 371ech.

Tepmun "¢pennn C,; ankoxen", IpUMEHIEMBIH 3/1eCh, OTHOCHUTCS O KpaifHell Mepe K ofHOH (heHHIbHOM
rpyIme, IPUCOSIMHEHHONW K OCHOBHOM Mostekyiie yepe3 C 7 aIKOKCUTPYIIY, TaKylo, KaK Olpe/elieHa 3/1eCh.

Tepmun "C|_; ankmikapOOHUI", IPUMEHSEMBIH 37I6Ch OTAEJIFHO MIIM KaK YacTh APYTroW TPYIIbI, OTHOCHTCS
K C,_7 aJKMJIBHOW TpYIIIE, TAKOH, KaK ONpeseseHa 3/1ech, IPUCOSTMHEHHOW K OCHOBHOW MOJIEKyJle yepe3 Kap0Oo-
HIJIBHYIO TPYIITY, TAKyI0, KaK OTIpeeeHa 3/1eCh.

Tepmun "C,_; aKOKCHKapOOHMI", TPUMEHIEMBIH 371eCh OTICIBHO WIIM KaK YacTh APYTOH TPYIIIbI, OTHO-
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curcs k C;; aIKOKCHUTPYIIE, TAKOW, KaK OMpeesicHa 3]1eCh, MPUCOCIMHEHHOW K OCHOBHOW MOJICKYJE 4epes
KapOOHIJIBHYIO TPYIITY, TAKYI0, KaK OIpeAeIICHa 3/eCh.

Tepmun "C,_; ankokcukapooHmi C.; ankui", MPUMEHIEMBIN 371eCh OTJEIBHO WM KaK 4acTh IPYTOM rpyI-
mBl, oTHOCUTCA K C|_7 aNKOKCHKapOOHMIBHOM IpymIie, TAKOH, KaK ONpeesieHa 3/1eCh, IPICOSANHEHHON K OCHOB-
HOU MoJjekyne yepe3 C,.; aNKuiIbHYIO TPYIILY, TaKylo, KaK OIlpeesicHa 3/1eCh.

TepmuH "aMUHOKapOOHWI", IPUMEHAEMBIA 3/1€Ch OTJCIBHO MM KaK 9acTh JPYTOi TPYIIILI, OTHOCHUTCS K
aMHUHOTPYIINE, TaKol, Kak ompezeieHa 31eCh, MPUCOCTNHEHHOW K OCHOBHOM MOJIEKyJe depe3 KapOOHHIIBHYIO
TPYIILY, TAKyI0, KaK OTpeelieHa 3/1eCh.

Tepmun "amuno C,; ankuin", IpUMEHsEMBbIH 31€Ch, OTHOCUTCA IO KpallHEH Mepe K OJHOW aMHUHOTpYIIIIE,
TaKOM, KaK ONpe/IeICHA 3/1eCh, IPUCOCIMHEHHON K OCHOBHOM MoJekyie uyepe3 Ci; alKIWIBbHYIO TPYIIY, TaKyIo,
KakK OIpeJeNieHa 3/1ech. Tumossle npuMepsl aMuHO C;_; aJKuiIa BKIIOYAIOT, HO HE OTPAaHHYCHBI MU, aMHHOME-
TWI, 2-aMUHOATHJI, |-aMHHO3TWI, 2,2-THAMHUHOATWI, 3-aMHHOIPOIWI, 2-aMUHOMPONII, 4-aMUHOOyTHI U 1-
METHII- | -aMHUHOATHIL.

Tepmun "C,_; ankunaMuHO", IPUMEHIEMBIH 3€Ch OTENBHO UM KaK YacTh APYTOW IPYIIBI, OTHOCUTCS IO
KpaitHeit mepe k ogHoi C;; aNKWILHOM TpyIIe, TAKOW, KaK OINpeaelieHa 37eCh, MPUCOCTUHEHHONW K OCHOBHOMN
MOJIEKyJIe Yepe3 aMHHOTPYIIIY, TaKylo, KaK OIpeaesieHa 3/1ech. TunoBeie mpumepsl C,.; alTKWIaMUHO BKITIOYa-
10T, HO HE OTpaHMYCHBI UMH, METWIAMUHO, STHJIAMHIHO, TPONMIAMUHO, OyTHIIaMUHO, JUMETHIAMUHO, AUITHIIA-
MHHO U N-3THI-N-MEeTHIaMHUHO.

Tepmun "C,.; ankmnamuao C,.; aakun", TPAMEHIEMBIN 3[1eCh OTASIBHO WM KaK YacTh IPYTOd TPYIIIHI,
OTHOCHTCS TI0 KpaitHeil Mepe k oaHol C;_; aIKIIIaMUHOTPYIITE, TAKOH, KaK ONpeaeeHa 37eCh, MPUCOSTUNHECHHO N
K OCHOBHOI Moutekyiie uepe3 C.; aTKWIBHYO TPYIITY, TAKyI0, KaK OTpeIeIcHa 37eCh.

Tepmun "kap6okcu C_; anKuIaMuHO", MPUMEHSIEMBIH 371eCh OTAEJIFHO HIIM KaK 4acTh IPYroi TpyNIIbl, OT-
HOCHUTCSI TI0 KpalHEeH Mepe K OJJHOI KapOOKCUTPYIIIE, TAKOH, KaK OIpe/esicHa 3/1eCh, IPUCOSANHECHHON K OCHOB-
HOU MoJekye yepe3 C;.; aKHIaMHHOTPYIIITY, TAKY0, KaK OTpe/IeICHa 37eCh.

Tepmun "C,_; ankokcu Ci; ankun", mpuUMeHsIeMbIH 37eCb, OTHOCUTCS 1O KpaiiHeil mepe k ogHoit C,; ain-
KOKCHUTpYIIE, TaKOH, KaK OIpeesieHa 34eCh, IPUCOSIMHEHHONH K OCHOBHOW Mouekyne depe3 Ci; alKHIbHYIO
TPYIILY, TAKyI0, KaK OTpeielieHa 3/1eCh.

Tepmun "C,.; anmkokcukapOooHun Ci_; ankui", IpUMEHIEMBIN 3/1eCh, OTHOCUTCS T10 KpaltHel Mepe K oaHOH
C\.; aIKOKCUKapOOHWILHOW TpyIIe, TaKOH, KaK ompeaeieHa 3/1eCh, MPUCOSINHEHHOW K OCHOBHOUM MOJIEKYJie
yepes C,_; aJIKWIBHYIO TPYIITY, TAKYI0, KaK OIpeaesieHa 3/1eCh.

TepmuH "3aMeleHHBIN" B JAHHOM OMHMCAHWU B COYETAHHH C PANTUIHBIMUA OCTATKAMH OTHOCHTCS K Tajo-
TCHOBBIM 3aMECTUTEISIM, TAKUM Kak (Top, Xiop, Opom, fiox wim C; ankui, C;_; mukioankwi, rainoren C.; aji-
KW, TUAPOKCH, aMuHO, C_; ankokcn, Ci; amm, C; ankwiaMuHo, aMUHO Ci_; aJKHII, HUTPO, IIUAHO, THOJ WIIH
MeTHIACYIb(oHIWI. [IpeAmouTHTEIBHBIME SBISIOTCS ranoreH, C;.; ankui, ranoreH C_; alKuwi, THIPOKCH, aMUHO,
Cy; ankokcn u Metwicynbhonmwi. OIHA TPyNIa MPEeIMOYTHTENBHBIX 3aMECTHTEICH BKIFOUACT OJUH WM JIBA
C/_; aTKWIBHBIX 3aMECTHTEIIS, 0COOCHHO oMuH iy Ba Ci_3 aKWIBHBIX 3aMECTHTEIS, B YaCTHOCTH, BRIOPAHHBIX
U3 MCTHJIA U 3THIIA.

"3amenIeHHbIe" TPYIITBI MOTYT COJEPKaTh OT 1 10 3, MpeanouTUTeNbHO | Win 2 U3 yKa3aHHBIX BBIIIE 3a-
MECTHUTEIIEH.

TepmuH "5-6-4eHHOE TETEPOIMKINIECKOE KOIBIO", IPUMEHSEMbIH 3716Ch, OTHOCUTCS K HACBHIIIEHHOMY,
YaCTUYHO HACBIIICHHOMY MM apOMAaTHYECKOMY KOJBIYy C 5 Wiu 6 aToMaMH B KOJIbLle, U3 KOTOPHIX 1-4 atroma
SIBIITIOTCSI TETEpOaTOMaMH, BRIOPAHHBIMU U3 TPpyMIibl, BKIrodaromed N, O u S. TunoBbeie mpuMepsl 5-6-4JIeHHOTO
TETePOIUKIMICCKOTO KOJbIIa BKIIFOYAIOT, HO HE OTPAHWYCHBI MMH, MUPA30IwiIbHOE, 1,2,4-Tpua3on-1-mwibHoe,
1,2,3-Tpuazon-1-unpHoe, MUPUMUAWHWIBHOC, MUPUIMHWIBHOES, TETPAa30IMIbHOE, MHIIEPa3HHUIBHOE, (ypa-
HUIIbHOE, MOP(OIMHILTFHOE, MUICPUINHIILHOE, MUPPOIUINHIIIFHOE, THA30IMIFHOES, N30KCA30IUIFHOE, THPa-
3UHWIBHOE, TETParuApONUpaHmIbHOE, 1,2,4-0KCaqua3oIimIbHOS, OKCA30IUIFHOS, IMUAIA30IIILHOE, HHIOIIb-
HAC U 4,5-TUTHIPOUMHIA30IMIEHOE KOJBIIA.

Tepmun "5-12-uneHHOE TeTEPOLUKINUECKOE KOJBIO", MPUMEHAEMBII 31€Ch, OTHOCUTCA K MOHOLUKIHYE-
CKOMY WJIM OMIMKIINYECKOMY, HACHIIICHHOMY, YaCTHYHO HACBHIIICHHOMY WJIH apoOMaTHYeCKOMY KOJbIy C 5-12
aToMaMH B KOJIbIIE, U3 KOTOPBIX 1-5 aToMa BKIIIOYAIOT FeTePOAaTOMBI, BRIOpPAHHBIC M3 IPYIITHI, BKIIOYatomei N,
O u S. TunoBkie MpUMEPHI 5-12-4IEHHOTO TETEPOIMKINYECKOTO KOJIbIIa BKITIOYAIOT MPUMEPHI, JaHHBIC BBIIIE, U,
JOTIONTHUTEIPHO, HO HE OrpaHWYEHHBIE WMH, HWHIA30JWIbHOE, mHpa3oio[l,5-ajmupuMuanHunbHOe, OCH-
30[d]umugazonmmabHOe, UMHUAa30[4,5-b]mupunuamisaoe, 4,5,6,7-Terparuapoden3o[d]umunazonmisHoe u OeH-
30(ypaHIIEHOE KOJIBITA.

Tepmun "5-12-uneHHOE KapOONMKINYECKOE KOJNBIO", TPUMEHSIEMBIN 37I€Ch, OTHOCUTCS K HACBHIIICHHOMY,
YaCTUYHO HACKHIICHHOMY WJIH apOMaTHYECKOMY KOJBILY ¢ 5-12 aToMaMu B KOJIbIIE, BKIFOYAIOIIIMHU TOJIBKO aTo-
MBI yriiepoaa. THIOBEIE IPUMEPHI 5-12-4IIeHHOTO KapOOIUKIMIECKOTO KOJbIA BKIIOYAIOT, HO HE OTPaHUYCHBI
UM, QEHITFHOE, HAQTHUIIFHOE U UKIOTCKCHIBHOE KOJIBIIA.

Omnpenencuue Gopmyis (I) BbIlIe BKIIFOYAET BCE BO3MOKHBIC CTEPCOU30MEPBI COCTMHCHUH, BKIIFOYAs I'eO-
METPUYCCKUE H30Mephl, Hanpumep Z- u E-u3omepsl (Iwic- ¥ TpaHC-H30MEpPHI) U ONTHYCCKHE W30MEPHI, HAIIPH-
Mep IUacTepeoMEPHl U JHAHTHOMEPHI, U BCE CIOXKHBIE APUPHI IPOJIEKAPCTB, HAIPUMEP CIIOKHBIE 3uphl Pocda-
Ta U CJIOKHBIE AQHPHI KapOoHaTta, 1 M30Tombl. bosee Toro, TaHHOE M300pETEHNE BKIIIOYAET KaK OT/ICIBHBIC H30-
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MEPHI, TaK U JIFOOBIC UX CMECH, HAIlpuUMep pareMudeckue cMecu. OTaenpHbIC H30MEPBI MOTYT OBITH IOTyYeHBI C
MPUMEHEHHUEM COOTBETCTBYIONIMX U30MEPHBIX (DOPM HMCXOJHOTO MaTepuaia, WA OHH MOTYT OBITh pa3/IcIICHBI
MOCJIe TOJyYeHHs] KOHEYHOTO COCJMHEHUs OOBIYHBIMH METOJaMHu pasfencHus. s oTHeNneHus] ONTHYECKUX
M30MEPOB, HANPHUMEpP SHAHTHOMEPOB, U3 X CMECH MOTYT NMPUMEHSATHCS OOBIYHBIC METO/IbI PA3/eJICHNUS, HAIIPHU-
Mep QpakirOHHAS KPUCTAIITHU3ALINSL.

CoenuHeHHs B COOTBETCTBHH C JaHHBIM H300pETEHHEM MOTYT BBOJIUTHCS MAIMEHTY B TEPANeBTHYECKH
3 PEeKTUBHBIX KOJIMYECTBAX, KOTOPHIE BApbUPYIOTCS 00BIYHO OT 0K0JI0 0,1 10 okomo 2000 MT B CYyTKH B 3aBUCH-
MOCTH OT BO3pacTta, MaccChl Tella, STHUYECKOW TPYIIbI, COCTOSHHS MAIMEHTa, JEYMMOTO COCTOSIHUSI, CIIoco0a
BBCJICHUS W NPUMEHSAEMOI0 aKTHBHOTO WHrpeareHTa. COCMHEHUS B COOTBETCTBUU C JAHHBIM H300pETCHHEM
MOTYT OBITh COCTaBJICHBI B JICKAPCTBEHHBIC (DOPMBI C IPUMEHEHUEM TPUHIIUIIOB, U3BECTHBIX B JaHHOW 00JacTh
TexHUKU. COeTUHCHHUE MOYKET BBOJIUTHCS MAIUCHTY KaK TAKOBOE WJIM B COYCTAHUH C TOAXOAIIAME (hapMareB-
TUYECKAMU IKCIUIACHTaAMU B (hopMe TaOJNETOK, TPaHyll, KAICyJ, CYIMIO3UTOPUEB, SMYILCHHA, CYCIICH3UN WIIH
pacTBopoB. BrIOOp MOAXOIAMINX UHTPEIUCHTOB IJIT KOMIIO3HUIIUHU SBIISICTCS PYTHHHOU OTEpaIed s Crelra-
JUCTa B JAHHOW 00JacTH TeXHUKHU. Takke MPUMEHSIOT MOIXOMSAIINE HOCHUTENHU, PACTBOPHUTEINH, TelIeo0pa3yro-
M€ WHTPEIUEHTHI, AMCIEPTUPYIONINE HHIPETUCHTHI, aHTHOKCHUAAHTBI, KPACUTENH, MOJACIACTUTEIH, CMayH-
BAlOI[e COCAMHEHUS U JPYrHe MHIPEIUCHTHI, OOBIYHO MPHUMEHSEMbIe B JaHHOW 00JacTH TeXHUKH. KoMmnosu-
LMK, COJEPKAIllUe aKTHBHOE COCMHEHHE, MOT'YT BBOJIUTHCS SHTEPAIBHO MM MapeHTepalibHO, T NPEANOYTH-
TENBHBIM SIBJISCTCS TepOpalibHbIii crioco6. CoaepikaHue aKTUBHOTO COCMHEHUS! B KOMITO3HIIUH COCTABISIET OT
oxoto 0,5 mo 100%, npeanouyturensHo OT 0ko1o 0,5 10 okoi0 20% oT 001Iel Macchl KOMIIO3HIIHH.

CoenuHeHHs] B COOTBETCTBHUHU C AaHHBIM W300pETEHUEM MOT'YT OBITh JAHbI MAIMEHTY B BUJE OTICIHHOIO
AKTHBHOTO UHTPEIMCHTA WM B COYETAHUU C OJHUM WK 00Jice IPYrMMHU aKTUBHBIMU HHTPEAUEHTAMH JIJIS Jieue-
HUS KOHKPETHOTO 3a00JICBaHUs, HAPUMED paKa.

JanHoe n3o0perenue 6onee moapoOHO OOBICHAETCS B CICIYIONIMX 3KCICPUMEHTAaX M MpHUMEpax. JKcIie-
PUMEHTHI ¥ TIPHMEPHI JIaHbI TOJBKO B WILTIOCTPATUBHBIX IENISAX M HE OTPAHHYUBAIOT 00bEM M300PETEHUSI, OTpe-
JICIICHHOTO B (pOpMYyJIe H300pETCHHUS.

IKCNePUMEHThI
1. Marubuposanvie POP®1 u qpyrux xnuHas.
MeTonpbl.
Ananuz POP®I.

CoenuHenns oBepraoT cKkpuHUHTY B aHaymze PIID®-BP ¢ POP®1 kunazoi. 5 ar POP®1 [Upstate,
USA] kuHa3y npuMeHsIoT 1yt ananu3a. CoenrHeHne MHKyOUpyroT ¢ knHazoi B Tedenne 30 muH npu KT. TTocne
MHKYOupoBaHus no6aisior cyocrpatHyto cmech [40 HM Ultra light poly GT (Perkin Elmer, USA) u 13 MmxM
AT® (Sigma)]. Yka3zanHyI0 BBIIIE peakuuio octaHaBianBaioT noodasneHreM 40 MM D/ITK uepe3 30 muH peak-
K kuHas3el. Eu-medyenoe antndocoruposnnoBoe antuteno [Perkin Elmer, USA] nobaBnsior B KoaudyecTBe
0,5 HM, 1 m3MepsroT 3MuccHI0 (ryopecteHIwH npu 615/665 uM [Bo30Oyxnenue npu 340 am|. CoenuHEeHUS U3-
HayallbHO ITOJIBEPTaloT CKpUHMHTY 1py KoHUeHTpanuax 100 HM u 1 MxM. Coenunenus ¢>50% uHrnOoupoBaHu-
em nipu 100 HM POPD1 GepyT st mpoBeieHHs TTOJTHOTO UCCIIEIOBAHMS BIMSHUS BEJIMYMHBI 03Bl HA 3 ek-
tuBHOCTH. Koneunas konnentparmst JIMCO B anamuse cocraisier 1%. i onpenenenns 1Cs, 1/3™ cepuiinoe
pasBelleHue TMOIy4aroT U3 MaTouHoro pactBopa 20 MM JIMCO. 2 MKJI 3TOro pacTBopa MEPEHOCSIT B TECTOBBIC
JyHKH, coneprkaniie 20 MKJI peakIMOHHON cMecH [o0muii o0beM peaknuu 20 MkM]. diyopecuieHIIno u3Mepsi-
ot Ha Perkin Elmer Wallac 1420 Multilabel Counter Victor 3. ICs, onpenessitoT moaCcTaHOBKOW JTaHHBIX peak-
UM Ha J103y B ypaBHEHHE MOAOOpa CUTMOWAANBHON KPHBOW C NMPUMEHEHHEM INIPOTPAMMHOTO O0OECTICYEHHSA
GraphPad Prism V5.

Amnanus c-Met.

CoenuHeHus MOABEPraroT CKpUHUHTY B aHanu3e PIIO®-BP ¢ c-Met kuna3oil. 1 aHamu3a IPUMEHSIOT
0,1 Hr c-Met knHa3y [noxydeHHYIO B sadopaTtopuu]|. CoennHeHe NHKYOUPYIOT ¢ KMHa30i B TeueHne 60 MuH
npu KT. Ilocne nakyOupoBanus no6asisior cyoctpatHyro cmech [40 HM Ultra light poly GT (Perkin Elmer,
USA) n 10 MM ATO® (Sigma)]. YkazaHHYIO BBIIIE peaklUio ocTaHaBiuBaroT nobasnennem 40 MM DITK dge-
pe3 30 muH peaknuu KuHa3bl. Eu-meuenoe antudochortuposnnoBoe antuteno [Perkin Elmer, USA] mob6asmnstor
B konmmdectBe 0,5 HM, M U3MepsIOT dMHUCCUIO QuryopectieHnnu npu 615/665 uM [Bo3OykaeHune npu 340 HM].
CoenuHeHNs W3HAYAIBHO TOABEPraroT CKPpHHUHTY npu KoHIeHTparusax 100 EM u 1 MxM. Coenunenns ¢ >50%
naruoupoBanneM npu 100 HM POP®1 GepyTt ams mpoBelieHUS TOTHOTO HCCIICNOBAHUS BIHMSHHUS BEITUIHHBI
1036l Ha 3¢ dexrnBHOCTE. KoHeunas konmnentpanus JJMCO B anammse cocrasister 1%. Jng onpenenenus 1Cs
1/3™ cepuiiHoe pa3BeneHHE MOTYYAIOT U3 MaTOYHOrO pacTBopa 20 MM JIMCO. 2 MKJI 5TOTO PacTBOPa MEPeHO-
CAT B TECTOBBIC JIYHKH, cofeprkaiie 20 MK peakIMOHHOW cMecH [o0mmii o0beM peaknuu 20 mxm]. dayopec-
nennuto mmMepsroT Ha Perkin Elmer Wallac 1420 Multilabel Counter Victor 3. ICsy onmpenensoT noacTaHOBKOH
JAHHBIX PEaKIMM Ha /103y B YpaBHEHHUE 110J00pa CHTMOUAAIBHON KPUBOW C IPUMEHEHUEM MPOTrpaMMHOT0 obec-
neyenns: GraphPad Prism V5.

Pesynbratsl.

depMeHTHasT aKTUBHOCTh U CEJIEKTUBHOCTH BHIOPAHHBIX COCIMHEHHI B COOTBETCTBHH C AaHHBIM M300pe-
TEHHMEM JUIsl pa3HbIX KHMHA3 MpeAcTaBlicHbl B Tabnuie. COeUHEHNS B COOTBETCTBHU C JaHHBIM M300pETCHHEM
SIBIITFOTCSI MOIITHBIMU M CEJICKTUBHBIMH UHTHOUTOpaMu POP® xuHa3bl.
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Ta0numna
Wurnbuposanue POP®1 u c-Met kunazbl
CoenmMHenue Harutupopante ICso Hurnéuposanue
(%) P$P¢1 npm MHIHSUPOBAHMA (%) c-Met npnu
1000 &M PEPPL  (uM) 1000 uM

HpumMep 5 95 12 7
Npumep 22 99 3,8 5
Opumep 25 23 34 12
NMpumep 26 93 21 2
Mpumep 30 94 16 1
Mpymep 38 88 33 0
Mpumep 47 59 7 10
Npumep 49 o8 3,4 9
Mpumep 69 87 22 -2
Mpumep 70 99 10 0
Mpumep 72 98 32 11
Npumep 82 96 16 15
Mpumep 83 95 37 [
Mpumep 112 a7 1,8 0
MpuMep 119 94 83 23
Mpumep 123 94 €l 0
Mpumep 127 Sl 62 10
lpumep 131 29 1,3 15
Npumep 133 97 14 0
Mpumep 134 92 98 Q
Mpumep 142 91 48 0
OpumMep 152 79 7.3 o]
Mpumep 155 89 62 1
MpuMep 158 95 22 1z
Opmmep 169 89 94 H.O.
Npumep 170 92 59 H.C.
fpumep 178 86 14,9 H.C.
Npumep 190 96 4,3 H.C.
Mpumep 204 28 20 H.C.
Npumep 217 21 10,4 H.O.
Opumep 241 97 2,9 H.O.
Npumep 244 98 14 H.O.
Npumep 280 80 90 H.O.
Mpumep 281 96 9 H.O.
Mpumep 220 37 3,4 H.o.
NMpumepr 289 94 32 H.O.
Mipnmep 294 29 9,3 H.O.
Tiprmep 319 97 18 H.O.
llpnmep 322 §2 65,8 H.O.
Tpumep 259 g2 45 H.O.

H.O. - HE OIIPEACIICHO.

[Nomy4yerne coeqMHEHWI B COOTBETCTBUH C JaHHBIM H300pPETEHHEM IPOMIUTIOCTPUPOBAHO B CIIEIYIOIINX
npUMepax.

IIpumepsr

KXMC nanHble 3aHUCHIBAIOT HA MOJIOXKUTEILHOM METOJE, €CJIM HE YKa3aHO WHAYe.

IIpomexyTounsiit mpumep 1.

N,N-mumernn-2-(4-(4,4,5,5-rerpameri-1,3,2-muokcadopoan-2-wmin)- 1 H-mupa3zon- 1 -wm)3taHaMuH.

a) 2-(4-bpom-1H-nupazon-1-um)-N,N-quMeTHiIs TaHaMuH.

K pactBopy 4-6pom-1H-mupazona (5 r, 34 mmonb) B IM® nobasnsror K,COs (11,75 1, 85,03 mmons, 2,5
9kB.) U 2-x70p-N,N-gumermmdtanamua HC1 (7,35 r, 51 mmons, 1,5 9kB.), U cMech nepememuBatoT npu KT B
teueHnue 12 4. CMmech racsat Booi u skctparupyroT JIXM (3x50 mur). O0beAMHCHHBIH OpraHMYSCKUI CIION TPo-
MBIBAIOT BOJIOH, HACHIIIEHHBIM PacTBOPOM COJIM W CyIIaT Haj Cynb(aToM HaTpus. PacTBOpHTENs OTTOHSIOT C
MOJTy9eHUEM HEOUYHIICHHOTO OCTaTKa, KOTOPBIA OYMINAIOT XpomaTtorpaduei Ha xosonke (60-120 cummkarens,
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1% meranon B JIXM) ¢ mosydenreM npoaykra ¢ 86% seixogoM (6,4 ). "H SIMP (300 MTI', IMCO-de): & 7,95
(c, 1H), 7,25 (¢, 1H), 4,18 (1, 2H), 2,61 (1, 2H), 2,15 (c, 6H); XKXX-MC (UDP): paccunrannas macca: 218,09;
Haiinennas mMacca: 219,8 [M+H]" (sy: 0,439 mun).

b) N,N-/Iumernin-2-(4-(4,4,5,5-rerpamerun-1,3,2-nuokcaboponan-2-mn)- 1 H-nmpazon-1-nim)sraHamuH.

B nerasupoBannsiii (6apooTupoBanue N,) pacTBOp COSAMHEHUS M3 MPOMEKyTOodHOTO TpuMepa 1(a) (10 T,
45,85 mmoub) B 1,4-mtmokcane (50 mun) pobGasmsror 4,4,4',4',5,5,5',5"-okramernn-2,2'-6u(1,3,2-nnoxcadbopomnan)
(17,47 r, 68,78 mmoms, 1,5 sks.), Pd(dppf)Cl, (1,87 , 2,29 mmonb, 0,05 3kB.) u anerar kamus (11,23 1, 114,6
MMOJIb, 2,5 9kB.). CMmech HarpesatoT npu 100°C B repMeTHYHO 3aKpBITO Kobe B Teuenue 12 4. Cmech pas3Bo-
JIIT DTUJIANETaTOM M (GUIBTPYIOT HAJ CIOEM IeNuTa. PacTBOPUTENH OTTOHSIOT C ToJrydeHrneM npoaykra (7,0 T).
JKX-MC (MDP): paccunTanHas Macca: 265,16; HaiinenHas macca: 266,2 [M+H]" (By: 0,09 mun).

IIpomexxyTouHnslil mpumep 2.

4-(2-(4-(4,4,5,5-Terpamerni-1,3,2-nuokcaboponan-2-mn)-1 H-nupazon-1-wr)atmn)mopdonua.

CoequHEHHE CHHTE3UPYIOT C IPIMEHEHHEM METOHKH, onrcaHHo# B ipumepe 1. XKX-MC (M3P): paccun-
TaHHas Macca: 307,2; HaiineHHas Macca: 308,1 [M+H]" (By: 0,11 mun).

IIpomesxyTounslit mpumep 3.

1-®Top-4-iio1-2-HUTPOOESH30IT.

K pactBopy 1-pTop-2-HUTpOOEH301a (5 T, 35,43 MMOIB) B TpudTOpMeTancymbdokuciore (15,6 mmu, 177,15
MMOJIb, 5 9kB.) ipu 0°C mobapmnstor N-ioacykuumanmuy (9,57 T, 42,5 mmoib, 1,2 9KB.) MOPIHUSAMH, B CMECH TIe-
pememmBaroT npu KT B Teuerne 1 4. Cmech racaT 1o0aBIeHHEM BOIBI M SKCTPATHPYIOT AUITHIIOBEIM 3(HUPOM
(3x150 mur). OOBbEqMHEHHBIH OPTAaHUYECKUI CIO0I MPOMBIBAIOT BOJOH, BOAHBIM THOCYJIL(HATOM HATpHs, HACHI-
IIEHHBIM PacTBOPOM COJIH M CyIIAT HaJ CyIb(haToM HaTpus. PacTBOPHUTENb OTTOHSIOT, M HEOUNIIIEHHBIH OCTaTOK
OUMINAIOT XpoMaTorpadueit Ha koioHke (60-120 cunmkarens, 5% 3THUNALETaT B TeKCaHE) C MOIYICHUEM COCIIH-
HeHus ¢ 66% BeIxogoM (6,2 T). 'H aMP (300 MI'u, AMCO-dg): 6 8,42 (an, 1H), 8,18-8,13 (M, 1H), 7,46-7,39
(M, 1H).

IIpomerxyTounslit mpumep 4.

4-DTOp-3-HUTPOOCH3AIBACTHI.

Hurpytromyto cmech (cepnast kuciora 40 mirtaszorHast kuciora 5,5 Mi1) HOOABISIIOT IO KamsiM K 4-
¢dropoensanpaeruay (10 r, 80,57 mmons) mpu 0°C, u cMech nepemenuBaroT npu 5°C B TeueHue 20 MUH U Tipu
KT B teuenne 1 4. CMmech racar 100aBiIeHHEM U3METIBYSHHOTO JIbJa. BhImaBimmii ocagok GUIBTPYIOT U TIPOMBI-
BAIOT HECKOJIHKO pa3 BOJOH C ITOJydEeHHEM TBEPJOro BEIIECTBa Oesoro mBeTa. TBepaoe BEmecTBO cymar B Ba-
KyyMe C MOJydeHHeM HpoaykTa ¢ 77% seixomom (10,5 r). 'H SIMP (300 MI'u, CDCly): & 10,04 (c, 1H), 8,58
(mm, 1H), 8,22-8,18 (m, 1H), 7,5 (t, 1H).

IIpomexxyTouHsIil ipumep 5.

tpeT-bytun  4-(4-(4,4,5,5-trerpamerni-1,3,2-nuokcadoponan-2-wmn)- 1 H-mupazon- 1 -wn)nmunepuaun- 1 -xap-
Ookcuar.

a) TpeT-bytun 4-rugpokcununepuanH- 1 -kapOoOKCcHIaT.

K pactBopy nunepuauna-4-omna (3,5 r, 34,6 mmons) B CH,Cl, (50 M) mpu 0°C mobasisror Boc,O (11,3 1,
51,9 mmos, 1,5 3kB.) u Et;N (7,2 M, 51,9 mmons, 1,5 3kB.). CMmech nepememuBatoT npu KT B Teuenue 1 4 u
racsiT M dKCTPAarupyloT, Kak B MPOMEXYTOYHOM IpuMmepe la). PacTBopHTENnb OTTOHSIOT ¢ HOJyYEHUEM HEOYH-
meHHoro npoaykra (7,0 r).

b) Tper-bytun 4-(MeTHIICY1b()OHMIOKCH ) TUIIEPUINH- | -KapOOKCHIIaT.

CoenuHeHHe U3 IPOMEXyTOYHOTO npumepa 5a) (7 r, 34,7 mmons) pactBopsitor B CH,Cl, (70 M) mpu 0°C
u pobasmsior EGN (10 M, 69,4 Mmonb, 2 9kB.) U Xxjopua Merancyiabdonnna (2,7 miu, 34,7 MMoib, 1 9kB.).
Cwmecs nepememmarot pu KT B Tedenue 3 4, racaT U 9KCTparupyroT, Kak B MPeIbIIyIIeM npuMepe. Pacteopu-
TeJIb OTTOHSIOT C TIOJTYyYeHHEM HEOUHIIIEHHOTO MPoayKTa (6,7 T).

¢) Tper-bytun 4-(4-6pom-1H-ttupa3zosn- 1 -un)munepuans- 1 -kapOOKCHIIAT.

K oxmaxaeHHOMY pacTBOPY COEIMHEHUS U3 MPOMEXYTOUHOTO Ipumepa S5b) (6,7 r, 23,9 mmoins) B IMD
(50 M) noGasmsror NaH (2,8 T, 119 MMomnb, 5 9kB.) u 4 -6pom-1H-mupazon (2,8 T, 19,1 MMoib, 0,8 2kB.) U 1e-
pememmBarot rpu 80°C B Teuenne 12 4. CMmech racsrt u 3KcTparupyrot stwinaneratoM (3x100 mur). O0benuneH-
HBIA OPTAaHUYECKUH CIIOW TPOMBIBAIOT BOJOH, HACKIIIICHHBIM PACTBOPOM COJIM M CyIIaT HaJ CyIb(haToM HaTpHs.
PacTBOpUTENb OTIOHSIOT € TIOJTydYEHUEM HEOUHMILEHHOTO TpoayKTa (8,0 ).

d) Tper-byrun 4-(4-(4,4,5,5-rerpamerui-1,3,2-qrokcadboponan-2-uin)- 1 H-mupazosn-1-wm)nmunepuaun-1-
KapOOKCHJIaT.

K (N, 6apbotupyeMOMy) pacTBOpY COCAMHEHUS U3 MPOMEKYTOUHOTO mpumepa Sc) (8 r, 24,2 MMoIb) B
1,4-muokcane (100 mu) mobGasmsror 4,4,4'.4',5,5,5',5"-okramermn-2,2'-6u-(1,3,2-nnokcaboponan) (7,36 r, 29
MMoIb, 1,2 3kB.), Pd(dppf)Cl, (2 T, 2,42 MmMons, 0,1 5kB.) u areraT kanus (8 T, 82,4 MMoIIb, 3,4 DKB.) MO METOTH-
K€ 13 MPOMEKYTOTHOTO TipuMepa 1b).

PacTBOpHTENb OTTOHSIOT W OCTATOK OYMINAIOT Xpomarorpadueidt Ha xojonke (60-120 cunmmkarems, 10%
STHJIAIETAT B TeKCaHe) ¢ MOIydeHHeM IpoaykTa ¢ 59%-ueM BeIxogoM (5,4 1). XKX-MC (UDP): paccunranHas
Macca: 377,29; HaiineHHas Macca: 378,3 [(M+H]" (By: 1,83 Mun).

[TpomexxyTounbIii pumep 6.
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4-A3zuno-2-mMeTunoyTaH-2-071.

a) 4-bpom-2-metundyraH-2-071.

K oxnmaxaeHHOMy pacTBopy 3THI 3-6pomipomanoara (0,5 T, 2,8 MMoIb) B TUATHIIOBOM ddupe (50 mi) mpu
0°C no6asmsiror 6pomua metunmaraus (0,98 r, 8,3 MMomb, 3 3KB.) TIO KaljIsIM B T€UEHHUE 5 MUH, U CMECh Tiepe-
MEIINBAIOT A0 TeX mop, noka TCX He MoKakeT OTCYTCTBHE UCXOAHOTO Matepuaia. CMech racar U SKCTparupy-
10T, KaK B IPOMEXYTOYHOM IpuMepe 5c). PacTBopuTens OTrOHSIOT C MONyYeHHEM HEOUYHIIEHHOTO MPOIyKTa
(0,4 71).

b) 4-A3uno-2-metundyTaH-2-071.

K cmecu 4-6pom-2-metnndyran-2-ona (0,4 1, 2,4 MMonb) u TpudTHIaMuHa (1 M, 7 MMoinb, 3 9KB.) B
CH,Cl, (15 mn) mobasinstot asun Hatpus (0,47 t, 7 MMonb, 3 3kB.) B HyO (5 mit), 1 cMech IepeMENInBarOT B Te-
genue HouM. Cmech Tacar Bojou W skcrparupytor CH,Cl, (3x50 mi). OObenuHEHHBIH OPTraHUYECKHA CIIOH
MPOMBIBAIOT BOJIOH, HACHIIIEHHBIM PACTBOPOM COJIM M CyIIaT Haj Cyib(aToM HaTpus. PacTBOpHUTETh OTTOHSIOT C
TOJIydeHreM TPOAYKTa ¢ 65%-HbM BoixomoM (0,2 T). 'H SIMP (300 MI'u, IMCO-ds): & 4,39 (yump.c, 1H),
3,40-3,32 (m, 2H), 1,15 (1, 2H), 1,23-1,04 (M, 6H).

IIpomexxyTounslit mpumep 7.

ABHIOIMKIIONIEHTAH.

K pacrBopy #onmukionenrana (0,5 r, 2,55 mmoins) B JIM® (2 mi) nobasmsitor Boauslid azux Hatpus (0,33
T, 5,1 MMoup). Cmech nepemernmBaroT nipu KT B Teuenue 10 muH u 3aTeM nepememuBatot npu 80°C B TeueHne
HO4H. CMech KCTPAarupyroT TUATHIOBEIM 3pupoM (3x50 Mir), 1 00bETUHEHHBIH OpraHMYeCKUi CIIOH POMBIBa-
FOT BOJIO, HACKHIIIEHHBIM PAaCTBOPOM COJIH U CYIIAT HaJ CyIb(paToM HaTpua. PacTBOpHUTENb OTTOHSIOT C MOJTyde-
HHEeM TpoxaykTa ¢ 64%-ubM BrxogoM (0,18 1), KoTOpEIN IPUMEHSIOT cpasy Ha ciexytomei cragun. UKD (un-
cThiit): v 3448, 2471, 2100, 1671, 1498, 1438, 1383, 1256, 1094, 865 cm™.

ITpomexxyTrounbIii mpumep 8.

(AsugoMeTnin)uKI00yTaH.

K pactBopy (0Opommernm)unknodyrana (0,5 r, 3,35 mmons) B JIM® (2 mir) 100aBistoT BOIHBIA a3u] Ha-
tpus (0,43 1, 6,7 Mmmois). Cmech nepememnusatot pu KT B Teuenne 10 muH, 3atem nepemermBarot npu 80°C B
TedyeHne Hoyd. CMeCh IKCTPAarupyroT Kak B MpeIbIAyIleM HpuMepe. PacTBOpHUTENs OTTOHSIOT C HONyYCHHEM
npoaykTa ¢ 54%-upM BeixonoM (0,2 1). 'H SIMP (300 MI'a, AIMCO-ds): & 3,66-3,53 (M, 2H), 2,66-2,21 (M, 1H),
2,06-2,00 (M, 2H), 1,84-1,66 (M, 4H).

IIpomesxyTounslit mpumep 9.

1-(uknonponunmeruin)-4-(4,4,5,5-rerpamerni-1,3,2-nnokcadopoian-2-min)-1 H-nupazoun.

a) 4-bpom-1-(mknonponmameTi)- 1 H-mupasod.

K pactBopy 4-6pom-1H-tmmpazona (0,1 r, 0,68 Mmoins) B JIM® (20 M) mob6asmstor K,COs (0,19 1, 1,36
MMOJIb, 2 9KB.) U (OpoMmMeTmn)uukionpomnas (92 mr, 0,68 mmonb, 1 3kxB.). CMech nepememmusatot nipu KT B Te-
yerne 4 4. CMech TacAT U SKCTPAarupyroT, KaK B MPOMEXYTOIHOM IpuMepe S5c). PacTBopurens OTrOHSIOT ¢ 1mo-
JTydeHueM HeodumeHHoro npoaykra (0,15 ).

b) 1-(Huxmonporunmernn)-4-(4,4,5,5-rerpamernn-1,3,2-muokcadboponan-2-wmn)- | H-mupazon.

B nerasupoBannsiii (N, 6apOOTHPOBaHHEIN) pacTBOP COENMHEHHS U3 MPOMEXYTOUHOTO npumepa 9a) (0,15
r, 0,75 MmMomb) B 1,4-muokcane (10 mi) mobasstor 4,4,4',4',5,5,5',5"-okramenn-2,2'-6u(1,3,2-quokcadopornan)
(0,23 r, 0,9 mmoms, 1,2 3kB.), Pd(dppf)Cl, (0,12 1, 0,15 mmous, 0,2 3kB.) u anerat kanus (0,25 r, 2,55 Mmons,
3,4 9KB.) IO METOAMKE U3 MPOMEKYTOUHOTo IpuMepa 1b). PacTBopUTENbh OTTOHSIOT C MONTYYCHUEM HEOUHIIICH-
HOTO OCTaTKa, KOTOPBIH OYMIIAOT XpoMaTorpaduei Ha kosonke (60-120 cunmkarens, 30% sTuanerar B rekca-
He) ¢ mosydeHueM npoaykra ¢ 81%-uemM BeixomoM (0,15 r). XKX-MC (MOP): paccumrannas macca: 248,13;
Haiinennas Macca: 249,2 [M+H]" (y: 1,58 mun).

[Ipomexxyrounsrii mpumep 10.

2-MopdonMHOYKCyCHAsI KUCITOTA.

a) Ot 2-MopdoauHOaeTaT.

K pactBopy atHn 2-xmopanerata (0,5 r, 5,74mMmomnb) B JIM® (70 M) mpu 10°C gobasmsror K,CO;5 (1,98 1,
14,34 mmomb, 2,5 3kB.) n 1-metrmmunepasud (1,05 r, 8,6 Mmoinb, 1,5 9kB.), u cMech nepememmuBatot npu KT B
TeueHne 2 4. CMech racar M SKCTparupyroT Kak B MPOMEXYTOUHOM NpumMepe Sc). PacTBopurens OTrOHSIOT, U
HEOUMILECHHBIH OCTaTOK OYHUIAIOT XpoMmarorpadueii Ha koyoHke (60-120 cunmkarens, 40% sTunanerar B rexkca-
HE) ¢ morydeHueM npoaykra ¢ 74%-abM BeixogoM (0,74 1). XKKX-MC (M3P): paccuntannas macca: 173,2, Haii-
nenHas Macca: 174,0 [M+H]" (By: 0,20 mun).

b) 2-Mop¢omuHOYKCYCHAST KUCIIOTA.

PactBop aTmi 2-mopdonunoanerata (1,8 , 11,44 mmouns) B 81 HCI (5 mim) HarpeBaroT npu 90°C B TeueHue
12 9. CMech KOHIEHTPUPYIOT ¢ MoydeHneM npoaykra ¢ 64%-usim BerxogoM (0,9 ). XKXX-MC (U3P): paccun-
TaHHAs Macca: 145,16; HaiinenHas macca: 146,3 [M+H]" (8y: 0,21 mun).

IIpomexytounstit npumep 11.

4-A3u0- 1 -MEeTHIITUTIEPUTHH.

a) MerancynbdoHaT 1-MeTHIMUIepUInH-4-1I1a.

1-Merunmunepunuu-4-ox1 (4 t, 34,7 mmons) pacteopsitor B CH,Cl, (70 mur) pu 0°C ¢ nocneayronmM 1o-
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6asnenueM Et;N (10 mi, 69,4 Mmmouts, 2 5KB.) U XJlopuaa MetaHcynshoHmia (2,7 mi, 34,7 MmMmoib, 1 3kB.). CMech
nepememuBatoT npu KT B Tedenue 3 4, racaT U 3KCTparupyoT Kak B IPOMEKYTOUHOM IpuMepe 5a). PactBopu-
TeJIb OTTOHSIOT C TIOTYyYeHHEM HEOUHIIIEHHOTO MpoaykTa (6,7 T).

b) 4-A3uno- 1 -MeTUITIHIIEPUIHH.

K pactBopy coemuHeHHs U3 MpoMexyTodHoro npumepa 11a) (2,1 r, 10,9 mmoinp) B IMD (30 mi) nobas-
nsitot a3un Hatpus (1 r, 16,32 mmodnb, 1,5 3kxB.) CMech nepemermmBaroT pu 60°C B Teuenue 12 4. Cmech 3ateM
racsT BOJOU M AKCTPATHPYIOT HUATHWIOBBIM dpupoM (3x100 mur). OObeAUMHCHHBIN OPraHUYECKUN CIIOW TPOMBEI-
BAaIOT BOJOW, HACHIIIICHHBIM PACTBOPOM COJIM M CyIIAT HaJl CyIb(aToM HaTpus. PacTBOpUTENHs OTTOHSIOT € MOy~
yeHrneM nponykra (1,3 r). 'H saMP (300 MI', CDCly): & 3,49-3,37 (M, 1H), 2,71-2,67 (M, 2H), 2,24 (c, 3H),
2,18-2,09 (M, 2H), 1,93-1,85 (M, 2H), 1,72-1,60 (M, 2H); XKX-MC (U3OP): paccuntannas macca: 140,1; HaiineH-
Hasg Macca: 141,1 [M+H]" (8y: 0,13 mun).

IIpomexxyTounslii mpumep 12.

1-Uzonpormn-4- (4,4,5,5-rerpamerui-1,3,2-nuokcadoponan-2-wmi)- 1 H-upaszon.

a) 4-bpom-1-u3onpomnun-1H-nupason.

K pactBopy 4-6pom-1H-nmpazon (5 r, 34 mmons) B IM® (70 mi) modasmstor K,CO; (11,83 1, 85,6
MMOJIb, 2,5 3kB.) U 2-06pommnponaH (6,3 T, 51,36 Mmodb, 1,5 9kB.), u cmeck nepememuBaroT npu KT B Teuenue 12
4. CMeCh TacsAT U IKCTPArHUPYIOT, KaK B IIPOMEKYTOYHOM MpuMepe 5a). PacTBopuTEh OTTOHSIOT, U HEOUYHIICH-
HBIH OCTaTOK OYMINAIOT XpoMaTorpaduei Ha kojoHke (60-120 cummkarens, 20% 3THianeTar B TeKCaHe) ¢ MoJy-
qeHHeM TPOAYKTa ¢ 89%-HbiM BEIX0A0M (5,8 T). 'H SIMP (300 MI'ti, IMCO-dq): & 8,01 (c, 1H), 7,50 (c, 1H),
4,49-4,43 (m, 1H), 1,38 (m, 6H).

b) 1-U3onponmin-4-(4,4,5,5-rerpamernn-1,3,2-muokcadboponan-2-un)- 1 H-mupazosnr.

B nmerasupoBannbiii (N, 6apOOTHPOBAHHEIN) PACTBOP COCMUHEHUS U3 MPOMEKYTOTHOTO Mpumepa 12a) 4-
6pom-1-m3onponmi-1H-mupazon (1,5 v, 7,9 mmons) B 1,4-muokcane (30 mur) mobasmstor 4,4,4'4',5,5,5',5'-
okrameTui-2,2'-6u(1,3,2-muokcadboponan) (3 r, 11,84 mmons, 1,5 sxs.), Pd(dppf)Cl, (0,64 r, 0,79 mmous, 0,1
9kB.) U anetat kamus (1,93 r, 19,74 Mmmoib, 2,5 3KB.) MO METOAMKE M3 MPOMEKYTOUHOTO pumepa 1b). Pacteo-
pUTENH OTTOHSIOT € TIOJTyYeHUEeM Mpoaykra ¢ 67%-HbM BeIxoaoM (1,2 r). XKX-MC (UDP): paccunrannas mMacca:
236,12; naitnennas macca: 237,1 [M+H]" (y: 1,41 mun).

IIpomesxyTounslii mpumep 13.

1-Otun-4-(4,4,5,5-rerpamerni-1,3,2-muokcadoponan-2-wmn)- 1 H-mupasoor.

a) 4-bpom-1->tun-1H-nupazon.

K pactBopy 4-6pom-1H-mupazona (5 r, 34 mmonb) B IM® nobasnsror K,CO; (11,75 1, 35,03 mmons, 2,5
9KB.) 1 HomdTaH (8 T, 51 Mmmonb, 1,5 3kB.), u cMech nepememuBaioT mpu KT B Teuenne 12 4. CMech racsiT u 9Kc-
TParupyroT, Kak B IPOMEKYTOYHOM IpUMepe S5¢). PacTBOpHUTENs OTTOHSIOT, U HEOYHIIICHHBIH OCTaTOK OYHIIIAIOT
xpomarorpadueii Ha komonke (60-120 cummkarens, 40% >3THmaneraT B rekcaHe) C IONyYEHHEM IMPOAYKTa C
84%-ubIM BBIXOAOM (5 T). 'H AMP (300 MI'u, AMCO-dg): & 8,02 (c, 1H), 7,55 (c, 1H), 4,15 (xB, 2H), 1,37 (T,
3H); )KX-MC (MDP): paccuntannas Macca: 175,03; Haiinennas macca: 177,0 [M+H]" (By: 0,56 Mum).

b) 1-Otun-4-(4,4,5,5-rerpamernn-1,3,2-quokcabopoian-2-un)- 1 H-mupazon.

B neraszuposannsiii (N, 6apborupoBanHblif) pacTtBop 4-0pom-1-3tmn-1H-nmupason (2 r, 11,42 mMMonb) B
1,4-mnokcane (30 mun) nobapmsror 4,4,4',4',5,5,5',5"-okrameTmn-2,2'-0u-(1,3,2-nnokcaboponan) (4,35 r, 17,14
MMmoIb, 1,5 3kB.), Pd(dppf)Cl, (0,93 1, 1,14 mmons, 0,1 3kxB.) u anerart kamus (2,79 T, 28,55 Mmoib, 2,5 9kB.) 10
METOMKE M3 MPOMEKYTOYHOro mpumepa 1b). PacTBopuTens OTTOHSIOT ¢ MOJNydeHHEM MPOAyKTa ¢ 88%-HbIM
BEIX0A0M (2,2 r). XKX-MC (UDP): paccumrannas macca: 222,09; maiinennas macca: 223,3 [M+H]" (By: 0,83
MHH).

[Ipomexxyrounsii mpumep 14.

2-X1op-5-io1-3-HATPOTTUPHIUH.

a) 5-Mon-3-HUTPOMMPUINH-2-aMHH.

K pactBopy 3-mmrpormmpuaunn-2-amuna (1,2 r, 8,63 MMoab) B ykcycHOH kuciote (5 mi), Bome (1 mur) u
ceproii kucnore (0,2 M) go6aBisroT iepuoanyto kucnoty (0,4 r, 1,72 Mmoib, 0,2 9KB.), U CMeCh IepeMeIIrBa-
ot ipu 90°C B Teuenne 15 MuH. Hox (0,87 1, 3,45 MMoutb, 0,4 5KB.) JOOABISIOT TOPIHSIMH, K CMECh HarPEBAIOT
mpu 90°C B Teuenue 1 4. Cmech racaT qo0aBIeHUEM BOABI M OKCTpArupyroT stmiarneTatoM (3x150 mi). O6be-
JMHCHHBI OPTaHWYCCKHIA CIIOW TPOMBIBAIOT BOJIOW, BOAHBIM THOCYIb(ATOM HATPUS, HACHIIICHHEIM PACTBOPOM
COJIM | CyIIAT HaJ cyib(aToM HATpUs. PacTBOPUTENH OTIOHSIOT C MONyYCHUEM MPOAYKTA ¢ 57%-HBIM BBIXOJJOM
(1,3 ). 'H SIMP (300 MI'ti, IMCO-dy): & 8,58 (x, 1H), 8,54 (x, 1H) 8,04 (ymmp.c, 2H); KX-MC (U3P): pac-
cunraHHas Macca: 265,01; HalneHHas Macca: 265,9 [M+H]" (By: 1,36 muH).

b) 2-Xnop-5-itoa-3-HATPOITUPUANH.

K pactBopy 5-#ion-3-autponupunun-2-amuna (1,3 r, 4,3 mmons) B konuenrpupoBanHoit HCI npu 0°C no-
0aBnsAt0T HUTPUT Hatpus (6,73 T, 97,13 MMmonb, 20 3KB.) MOPUUSAME C TOCICIYIONINM JTOOaBICHUEM XJIOPHIA
memu(l) (0,5 T, 4,9 mmons, 1 3kB.), u cMech nepememuBatoT mpu KT B Teuenune 12 4. CMmech 3aTeM BBUIMBAIOT B
CMecCh THJIPOKCcHIAa aMMOHUS U Boasl (1:1) m skctparupyror stunaneraroM (3x150 mi). OObetMHEHHbIH opra-
HUYECKUH CIIOH MPOMBIBAIOT BOZIOH, BOAHBIM THOCYJIE(GATOM HATPHS, HACHIIIEHHBIM PAaCTBOPOM COJH U CYIIAT
Hax cyib(aroM HaTpus. PacTBOpHUTENH OTTOHSIOT C MOydeHneM npoaykTa ¢ 43%-ueiM BeIxogom (0,6 1).
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IIpomexxyTounslii mpumep 15.

2-(4-Drunnunepasut- 1 1) yKCycHas KHCI0Ta.

a) Ortmi 2-(4-MeTuimunepasuH- | -ui)amnerar.

K pactBopy 1-metunmumnepasuna (1 t, 8,771 mmoins, 1,0 3kB.) B IM® nobasnsaior K,CO3 (265 mr, 21,927
MMOJIb, 2,5 9KB.) U 3TII 2-6pomanerat (167 mr, 13,15 mmons, 1,5 2kB.). Cmech nepemermuBatoT ipu KT B Teue-
HHUE 16 4, TacAT M KCTParUPYIOT, KaK B MIPOMEKYTOUYHOM IpHMepe 5a). PacTBOPHUTENTH OTTOHAIOT € MOTyYCHHEM
npoaykta ¢ 76,4%-ubmM BexonoM (1,3 1).

b) 2-(4-OrunnurepasuH- 1 -ur) yKCycHast KUCIIOTA.

PactBop mMetun 2-(4-stunnunepasus-1-mwi)anerara (1,3 r, 6,50 mmois, 1,0 3xB.) B 8H. HCI nepememmBarot
npu 95°C B TeueHue 16 4 ¥ KOHICHTPUPYIOT B BaKyyMHOM Hacoce. CMech racar pactBopoM OukapOoHara Ha-
TpHS U dKCTparupyroT stminaneTaroM (3x150 mur). O0benMHEHHBIH OPTaHUIEeCKHI CIIOH MPOMBIBAIOT BOJIOW, Ha-
CBIIIICHHBIM PACTBOPOM COJIH U CYIIAT HaJ CYJb(haToM HaTpusl. PacTBOPHUTENb OTTOHSIOT C TOJYYCHUECM MPOIYK-
ta ¢ 54,5%-upM BeIxomoM (0,6 1). KX-MC (MOP): paccunrannas macca: 158,0; Halimennas macca: 159,1
[M+H]" (By: 0,102 mun).

IIpomexxyTounslii mpumep 16.

N-Iukmonpomnuii-2-0KCOOKCa30IUuaNH-3-CyIbQOHAMU.

K pactBopy 6pomaTtanona (1 r, 8,06 mmons) B JIXM no6aBisiroT m3onuanat xiaopcyibdonwmra (1,13 r, 8,06
MMOJTb) B JIXM, U 3TOT pacTBOp MOOABISAIOT B TEUEHUE 2 MUH T10 KaIisaM K mukionponwiamuny (0,552 T, 0,009
MMoOJTb) U TprdTHiamuny (1 mi, 0,007 mMoins) B IXM u nepemermmBaroT npu KT B Teuenne 1 1. CMech racsr
0,2M pactBopom HCI u skcrparupyror XM (3x150 mur). OObeIMHEHHBIH OPraHUYeCKUN CIOH MPOMBIBAIOT
BOJIOH, HACHIIIIEHHBIM PacTBOPOM COJIH W CyIIAT Hax Cynb(haToM HaTpHUsA. PacTBOpUTENs OTTOHSIOT C MOTyYCHH-
eM npoaykra ¢ 48%-ubiM Beixogom (0,8 1). 'H IMP (400 MI', AMCO-dy): 6 8,15-8,14 (m, 1H), 4,42 (1, 2H),
3,70 (1, 2H), 2,35 (M, 1H), 0,58-0,53 (M, 4H).

IIpomexytounstit npumep 17.

N-(1H-ITupazon-4-un)aueramMu.

VYxcycusiid anruapun (0,7 mu, 8,433 mmons) nobasisiror o karwrsaMm npu 0°C x 1H-nmpazon-4-amuny (0,7
T, 8,433 Mmmoub). Cmech nepemernuBaroT B TeueHue 30 mu nipu KT u racat noOaBieHnEM H3MEITbUCHHOTO JIbJIA.
CMech dKCTparupyroT stwianeratoM. OObeTUHCHHBIH OPraHMYCCKHUA CIOH MPOMBIBAIOT BOJIOM, HACHIIIICHHBIM
PACTBOPOM COJIM U CYyIIaT Haj Ccylb(haToM HATpHs. PacTBOPUTENh OTTOHSIOT C MOTYYCHHUEM MPOIYKTa ¢ 54%-
HeIM BeIXOZOM (0,6 T). XKX-MC (MDP): paccunrtannas macca: 125,0; Haiinennas macca: 126,1 [M+H]" (By:
0,115 mun).

[Ipomexxyrounsrii mpumep 18.

2-(1H-1,2,4-tpna3on-1-nin)ykcycHasi KHCIIOTA.

a) Ortwmn 2-(1H-1,2,4-tpuazon-1-un)amnerar.

K pacrBopy 1H-1,2,4-tpuazona (2 r, 29,9 mmons, 1,0 2xB.) B IM® nobasmsior K,CO; (12,3 1, 88,9
MMOJIb, 3 9KB.) U 3THA 2-0pomanetat (4,8 T, 29,9 mmoinb, 1 3kB.). Cmech nepememmBatot nipu KT B Teuenue 16
4. CMeCh TacAT U IKCTPATUPYIOT KaK B MPOMEKYTOYHOM IpuMepe S5a). PacTBOpUTENh OTTOHSIOT C MONyYCHUEM
npoaykra ¢ 65%-ubM BbixogoM (3 r). XKX-MC (MUDP): paccuntannas macca: 155,0; naiinennas macca: 156,1
[M+H]" (By: 0,113 mun).

b) 2-(1H-1,2,4-Tprazosn-1-min)ykcycHast KHCIIOTa.

PactBop coeanHeHus u3 npoMexyroyHoro npumepa 18a) (3 r, 19,35 mmons, 1,0 sks.) B 8H. HCI nepeme-
muBaroT pu 95°C B TeyeHue 16 4 U KOHIICHTPUPYIOT B BaKyyMHOM Hacoce. CMech racsT U dKCTParupyror, KakK
B MIPOMEKYTOUYHOM ImpuMepe 15b). PacTBopHTENb OTTOHSIOT C MOJXYYEHHEM JKEIaeMOro MpoxykTa ¢ 62%-HbIM
BerxozoM (1,5 r). XKX-MC (MDP): paccumTanHas Macca: 127,0; HaiineHHas Macca: 128,0 [M+H]" (sy: 0,24
MUH).

[Ipomexxyrounsrii mpumep 19.

a) Ot 2-(uppoNuanH- 1 -riT)arerar.

K pactBopy muppommauna (1,2 r, 16,3 mmons, 1,0 3kB.) B IM® nobasnsior K,CO; (5,63 1, 40,7 MMoITB,
2,5 9kB.) u tin 2-6pomanerar (1,73 r, 24,4 mmornb, 1,5 3kB.). Cmech nepememmuBaroT npu KT B Teuenue 16 4,
racsT U YKCTPATUPYIOT, KaK B MIPOMEKYTOUHOM MpHMeEpe 5a). PacTBOpHUTENb OTTOHSIOT ¢ IOJTYYCHUEM TIPOTYKTA
¢ 80%-ubIM BBIX0I0M (2 T). dKX-MC (UDP): paccunrannas macca: 157,2; Haiinennas macca 158,1 [M+H]" (By:
0,2 mun).

b) 2-(Tlupposuaun-1-m1)yKCycHast KHCIOTa.

PactBop atHn 2-(mupponuaus-1-wn)anerara (2 , 12,7 mmois, 1,0 5kB.) B 8H. HCl mepememmBarot npu
95°C B Teuenune 16 4. CMech KOHIEHTPUPYIOT, TacsIT U AKCTPArUPYIOT, Kak B MPOMEKYTOUHOM Tpumepe 15b).
PacTBopuTens OTTOHAIOT ¢ OMydeHHeM nmpoaykra ¢ 91%-uemM BerxogoM (1,5 ). XKKX-MC (MDP): paccunrannas
macca: 129,1; naiinennas macca 130,1 [M+H]" (By: 0,26 mun).

[Ipomexxyrounsrii mpumep 20.

2-MophonrHOYKCYCHAsI KUCIOTA.

a) Ot 2-MopdosmHoaneTar.

K pactBopy Mmopdommna (1,4 r, 16,3 mmois, 1,0 3kxB. ) B IM® nodasusror K,CO3 (5,63 1, 40,7 mmoinb, 2,5
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9KB.) 1 3TN 2-Opomarierat (4,07 T, 24,4 mmonb, 1,5 3kB.). Cmechk nepememuBaroT pu KT B Teuenue 16 4, racat
U JKCTParupyoT, Kak B NMPOMEXKYTOUHOM Ipumepe 5a). PacTBopuTens OTrOHAIOT ¢ MOIy4YE€HUEM MPOAYKTa C
71,4%-mpM BEIXOOM (2 T). XKX-MC (MDP): paccunrannas mMacca: 173,2; naiinennas macca: 174,0 [M+H]" (sy:
0,20 muH).

b) 2-MopdonrHoyKCcyCHast KHCIIOTA.

PactBop atnn 2-mopdommuoarnerara (1 r, 57,8 mmons, 1,0 9kB.) B 8H. HCI mepememmBaroT nipu 95°C B Te-
genue 16 4. CMech KOHIIEHTPHUPYIOT, TaCAT B IKCTPArUPYIOT, KaKk B MIPOMEKYTOYHOM mpumepe 15b). PactBopu-
TeJb OTTOHSIOT C MOJXy4eHHEeM TpoaykTa ¢ 96,3%-ueM BeixoaoM (0,8 r). XKX-MC (MU3P): paccuntanHas Macca:
145,16; naiinennas macca: 146,3 [M+H]" (y: 0,21 mun).

IIpomesxyTounslii mpumep 21.

2-(ITunepuaue-1-ua)yKcycHast KHCIIOTA.

a) Ot 2-(mMnepuauH- 1 -mn)anerar.

K pactBopy numepuauna (3,4 r, 40,7 mmons, 1,0 3kB.) B IM® nodasnsaror K,CO; (14 1, 101,0 mmois, 2,5
9KB.) U 9TUI 2-xJjopauetart (4,83 mu, 48,9 mmons, 1,2 skB.). Cmechk nepememuBator npu KT B teuenue 16 u.
CMech TacsAT U IKCTParupyloT, Kak B MPOMEXYTOYHOM Ipumepe S5a). PacTBopurens OTTOHAIOT ¢ MOTyYCHHEM
npoaykta ¢ 72%-ueM BbIxonoM (5 1). XKXX-MC (MDP): paccunrannas macca: 171,1; Halinennas macca 172,3
[M+H]" (By: 0,1 mun).

b) 2-(ITunepuauH- 1 -nm)yKkcycHast KHCIIOTA.

PactBop atmn 2-(munepuaus-1-wm)anerara (1 r, 5,84 mmons, 1,0 skB.) B 8H. HCl mepememmBaroT npu
95°C B Teuenune 16 4. CMech KOHIIEHTPUPYIOT, TacsSIT U AKCTPArupyroT, Kak B MPOMEKYTOUHOM Tpumepe 15b).
PacTBOpuTeNh OTTOHSIOT ¢ IONy4YeHUEM MPoayKTa ¢ 95%-ubiM BeixoqoM (0,8 ). JKX-MC (MDP): paccunrannas
macca: 143,1; naiinennas macca 144,4 [M+H]" (By: 0,21 mumn).

IIpomesxyTounslii mpumep 22.

2-(3,5-AumMeTrnnnunepasus-1 -un)ykcycHast KUCIOTA.

a) Orun 2-(3,5-muMeTununepasus- | -m)amnerar.

K pactBopy 2,6-mumermnmunepasuna (500 mr, 4,378 mMoinsb, 1,0 2xB.) B TT'® mobasmsror K,COs (1,2 1,
8,75 mmomb, 2,2 9kB.) u ot 2-6pomarietar (731 mr, 4,278 mmons, 1,0 skB.). Cmech nepementuBaroT mpu KT B
TedeHue 4 4, 3aTeM TacsAT M HKCTPArupyloT, Kak B IPOMEXYTOYHOM Ipumepe S5a). PacTBopurens oTroHAIOT
noiydeHrneM nponykTa ¢ 34%-usmm BerxosoM (0,3 1). XKX-MC (MDP) : paccuntannas macca: 200,0; HalineHHas
macca: 201,0 [M+H]" (y: 0,102 mun).

b) 2-(3,5-AumeTrnmunepa3uH- 1 -ui1) yKCycHasi KHCJIOTa.

PactBop coenunennst U3 nmpoMexxyrouHoro npumepa 22a) (300 mr, 1,5 mmons, 1,0 skB.) B 81. HCI nepe-
MemuBatoT npu 95°C B Teuenue 16 4. Cmech KOHIEHTPUPYIOT, TaCAT U HKCTPArupyIOT, KaK B IPOMEXYTOUYHOM
npumepe 15b). PacTBoputens OTrOHSIOT ¢ MOJy4eHHEM Hponykra ¢ 96%-HbM BeIXOmoM (250 mr) . KX-MC
(U3P): paccunrannas macca: 172,0; naiinennas macca: 173,1 [M+H]" (By: 0,094 Mun).

IIpomesxyTounslii mpumep 23.

2-(4-(Tpet-byTokcukapOOHWIT ) IHIIEpa3uH- | -MIT) yKCYCHAs! KHCIIOTA.

a) TpeT-bytun 4-(2-3ToKCH-2-0KCOITHI ) THIIepa3nH- | -kapOOKCHIIaT.

K pactBopy Tper-OyTun numepasus- 1-kapookcmnata (2,9 r, 10,7 mmons, 1,0 3xB.) B TT'® mobaBnsior kap-
6onat kanms (2,96 r, 21,0 mMoitb, 2 9kB.) 1 3THa 2-O6pomanerart (1,58 T, 10,7 mmomns, 1,0 5kB.). CMmech iepemMe-
muBaroT pu KT B Teuenune 16 4. CMech racsaT U SKCTParupyroT, Kak B MPOMEKYTOYHOM TpuMepe S5a). PacTBo-
PHUTEIb OTTOHSIOT C MOydeHHeM IpoaykTa ¢ 51%-HeM BeIxogoM (1,5 ).

b) 2-(4-(Tper-ByTokcukapbonn)nunepasuH- 1 -ui) yKcycHas: KHCIIOTa.

K pactBopy coeanHeHus U3 npoMmexyrouHoro npumepa 23a) (1,5 r, 5,51 mmoins) B meranoiue (10 min) no-
6asistror BogHbId pactBop NaOH (0,8 r, 22,0 mmous, 4 9kB.). Cmech nepememmBatoT npu KT B Teuenne 2 4.
CMech KOHIIEHTPUPYIOT U AKCTPArUpyIOT, KaKk B MPOMEXKYTOUHOM IpuMmepe 5¢). PacTBopuTens OTrOHAIOT ¢ MO-
nydeHueM mpoaykra ¢ 76%-aeiM BeixogoM (1 r). XKX-MC (UBP): paccunrannas macca: 244,29; HaiineHHas
macca: 145,1 [M-Boc+H]" (By: 0,102 Mum).

[Ipomexxyrounsii mpumep 24.

a) Otmi 2-(4-3Timuriepa3uH- 1 -mn)amneTar.

K pactBopy 1-armimmunepasuna (1 r, 8,771 mmons, 1,0 5kB.) B JIM® nobasmstor K,CO; (3 1, 21,927
MMOJIb, 2,5 9KB.) ¥ 3TUa 2-0pomarietar (2,19 r, 13,156 Mmmonsb, 1,5 skB.). Cmech nepememmuBatot mpu KT B Tede-
HHE 16 4. CMech racar U 3KCTparupyroT, Kak B IPOMEXYTOYHOM Ipumepe 5a). PacTBopuTens OTTOHSIOT ¢ MOITy-
YeHHEeM NPOoayKTa ¢ 76,4%-HpM BeIxogoM (1,3 ).

b) 2-(4-OrunnunepasuH- 1 -uia)yKcycHas: KHCIIOTA.

PactBop a1Hn 2-(4-3THNNIUTICpa3uH-1-mwn)aneTara (1,3 T, 6,50 mMons, 1,0 3kxB.) B 81. HCI nepemenmBarot
npu 95°C B Teuenue 16 u. CMech KOHIEHTPUPYIOT B BAKYYMHOM HAacoCe, TacsiT U AKCTPArupyroT, Kak B IpoMe-
JKYTOUHOM IpuMepe 15b). PacTBopuresb OTroHSIOT ¢ mosrydeHneM npoaykra ¢ 54,5%-ueiM BeixozoM (0,6 r).

IIpomexxyTounslii mpumep 25.

1-Uzonpommn-4-(4,4,5,5-rerpamernn-1,3,2-nuokcaboponan-2-wmn)- 1 H-mupazoor.

a) 4-bpom-1-m3omnponun- 1 H-mupazos.

K pactBopy 4-6pom-1H-mupa3zona (5 r, 34,24 mmons, 1,0 3xB.) B IM® nobasmsror K,CO; (11,83 1, 85,60
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MMOJIb, 2,5 3kB.) U 2-Opomnporan (6,31 r, 51,36 mmonsb, 1,5 3kB.). CMmeck nepememmBaroT pu KT B TeueHne 12
4. CMech TacsT U IKCTPArupyIoT, KaK B IIPOMEKYTOYHOM NpuMepe S5a). PacTBopuTeNnb OTTOHSIOT ¢ MOTydYeHHEM
npoaykta ¢ 76,9%-ubmM BexonoM (5,0 1).

b) 1-U3onponmin-4-(4,4,5,5-rerpamernn-1,3,2-muokcaboponan-2-un)- 1 H-mmpazosn.

K (N, 6apbotupoBanHoMy) pacTBopy 4-Opom-1-uzonponwi-1H-mupazona (1,5 r, 7,894 mmons) B 1,4-
nmuokcane (15 mur) mobGasistror 4,4,4',4',5,5,5',5"-oktamerrn-2,2'-6u(1,3,2-nnokcadboponan) (3,0 r, 11,84 mmonb,
1,5 axB.), Pd(dppf)Cl, (0,644 T, 0,784 Mmmoib, 0,1 5kB.) 1 anerart kanus (1,93 r, 19,73 mmonb, 2,5 9KB.) 1O METO-
JIUKe W3 MPOMEXKYTOIHOro mpuMepa 1b). PacTBopuTenh OTTOHSIIOT, U OCTATOK OYHIIAIOT XpomaTorpadueid Ha
kosoHke (60-120 cunmkarens, 15%-HbIi STHIALETAT B TEKCAHE) C MOJYyYEHUEM MPOAYKTa ¢ 66,6%-HBIM BBIXO-
noM (1,2 T). JKX-MC (UDP): paccuntannas macca: 236,17; Haiinennas macca: 237,1 [M+H]" (By: 1,4 Mun).

IIpomesxyTounslii mpumep 26.

2-(ITnnepuaue-1-ua)yKcycHast KHCIIOTA.

a) Otun 2-(munepuaus- 1 -mn)anerar.

K pactBopy munepunusa (1,5 r, 17,61 mmons, 1,0 3xB.) B JIM® nobasmstor K,CO; (6,08 1, 44,02 MMOUIB,
2,5 9kB.) 1 oTun 2-xmopanertat (3,23 r, 26,42 MmMoub, 1,5 9kB.). Cmech nepememuBaioT npu KT B Teuenue 12 4,
TacsT U AKCTPATUPYIOT, KaK B MIPOMEKYTOYHOM IIpHMepe 5a). PacTBopHTeNb OTTOHSIOT C OTYYSHUEM TIPOTYKTa
¢ 80%-nbIM BEIXOAOM (2,4 T). JKX-MC (UDP): paccunrannas macca: 171,1; naiinennas macca 172,3 [M+H]"
(By: 0,1-0,2 mMuH).

b) 2-(ITunepuanH-1 -nn)yKcycHast KHCIIOTA.

PactBop a1nn 2-(mumepuans-1-un)amnerara (2,4 r, 14,0 mmons, 1,0 oxB.) B 84. HCI mepememmBaroT npu
95°C B Teuenue 16 4. CMech KOHLEHTPUPYIOT B BAKYyMHOM HAacOC€, racAT U SKCTPAarupyrooT, Kak B IPOMEXKY-
ToyHOM npuMepe 15b). PacTBopurens oTroHsIOT ¢ mosydeHueM npoaykra ¢ 60%-ubM BeixogoMm (1,2 ). XKX-
MC (MDP): paccuutannas Macca: 143,1; naiinennas macca 144,4 [M+H]" (By: 0,21 mun).

IIpomexxyTounslii npumep 27.

2-MophonrHOYKCYCHasI KUCIOTA.

a) Otmi 2-MopdoauHOoaeTar.

K pactBopy mopdommna (0,5 r, 5,739 mmous, 1,0 3xB.) B IM® nobasnstor K,CO; (1,98 1, 14,34 MMoub,
2,5 9kB.) u oatun 2-xynopanerart (1,05 r, 8,60 mmoib, 1,5 3kB.). Cmech nepememuBator npu KT B Teuenne 12 u.
CMech TacsAT U DKCTParupyloT, Kak B MPOMEXYTOYHOM Ipumepe S5a). PacTBopurens OTTOHAIOT ¢ MOTyYeHHEM
npoaykta ¢ 73,9%-upmM BerxogoM (0,735 r). KX-MC (MDP): paccunrannas macca: 173,21; HalineHHas macca
174,0 [M+H]" (8y: 0,1-0,4 MuH).

b) 2-Mop¢omuHOYKCYCHAST KUCIIOTA.

PactBop atun 2-mopdomuuoanerara (0,73 r, 4,24 mmons, 1,0 3kB.) B 81. HCI nepemenmiBarot npu 95°C B
TeueHne 16 4. CMech KOHLEHTPUPYIOT B BaKyyMHOM HAcOCe, IacsiT M SKCTParupyror, Kak B MPOMEXYTOYHOM
npumepe 15b). PactBopurens oTroHstor ¢ mosydeHueM mpoxykra ¢ 60%-aeiM Beixomom (0,37 r). KX-MC
(MDP): paccuntannas macca: 145,1; naiinennas macca 146,3 [M+H]" (sy: 0,28 mun).

IIpomexxyTounslii mpumep 28.

2-(ITuppommauH-1-mi1)yKcycHast KHCIIOTA.

a) Ot 2-(uppoNuanH- 1 -iiT)areTar.

K pactBopy muppomuauna (0,9 r, 12,65 mmons, 1,0 5kB.) B JIM® nobasnstor K,CO; (4,37 1, 31,62 MMOITB,
2,5 9kB.) 1 oTun 2-xmopanerat (2,32 r, 18,98 Mmmoisb, 1,5 3kB.). Cmech nepememuBatoT pu KT B Teuenue 12 4.
CMech TracsiT U DKCTParupyIoT, Kak B MPOMEXYTOYHOM Ipumepe S5a). PacTBopurens OTTOHAIOT ¢ MOTyYCHHEM
npoaykta ¢ 94,7%-uem Beixogom (1,8 ). KKX-MC (U3P): paccuntannas macca: 157,2; Halinennas macca 158,1
[M+H]" (By: 0,2-0,3 mun).

b) 2-(TIupposunun-1-mn)yKcycHast KUCIOTa.

PactBop atmit 2-(nmupponuann-1-un)anerata (1,8 r, 11,95 mmons, 1,0 skxB.) B 8H. HCI nepemeniBaioT npu
95°C B TeueHue 16 4. CMech KOHLUEHTPUPYIOT B BAKYyMHOM HAacOC€, racAT U SKCTPAarupyrooT, Kak B IPOMEXKY-
ToyHOM npuMepe 15b). PacTBoputens OTroHSIOT ¢ mosydeHueM npoaykra ¢ 54%-ubiM BeixogoM (1,4 ). XKX-
MC (MDP): paccuntanHas Macca: 129,1; Hafinennas macca 130,1 [M+H]" (By: 0,26 mun).

[Ipomexxyrounsii mpumep 29.

2-Merun-4-(4-(4,4,5,5-rerpamernn-1,3,2-nnokcadoponan-2-mn)- 1 H-mupazon- 1 -mr)6yran-2-o71.

a) 4-bpom-2-mMeTnnOyTaH-2-01.

K pactBopy meTtmi 3-6pommponanoarta (5,0 r, 29,94 mmonb, u 1,0 5kB.) B cyxoMm TT'® noGasisroT 6Gpomu
metmwmMaraus npu 0°C. Cmech nepememmBaroT nmpu KT B Tedenne 16 4, racsAT ¥ dKCTParupyrooT, Kak B MpoMe-
JKYTOUHOM TIpumepe 5¢). PacTBopuTens OTrOHSIOT ¢ MONy4YeHHEM HEOUYHIEHHOTO OCTAaTKa, KOTOPBIA OYHMIAIOT
xpomarorpacgueii Ha kosonke (60-120 cumkarens, 50% sTunanerar B rekcane). Berxon 48,9% (2,4 r). XKX-MC
(UDP): paccunrtannas macca: 167,0; naiinennas macca 167,1 [M+H]" (By: 0,8-1,0 muH).

b) 4-(4-bpom-1H-nmpazon-1-mn)-2-meTnnOyran-2-o.

K pactBopy 4-6pom-1H-mmpazona (1 r, 6,84 mmons, 1,0 3xB.) B JJIM® mobasnsror K,CO5; (2,3 1, 17,1
MMOJIB, 2,5 3KkB.) 1 4-6pom-2-meTmioyTan-2-o1 (1,7 r, 10,27 mmons, 1,5 akB.). Cmech nepememmsatot mpu KT B
TedeHue 16 4. CMech TacaT U SKCTParupyroT, Kak B IMIPOMEXYTOUHOM IpuMepe Sa). PacTBopuTens OTTOHSIOT C
nonyseHneM npoaykra ¢ 60%-abmM BexogoM (0,9 1). XKX-MC (MDP): paccunrannas macca 233,0; HalineHHas
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macca 235,0 [M+H]" (By: 0,64 mun).

¢) 2-Merun-4-(4-(4,4,5,5-terpamerni-1,3,2-muokcaboponan-2-un)-1 H-nupazon-1-nm)0yran-2-oi1.

B nerazupoBannstii (N, 6apOOTHPOBaHHBIN) pacTBOP COSAMHEHUS M3 IPOMEXYTOUHOTO TiprMepa 29b) (0,5
r, 2,16 Mmonp) B 1,4-muokcane (5 mur) mobGasmsrot 4,4,4',4',5,5,5',5'-okramernn-2,2'-6u(1,3,2-mnokcaboponan)
(0,824 1, 3,24 mmomnsb, 1,5 2xB.), Pd(dppf)Cl, (0,1766 T, 0,216 mmons, 0,1 5kB.] u anerar kamus (0,529 r, 5,40
MMOJIb, 2,5 9KB.) 10 METOJIMKE M3 MPOMEXKYTOUYHOTO TpuMepa 1b). PacTBopuTENb OTrOHSAIOT, CMECh OYHIIAIOT
xpomarorpadueii Ha komonke (60-120 cummkarens, 15% sTumanerat B rekcaHe) C IONyYEHHEM IMPOAYKTa C
49,6%-upM BBIXOOM (0,3 T). JKX-MC (MDP): paccumtannas macca: 280,1; Haiinennas macca: 281,2 [M+H]"

(By: 0,8 MuH).

IIpomexxyrounsiii mpumep 30.

Tper-bytun 3-(4-(4,4,5,5-rerpamerui-1,3,2-nuokcaboponan-2-un)- 1 H-nmupazon-1-wm)nuppoiauaus-1-
KapOOKCHJIaT.

a) TpeT-bytun 3-(MeTnicynbdoHmT)IMppOIHANH- 1 -KapOOKCHIIaT.

K pactBopy TpeT-OyTHn 3-ruapoxcunuppoiuaus-1-kapookcunata (1,0 r, 5,34 mmouns, 1,0 3kB.) B XM
(10 M) mo6Gasmsiror TOA (1,08 1, 10,68 Mmmoms, 2,0 skB.1 u JIMAII (65 mr, 0,53 MMoib). CMech IepeMenTnBaioT
npu KT B Teuenue 15 mun. 3aTtem nobamistoT xyopun Merancyiabhonmra (0,730 r, 6,41 mmons, 1,2 9KkB.),
CMeCh IIEPEMEIINBAIOT B TCUEHUE B TeUeHHE HOUH. CMECh TacAT W SKCTPArUpPyIOT, KaK B IPOMEKYTOYHOM IIPH-
Mepe 5a). PacTBopuTeNb OTTOHSIOT ¢ OIXy4eHHEM npoaykra ¢ 71,4%-uemm BerxogoMm (1,0 1).

b) tper-byrun 3-(4-6pom-1H-mmupa3zosn-1-un)mupponuani- 1 -kapOokcuiar.

K pactBopy 4-06pom-1H-mmupazona (0,65 t, 4,42 mmoine) B JIM® nmobGasnstor ruapun Hatpus mpu 0°C
(0,159 r, 6,6 MMonb, 1,5 3KB.) B coeIMHEHHE U3 TIPoMeKyTouHoro mpumepa 30a) (1,1 r, 4,42 mmons, 1,0 3kB.).
Cwmecs nepememubatoT npu KT B Teuenue 16 4, racat u 3KCTparupyoor, Kak B IPOMEXKYTOUHOM IpUMepe Sa).
PacTBopuTENh OTTOHSIOT C MOJYYSHHEM HEOUHIICHHOTO OCTAaTKa, KOTOPBIH OYHINAIOT Xpomarorpadueii Ha ko-
nonke (60-120 cunukarens, 1% meranon B JIXM) ¢ monydennem npoaykra ¢ 61,5%-ubiM BeixozoMm (0,85 ).

c) Ttper-byrun 3(4-(4,4,5,5-terpamerni-1,3,2-muokcaboponan-2-mn)- 1 H-nmupazon-1-nn)nuppoauaun-1-
KapOOKCHIIAT.

B nerasupoBannsiii (N, 0apOOTHPOBAHHBIN) PACTBOP COCIWHEHHUS W3 MPOMEXYTOUHOTO mpumepa 30b)
(0,850 1, 2,68 mmonp) B 1,4-mmokcanme (10 mm) nobasnstor 4,4,4',4'5,5,5',5'-okramermn-2,2'-6u(1,3,2-
nmuokcaboponan) (0,819 r, 3,22 mmons, 1,2 3kB.), Pd(dppf)Cl, (0,218 1, 0,268 MMoutb, 0,1 3KB.) U ameraT KaJus
(0,788 T, 8,04 MMoub, 3,0 9KB.) IO METOUKE U3 TIPOMEKYTOUHOTO MpuMepa 1b). PacTBopuTeNb OTTOHSIOT € TO-
nyderreM npoaykta ¢ 84,5%-upmM BerxogoM (0,82 1). XKX-MC (MDP): paccunrannas macca: 363,2; HaiiieHHAs
macca: 364,2 [M+H]" (sy: 1,73 mun).

IIpomexxyrounslii mpumep 31.

4-(4-®rop-3-auTpodenmn)- 1 -mernin-1 H-mupazour.

PactBop 4-6pom-1-¢Top-2-HnuTpodbenzona (2 r, 9,095 mmons) B 1,4-muokcane (20 mur) nerasupyroT 6apoo-
tupoBanueM N, B TeucHue 5 MuH. Jlo06apnstoT 1-metnn-4-(4,4,5,5-retpamernn-1,3,2-nuokcaboponan-2-mn)-1H-
mupason (2,27 r, 10,91 mmons, 1,2 3kB.) u BogHbIN KapOoHat Hatpus (2,89 1, 27,27 Mmmonsb, 3,0 3KB.), H cMech
JIeTa3upyioT B TeueHue eme 15 muH. 3atem mobasinstor PA(PPh;),Cl, (0,638 r, 0,909 mmons, 0,1 5kB.), 1 cMech
Jlajiee era3upyror B TedeHue 15 muH u 3aTteM HarpeBatoT pu 90°C B TeueHue 2 4. CMech TacsiT U dKCTParupy-
0T, KaK B IIPOMEXKYTOYHOM TpuMepe 5c). PacTBopuTeNs OTTOHSIOT C MOMYyYCHHEM HEOUYHIIEHHOTO OCTaTKa, KO-
TOPBIA ounIIatoT Xpomarorpadueit Ha komonke (60-120 cunukarens, 40-50% 3THarerar B rekcaHe) ¢ moiryde-
HHUEM MpoAyKTa ¢ 79%-HbIM BbIxojoM (1,6 r). 'H IMP (300 MTI'r, AMCO-dg): & 8,32-8,26 (M, 2H), 8,0-7,97 (m,
2H), 7,62-7,55 (m, 1H).

[Ipomexxyrounsrii mpumep 32.

1-Huxnonentnn-4-(4,4,5,5-rerpamermn-1,3,2-muokcaboponan-2-wmn)- 1 H-mupazoor.

a) 1-Huknonentun-4-itoa-1H-nupazon.

K pactBopy 4-ion-1H-nmpazona (5 r, 25,78 mmous, 1,0 3xB. ) B IM® (25 M) gobasnstor K,CO; (8,908 T,
64,45 mmodb, 2,5 9kB.) U OpomimkioneHnTas (4,96 r, 33,51 mmons, 1,3 3kB.). Cmech nepemermBarot pu KT B
tTeueHue 12 4. CMech TacaT U IKCTPArupyrOT, KaKk B IMPOMEKYTOYHOM MpUMepe Sa). PacTBopUTE s OTTOHSIOT C
MOJTydeHUEM MPOIYKTa ¢ 89,5%-HBIM BBIXOJIOM. 'H sSIMP (300 MTI', CDCly): 6 7,49 (c, 1H), 7,45 (c, 1H), 4,66-
4,62 (M, 1H), 2,17-2,02 (M, 1H), 2,00-1,96 (M, 2H), 1,93-1,78 (M, 2H), 1,73-1,67 (M, 2H); XKX-MC (U3P): pac-
cynTaHHas Macca: 262; HaitneHHas Macca: 263 [M+H]" (By: 1,57 mun).

b) 1-Iluknonentmn-4- (4,4,5,5-retpamernin-1, 3,2-auokcabopoan-2-wn)- 1 H-nmupazou.

B nmerasupoBannsiii (N, 6apOoTupoBaHHBIN) pacTBOp 1-mukionenTi-4-ioxa-1H-mmpasoma (6,0 T, 22,90
mMoiie) B JIMCO (60 mum) mobasnstor 4,4,4'.4',5,5,5',5'-okramernn-2,2'-6u(1,3,2-nnokcadoponan) (8,312 r,
34,35 mmousb, 1,5 axB.), Pd(dppf)Cl, (0,529 T, 0,45 mmoms, 0,02 5kB.) u anerar kamus (4,494 t, 45,80 mmonsb, 2,0
9KB.) IO METOJHMKE M3 MPOMEKYTOUHOTO IpuMepa 1b). PacTBopuTeNs OTTOHSIOT, pe3y/IbTaT OYHIIAI0T XPOMAaTo-
rpadueii Ha konoHke (60-120 cunmukarens, 15% sTuianerar B rekcaHe) ¢ Mojy4eHHEeM Npoaykra ¢ 48%-HbIM
BBIx0z0M (2,89 1). 'H SIMP (300 MI'ti, CDCLy): & 7,77 (c, 1H), 7,72 (c, 1H), 4,65 (m, 1H), 2,17-2,02 (m, 1H),
2,00-1,96 (m, 2H), 1,93-1,78 (M, 2H), 1,73-1,67 (M, 2H), 1,30-1,24 (M, 12H); XKX-MC (MDP): paccunranHas
Macca: 262; HalineHHas Macca: 262,92 [M+H]" (By: 1,54 mun).
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IIpomexxyTounslii mpumep 33.

tper-byrnn (5-(4,4,5,5-terpamermi-1,3,2-mrokcaboposan-2-mn)IupuaAnH-2-1ui)Kapoamar.

K pactBopy 5-(4,4,5,5-trerpamernn-1,3,2-nuokcadboponan-2-uin) nupuauH-2-amuHa (0,33 r, 1,5 mmons) B
CH,C1, (5 mi) mpu 0°C go6asmstotr Boc,O (0,33 1, 1,5 mmons, 1 9kB.) u Et;N (0,62 M, 4,5 MmMonb, 3 9KB.).
Cwmecs nepememmBaioT mpu KT B Teuenne 1 4, 3aTeM racstT u 3KCTParupyroT, Kak B IPOMEKYTOYHOM IpUMepe
5a). PacTBOpUTENb OTTOHSIOT C MOJYICHHEM HEOUHIIeHHOTO TipoaykTa (0,48 T).

IMpumep 1. N-(2'.4'-mudrop-5-(5-(1-metmn-1H-mupa3zon-4-un)-1H-6en30[d|Jumumazon-1-wn)-oudenmn-3-
WiT)aneTaMul.

a) 1-bpom-3,5-muHUTPOOCH30II.

K pactBopy 1,3-auaurpobensona (25 r, 0,149 Monp) B KOHIIEHTpHUpOBaHHOH cepHOi kucaoTe (100 M) mpu
0°C mobasisitor 1,3-mubpom-5,5-mumetmwruganrons (31,75 1, 0,111 mons, 0,75 3KB.) mOpIUSIMH B T€YCHHE 00-
nee 30 muH. CMech nepemenuBaroT B TeueHue 12 npu KT u racsaT modaBieHrEM U3MENBYCHHOTO JibAa. Brimas-
Ui 0caZoK GUILTPYIOT M MPOMBIBAIOT HECKOJIBKO pa3 BOAOH C ITOJIydEHHEM TBEPOTO BEIECTBA OEJIOro IBETa.
TBepmoe 3emecTBoO CymaT B BaKyyMe ¢ HOIy4eHHEM MpoayKTa ¢ 87%-HbIM BbIxoaoM (32 ).

b) 3-bpoM-5-HUTpOAHWITHH.

K pactBopy 1-6pom-3,5-muauTtpoben3ona (20 r, 80,97 mmons) B ykcycHo# kucnote (120 M) mpu 90°C
nobapmstoT mopomrok xkeneza (11,3 v, 202,4 MMonb, 2,5 9KB.) MeJIeHHO, TOPUUSIMH B TeueHUe Oosee 30 MuH
(oCcTOpOXHO: CHIIBHO dK30TepMuieckas peakius). [locie 3aBepiieHus 100aBIeHUS CMECh TacsT T00aBJICHUEM
M3MEILYCHHOTO JIbaa. BrImaBmmii ocaok GUIABTPYIOT U MIPOMBIBAIOT XOJIOIHOM BOJIOH C TOTydEHUEM TBEPIOTO
BEIIIECTBA OPAHKEBOTO IIBETA. TBEpAOE BEIIECTBO CYIIAT B BAKYyME C TOIYYCHHEM MPOayKTa ¢ 80%-HBIM BBIXO-
mom (14 ). "H SIMP (300 MI', CDCly): & 10,55 (yump.c, 2H), 8,46 (c, 1H), 8,19 (c, 1H), 8, 02 (c, 1H).

¢) N-(3-Bpom-5-HuTpodeHun)aneraMmu.

VYxcycupiid anruapun (14 mu) godasmstior mo kamwmsiM npu 0°C x 3-Opom-5-uutpoanmnuny (14 r, 64,5
mmoib). Cmeck nepemennBatot B Tedyenne 30 mus npu KT u 3aTeMm racat no6aBieHHEM H3MENBUEHHOTO JIbJA.
BrimaBmmit ocaok GpUIBTPYIOT M TPOMBIBAIOT XOJIOXHON BOJOMH C MOJy4eHHeM OeJI0BaTOro TBEPOTo BEIIECTBa.
TBep/I0e BEIIECTBO CYIIAT B BAKYYME C IOTydeHHEM IPOAYKTa ¢ 78%-HbiM BhixonoM (13 T). 'H SIMP (300 MI ',
AMCO-dy): 6 10,54 (ymup.c, 1H), 8,45 (¢, 1H), 8,2 (c, 1H), 8§, 03 (¢, 1H), 2,11 (c, 3H).

d) N-(2',4'-Indrop-5-anTpodudeHnn-3-mn)aneTaMus.

PactBop N-(3-6pom-5-autpodenun)amneramuaa (1 r, 3,86 Mmonb) B 1,2-mumeTokcmdTane (15 M) gerasu-
pyroT O6ap6otupoBanreM N, B Teuenue 5 muH. Jlob6apistor 2, 4-mudropdenmndoporoByto kucioty (0,727 T,
4,63 MMonb, 1,2 3KB.), U cMech JeTa3upyroT B TeueHue emie 5 muH. JfobaBmstor mocnemxosarensHo Pd(dppf)Cl,
(0,627 t, 0,769 MMmoutb, 0,2 3KB.) ¥ BOAHBIN KapOoHaT HaTpus (1,22 1, 11,5 mmons, 3,0 9kB.), U cMech Janee Je-
Ta3upyroT B TeUeHUe 5 MUH u 3ateM HarpeBatoT rpu 90°C B Tedenue 2 4. CMech racsiT BOJOW M dKCTPArupyroT
stinareratoM (3x50 mir). OObeTUHCHHBIA OPTAHUYECKHUN CJIOM MPOMBIBAIOT BOJOH, HACBHIIICHHBIM PacTBOPOM
COJIM M CyIIaT Haj cynb(haToM HaTpHUsA. PacTBOpUTENs OTTOHSIOT NPH TOHKEHHOM JTaBICHUH, ¥ HEOUNIICHHBIN
OCTaTOK OYHMINIAIOT XpoMaTorpaduei Ha Komonke (60-120 cunmkarens, 30% 3TUnaneTaT B TeKCaHe) ¢ MOTydeHH-
eM npoaykTa ¢ 80%-msM BeixogoM (0,9 ). 'H SIMP (300 MI'n, IMCO-dg): & 10,63 (c, 1H), 8,7-8,69 (M, 1H),
8,16 (n, 1H), 8,04 (c, 1H), 7,8-7,67 (M, 1H), 7,53 (M, 1H), 7,34 (m, 1H), 2,19 (c, 3H).

e) N-(5-Amuno-2',4"-nndropoudennn-3-mn)aneramu.

K pactBopy N-(2',4'-mudrop-S-aurpodudenmn-3-mn)aneramunaa (4 r, 13,7 mmoins) B Metanoine (30 mi) u
stunarerate (15 mi) mobasmsror 10% Pd/C (400 mr, 0,1 3KB.), 1 PeaKIMOHHBIA COCYJ MPOIYBAIOT a30TOM B
TeueHne 5 MuH. CMech 3aTeM THAPHPYIOT ¢ puMeHeHneM H, u3 Gamtona B Teuenue 12 4. Cmecs QuibTpyror
yepe3 CIIOW LenuTa, ¥ (GUILTPAT KOHLUEHTPUPYIOT NPH MOHW)KEHHOM JIaBJICHHU C MOJYYEHHEM COCIMHEHUS C
89%-HbIM BBIXOJOM (3,2 T). 'H SIMP (300 MI'y, AMCO-dg): 6 9,77 (yummp.c, 1H), 7,46-7,42 (m, 1H), 7,35-7,28
(M, 1H), 7,2-7,15 (M, 1H), 6,99 (ymmup.c, 1H), 8,86 (1, 1H), 6,39 (n, 1H), 5,45 (ymup.c, 2H), 2,02 (c, 3H).

f) N-(5-(4-bpom-2-auTtpodennnamuno)-2',4'-mudTopouderumn-3-m)aneTaMmu.

PactBop N-(5-amuno-2'4'-mudropoudenmn-3-un)aneramuga (3,0 r, 11,44 mmons), 4-Opom-1-pTop-2-
HUTpoOeH3ona (2,52 r, 11,44 mmonb, 1,0 5kB.) u dropuaa kamus (0,663 r, 11,44 mmois, 1,0 skB.) B JIM® Ha-
rpeBatoT nipu 130°C B Teuenne 5 9. CMech TacaT U IKCTParupyroT, kak B nmpumepe 1d). PactBopurens OTrOHSIOT
TP TIOHMKEHHOM JaBJICHUH, U HEOUMIIEHHBI OCTATOK OYMINAIOT XpoMaTtorpadueit Ha kosonke (60-120 cwm-
Karenb, 40% sTunaneTar B TeKcaHe) ¢ oJIlydeHHueM mpoaykTa ¢ 45%-HbIM BeIX0a0M (2,4 T).

g) N-(5-(2-Amuno-4-6pompennnammno)-2',4'-nudropoudenun-3-mr)aneTaMum.

K pactBopy N-(5-(4-6pom-2-Hutpodennnamuno)-2',4'-mupropoudennn-3-un)aneramun (3,2 r, 6,92
mmoib) B TT'® (30 mu) nobasmnstror pactBop xiopuaa ammonust (3,7 r, 69,22 mmons, 10 5kB.) B Boge (15 mi) u
mueKe (4,53 1, 69,22 MMmoib, 10 5kB.). Cmech nepemenmBatoT npu KT B Teuenue 6 4 u puibTpyrot. @unbTpar
Pa30aBISIOT BOAOH M 9KCTParupylor, kak B npuMepe 1d). PacTBopurens OTTOHSAIOT IPH TIOHWKEHHOM JIaBICHUN
C TIOJTy4eHHeM MpoayKTa ¢ 87%-HbIM BBIXOJIOM (2,6 T).

h) N-(5-(5-bpom-1H-6en30[dJumunazon-1-mr)-2',4'-mud TopOoudeHr-3-mm)aneTaMul.

Cmech coemuHeHUs U3 pumMepa 1g) (2,6 r, 6,01 MMoIb) 1 MypaBbHHOM KHACIOTHI (10 MJT) HarpeBaroT mpu
100°C B teuenue 30 MuH. MypaBbUHYIO KHCIOTY OTTOHSIIOT NP MOHMKEHHOM JaBJICHUH, U HEOUHMIIEHHBIA OC-
TATOK PacTBOPSIOT B »Tmianerare. Cioil »TmiameraTa MPOMBIBAIOT BOAOH, HACHIIIEHHBIM PAaCTBOPOM COJIU H
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cymar Haj cyab(paTroM HaTpus. PacTBOpUTENh OTTOHSIOT MPH MOHMKCHHOM JABICHHUU C MOJyYSHHEM MPOIYKTa
¢ 60%-ubv BoIxozoM (1,6 T). "H SIMP (300 MI'n, IMCO-dg): & 10,41 (c, 1H), 8,72 (c, 1H), 8,02 (x, 2H), 7,82
(c, 1H), 7,75-7,66 (M, 2H), 7,53-7,41 (M, 3H), 7,27 (M, 1H), 2,11 (c, 3H).

i)  N-(2'4'-Oudtop-5-(5-(1-metmn-1H-ntupazon-4-un)-1 H-6en30[ d Jumuaaszon-1-mn)oudenwmn-3-mn)amera-
MU/

PactBop coemuuenus u3 mpumepa lh) (1,5 r, 3,39 mmonp) B 1,2-gumerokcudtane (15 mur) merasupyror
O6ap6otupoBanneM N, B Teuenue 5 muH. JloGaBmsioT 1-metnn-4-(4,4,5,5-terpamerui-1,3,2-arokcaboposian-2-
nn)-1H-mmpazon (0,847 1, 4,07 mmonb, 1,2 9KB.), U CMeCh JAETa3upylOT B TedeHHUe eme 5 MuH. JloGaBisior
Pd(dppf)Cl, (0,553 1, 0,678 Mmoub, 0,2 5kB.) 1 BoaHbIN kKapbonaT Hatpus (1,08 r, 10,18 mmoms, 3,0 2kB.), 3aTeM
00pabaThIBAIOT MO METOIMKE, onmucaHHoi B mpuMmepe 1d). HeounmeHHBIH 0CTaTOK MPOIYKTa OYHIIAIOT XpOMa-
Torpadueii Ha kononke (60-120 cunmmkarens, 80% >TnaneTaT B TeKCaHe) C IMOJyYeHHUEM MPOAYKTa ¢ 67%-HbIM
BorxozoM (1,0 r). 'H SIMP (300 MT't, IMCO-de): & 10,4 (c, 1H), 8,64 (c, 1H), 8,2 (1H, c), 8,07 (¢, 1H), 7,99 (c,
1H), 7,94 (c, 1H), 7,8-7,68 (M, 2H), 7,6-7,45 (M, 4H), 7,27 (T, 1H), 3,88 (c, 3H), 2,12 (¢, 3H); KX-MC (U3P):
paccumTaHHas Macca: 443,45; naiinennas macca: 444,1 [M+H]" (By: 1,2 mun).

Mpumep 2. N-(2'4-HAudtop-5-(5-(1-metnin-1H-nupazon-4-nn)-1H-6en30[d]umunazon-1-mn)oudennn-3-
WII)METaHCYIb()OHAMHUL.

a) 2'4"-Tudrop-5-(5-(1-metnn-1H-nupazon-4-un)-1H-6enzo[d Jumunazoan-1-mm)oudenun-3-amun.

K pactBopy N-(2'.4'-nmudrop-5-(5-(1-metmn-1H-mupa3zon-4-un)-1H-6en30-[d Jumunazon- 1 -wun)ondenmn-3-
nn)aneramuaa u3 npumepa 1 (1,0 r, 2,26 mmons) B atanose (10 mi) mobasnsaior Boxubli pactBop NaOH (800
Mmr, 20 MMoutb, 8,9 9kB.), U cMech HarpeBatoT npu 85°C B Teuenue 5 4. CMech TacAT M IKCTPArupyioT, Kak B
npumepe 1d). PacTBopuTens OTTOHAIOT IPHU MOHIKEHHOM JABIICHUH C TONyYeHHUEM HPOAYKTa ¢ 66%-HBIM BBI-
xozmoM (0,6 T). XKX-MC (UDP): paccunrannas Macca: 401,41; maitnensas Macca: 402,1 [M+H]" (8y: 1,198 mun).

b) N-(2'4'-Oudtop-5-(5-(1-metun-1H-nmupazon-4-mn)-1H-6en3o[d|Jumunazon- 1 -un)ondeHnn-3-un)meTan-
cynb(hOHAMHUII.

K pactBopy coennnenus n3 npumepa 2a) (50 mr, 0,125 mmons) B JIXM nobasinsttor nupunus (20 mr, 0,249
MMOJIb, 2,0 3KB.), 3aTeM xyopua MetaHcynbdonmia (17 mr, 0,15 mmons, 1,2 3kB.). CMech MepeMEIInBAalOT B Te-
genue | 4, racat Bomoi u 3kcTparupyioT AXM (3x50 mur). OObeqUHEHHBIH OPTaHMYECKHHA CIIOW MPOMBIBAIOT
BOJIOW, HACHIIICHHBIM PACTBOPOM COJIM M CyIIAT Haj Ccyib(aToM HaTpus. PacTBOpUTENh OTrOHSIOT MPH TTOHH-
>KEHHOM JaBJICHHM, U HEOUYMILEHHBIM OCTaTOK ouumiaioT npenaparuBHoil BOXKX ¢ momydenueM mpoaykra c
33%-mpM BeIxoz0M (20 mr). 'H SIMP (300 M, IMCO-de): & 10,26 (c, 1H), 8,66 (c, 1H), 8,2 (c, 1H), 7,98 (c,
1H), 7,94 (¢, 1H), 7,75-7,67 (M, 2H), 7,57 (1, 3H), 7,45-7,43 (m, 2H), 7,29-7,25 (m, 1H), 3,87 (¢, 3H), 3,17 (c,
3H); )KX-MC (MDP): paccuntannas Macca: 479,5; Haiinennas macca: 480,2 [M+H]" (y: 1,34 mun).

IMpumep 3. N-(2'.4'-Hudtop-5-(5-(1-meTmin-1H-mupazon-4-nn)-1H-6en30[d|umunazon- 1 -wr)ondenmn-3-
M)A TaHCYTh()OHAMUI.

CoearHEeHHE MOJTYYal0T U3 COSAWHEHUS M3 TpuMepa | ¢ mpuMeHeHreM METOIHK W3 mpumepa 2. 'H ssMP
(300 MI'u, AIMCO-dy): 6 10,29 (c, 1H), 8,84 (c, 1H), 8,22 (¢, 1H), 7,99 (c, 1H), 7,96 (c, 1H), 7,78-7,62 (M, 3H),
7,57 (ymup.c, 2H), 7,48-7,43 (m, 2H), 7,29-7,25 (m, 1H), 3,88 (c, 3H), 3,29 (xBapret, 2H), 1,25 (1, 3H); XX-
MC (MIDP): paccunrannas Macca: 493,53; Haiinennas macca: 494,2 [M+H]" (y: 1,41 mun).

IIpumep 4. N-(2'.4'-Hudtop-5-(5-(1-meTmn-1H-mupazon-4-nn)-1H-6en30[d|umunazon- 1 -wmr)oudenmn-3-
WIT)IIPONaH-2-Cyab(pOHaAMUI.

CoeIMHEHHE TIOTYYAlOT U3 COCAMHEHHS U3 mpuMepa | ¢ IpUMeHeHHeM MeToauK u3 npumepa 2. 'H SIMP
(300 MI', AMCO-dg): & 10,29 (c, 1H), 8,81 (c, 1H), 8,22 (c, 1H), 7,99 (c, 1H), 7,95 (¢, 1H), 7,75-7,56 (M, SH),
7,48-7,43 (M, 2H), 7,27 (M, 1H), 3,88 (c, 3H), 3,48-3,44 (m, 1H), 1,3 (1, 6H); XKX-MC (UDP): paccunranHas
macca: 507,55; naiinennas macca: 508,2 [M+H]" (By: 1,47 mun).

Mpumep 5. N-(2'4-HAudTop-5-(5-(1-metnin-1H-nmpazon-4-nn)-1H-6en30[d|Jumunazon-1-wmr)oudennn-3-
WJT) IMKJIOTIPONaHC Y Ib(hOHAMHU .

CoennHEeHHE MTOTYYAOT U3 COSAMHEHU U3 MpuMepa | ¢ IpUMEeHeHHeM METOIUK W3 IpuMepa 2 U XJIOpuaa
nuktonponancyasponmma. 'H IMP (300 MI'n, JIMCO-dg): & 10,29 (¢, 1H), 8,88 (c, 1H), 8,23 (¢, 1H), 8,0 (c,
1H), 7,96 (c, 1H), 7,76-7,64 (m, 3H), 7,6 (c, 2H), 7,5-7,46 (m, 2H), 7,3-7,25 (M, 1H), 3,88 (c, 3H), 2,88-2,85 (M,
1H), 1,02-1,0 (m, 4H); )KX-MC (VDP): paccuntanHas macca: 505,54; naiinennas macca: 506,1 [M+H]" (By:
1,517 mun).

I[Mpumep 6. N-(2'.4'-HudTop-5-(5-(1-meTmin-1H-mupazon-4-nn)-1H-6en30[d|umunazon- 1 -wmr)oudenmn-3-
W) IUKJIOTICHTAHCYJIb(hOHAMU.

Coe/IMHEHHE TIOYYAKOT U3 COCAMHEHHS U3 mpuMepa | ¢ IpUMeHeHHeM MeToauK u3 npumepa 2. 'H SIMP
(300 MI'u, AMCO-dg): & 10,25 (c, 1H), 8,96 (c, 1H), 8,24 (c, 1H), 8,0 (c, 1H), 7,97 (c, 1H), 7,77-7,66 (M, 3H),
7,6-7,59 (M, 2H), 7,49 (M, 1H), 7,46-7,43 (M, 1H), 7,3-7,25 (M, 1H), 3,88 (¢, 3H), 3,83-3,78 (M, 1H), 1,99-1,93
(M, 4H), 1,69-1,64 (M, 2H), 1,63-1,52 (M, 2H); XKX-MC (UDP): paccuntannas macca: 533,59; HaiineHHas mMacca:
534,3 [M+H]" (By: 1,57 Mun).

Mpumep 7. N-(2',4'-OAudrop-5-(5-(1-merun-1H-nmupazon-4-un)-1H-6en3o [d]umunazon-1-wn)oudenun-3-
wi1)0eH30CyIb(QoHaMU .

CoearHeHHEe MOJTYYaloT U3 COSAWHEHUS M3 puMepa | ¢ mpuMeHeHHeM METOIHK M3 mpumepa 2. 'H ssMP
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(300 MI'm, AMCO-dg): 6 8,57 (c, 1H), 8,21 (¢, 1H), 7,96-7,95 (M, 2H), 7,88-7,86 (M, 2H), 7,72-7,61 (M, 4H),
7,57-7,55 (m, 2H), 7,5 (ymmp.c, 1H), 7,45-7,32 (m, 4H), 7,26-7,22 (m, 1H), 3,88 (c, 3H); XKX-MC (MDP): pac-
cunTaHHas Macca: 541,57; HalneHHas Macca: 542,1 [M+H]" (By: 1,642 Mun).

Mpumep 8. N-(5-(5-(1-(2-(Jumernnamuno)atuin)- 1 H-nupazon-4-un)-1H-6en3o[dJumunazoan-1-wmm)-2',4'-
I TopOUpEHIIT-3 -1 )areTaMu/.

PactBop coemunenus u3 nmpumepa lh) (7 r, 15,83 mmons) B 1,2-guMmetokcudTane (200 mur) merasupyror
OapbotupoBanmeM N, B Tedenwme S5 wMuH. JloGaBmsror N,N-gumerun-2-(4-(4,4,5,5-terpamermi-1,3,2-
nokcabopoman-2-un)- 1 H-mupason-1-um)ataHaMuH U3 MPOMEXKyTOUHOTO Tpumepa 1 (6,3 r, 23,74 mmons, 1,5
9KB.), U CMECh JIETa3UPYIOT B TeueHue eme 5 muH. Jloo6asisror PA(PPh;), (1,83 1, 1,583 Mmous, 0,1 5kB.) 1 BoA-
HBIA KapboHaT HaTpus (5,03 T, 47,5 mmons, 3,0 9KkB.), 3aTeM 00pabaThIBAIOT IO MeToauKe u3 mpumepa 1d). He-
OYMIICHHBII OCTATOK MPOJIYKTa OYHMIIAIOT XpoMaTorpadueil Ha KOJOHKE (HeHTpanbHasi OKHCh amtoMuHus, 80%
STHJIAIETAT B TEKCAaHE) C MOJIYYCHUEM TpoaykTa ¢ 19%-HeiM BBIXoaOM (1,5 T). 'H SIMP (300 MI'y, IMCO-dg):
610,45 (c, 1H), 8,8 (c, 1H), 8,35 (¢, IH), 8,15 (c, 2H), 8,05 (¢, I1H), 7,6-7,7 (m, 4H), 7,4-7,55 (m, 2H), 7,2-7,3
(M, 1H), 4,56 (1, 2H), 3,65-3,63 (M, 2H), 2,85 (c, 6H), 2,12 (c, 3H); XKXX-MC (U3P): paccuntaHHas macca:
500,54; maiinennas macca: 501,2 [M+H]" (By: 0,277 mun).

Mpumep 9. N-(5-(5-(1-(2-(Jumernnamuno)atuin)- 1 H-nupazon-4-un)-1H-6enzo[dJumunazoan-1-wmm)-2',4'-
mudropoudenmn-3-mr)MerancyabGoHamu.

a) 5-(5-(1-(2-(mmmetunamuno )3THN)- | H-rupazon-4-un)-1 H-6en30[d Jumuazon-1-mm)-2',4'- mudp ropou-
(heHnn-3-amuH.

K pactBopy coenunenus u3 npumepa 8 (1,5 r, 3,0 Mmosb) B aTaHose (30 M) 100aBISIOT BOJHBIA PacTBOP
NaOH (1,5 r, 37,5 mmous, 12,5 5kB.), 1 cMech HarpeBatoT npu 100°C B Tedenue 4 4. CMech TacsT U dKCTpard-
pyIoT, Kak B mpumMepe 1d). PacTBopuTens OTTOHSIOT ¢ OMydeHneM MpoaykTa ¢ 58%-ueM BerxogoM (0,8 1).

b) N-(5-(5-(1-2-(InmeTmnamuno)atin)- | H-mupazon-4-mn)-1 H-6en3o[ d Jumunazon-1-wum)-2',4'- mudTopon-
(eHm-3-un)MeTaHCyIb(pOHAMU.

K pactBopy coenunenus uz npumepa 9a) (200 mr, 0,436 mmons) B IXM noGasistror mupuauH (69 wr,
0,872 mmoisb, 2,0 9KkB.), 3aTeM xyopu1 MeTancyabponuna (75 mr, 0,654 mmons, 1,5 9kB.). CMech nepemMennBa-
10T B TeyeHue | 4, racaT U dKCTparupyror, kak B mpumepe 2b). PacTBopuTenb OTrOHSAIOT M HEOUYHIIEHHBIH OcTa-
TOK OUHMIIAKOT mpenapaTuBHoii BIXKX ¢ monyuennem mpoaykra ¢ 13%-mbiv Beixogom (30 mr). 'H SIMP (300
MTI', IMCO-d): 6 8,66 (c, 1H), 8,26 (c, 1H), 7,99 (n, 1H), 7,96 (c, 1H), 7,81-7,7 (m, 2H), 7,68 (c, 1H), 7,62-
7,57 (m, 3H), 7,5-7,44 (m, 2H), 7,3-7,25 (M, 1H), 4,23 (T, 2H), 3,18 (c, 3H), 2,75-2,73 (M, 2H), 2,12 (c, 6H); XKX-
MC (MI3P): paccunrtannas Macca: 536,6; Haiinennas macca: 537,3 [M+H]" (By: 0,26 mun).

IMpumep 10. N-(5-(5-(1-2-(JumeTtmnamuno)atmn)-1 H-nmupazon-4-wm)- 1 H-6en3o[d Jumunazon-1-um)-2',4'-
TudTOpOUPEHIIT-3 -1 )3 TaHCYTH(HOHAMII.

Coe/IMHeHHE TIONYYA0T U3 COCAMHCHHS U3 PUMepa 8 ¢ IPUMEHEHHeM MeToNuK u3 mpumepa 9. 'H SIMP
(300 MI'u, AIMCO-dy): & 10,35 (c, 1H), 9,2-9,4 (ymmp.c, 1H), 8,8 (¢, 1H), 8,4 (c, 1H), 8,15 (c, 1H), 8,0 (c, 1H),
7,6-7,8 (M, 2H), 7,6 (c, 2H), 7,4-7,5 (M, 2H), 7,2-7,3 (M, 1H), 4,55 (T, 2H), 3,65-3,63 (M, 2H), 3,3 (xBapreT, 2H),
2,85 (c, 6H), 1,26 (1, 3H); XKX-MC (UDP): paccuntannas Macca: 550,62; Haiinennas macca: 551,2 [M+H]" (sy:
0,365 mun).

Mpumep 11. N-(5-(5-(1-2-(Jumernnamuno)atun)- 1 H-nupazon-4-un)-1H-6enzo[dJumunazomn-1-wmm)-2',4'-
mudropOudenm-3-ma)nponan-2-cynbhoHaMHIL.

CoeIMHEHHE TIOYYAKOT U3 COCAMHEHHS U3 MpUMepa 8 ¢ IPUMEHEHHEM MeTOAuK u3 npumepa 9. 'H SIMP
(300 MI'y, CD;0D): 6 8,5 (¢, 1H), 8,1 (c, 1H), 7,9-7,95 (n, 2H), 7,55-7,7 (m, SH), 7,45-7,5 (M, 2H), 7,05-7,1 (M,
2H), 4,32 (1, 2H), 3,44-3,39 (M, 1H), 2,85 (T, 2H), 2,3 (c, 6H), 1,4 (1, 6H); XKX-MC (U3P): paccunranHas Mac-
ca: 564,65; maiinennas macca: 565,2 [M+H]" (By: 0,507 mun).

Ipumep 12. N-(2'.4'-HudTop-5-(5-(1-(2-mopdhommuaosTHN)- 1 H-MTpazon-4-un)-1 H-6en3o[dJumuaazon-1-
W1)0ndeHnIT-3 -1 )areTaMu/I.

CoennHEHHE TONYYAIOT ¢ IPUMEHEHHEM METOJHK M3 MprUMepa 8 ¢ MpUMEHEHHEM COCIUHEHHUS U3 IpoMe-
JKYyTOYHOTO TpuMepa 2. 'H aMP (300 MTI'i, AMCO-dg): 6 10,43 (c, 1.H), 8,82 (c, 1H), 8,35 (c, 1H), 8,13 (c,
2H), 8,05 (c, 1H), 7,79-7,73 (m, 3H), 7,67-7,63 (m, 1H), 7,51-7,44 (m, 2H), 7,31-7,27 (M, 1H), 4,6 (1, 2H), 3,93-
3,88 (M, 4H), 3,67-3,63 (M, 4H), 3,82-3,78 (M, 2H), 2,1 (c, 3H); XKX-MC (UDP): paccuntannas macca: 542,58;
HaiinenHas Macca: 543,2 [M+H]" (By: 0,24 mun).

Ipumep 13. N-(2',4'-Audrop-5-(5-(1-(2-mopdomuHosTIIN)- 1 H-tupazon-4-mm)-1H-6en3o[dJumugazon-1-
W) OudeHn-3-mrMeraHcyIbpOHaMUI.

CoeIMHEHHE MONYYAIOT U3 COCIUHEHHS U3 IpuMepa 12 ¢ IpuMeHeHreM MeToauK 13 npumepa 9. 'H SIMP
(300 MI't, AMCO-dg): 6 10,3 (c, 1H), 8,8 (c, 1H), 8,35 (c, 1H), 8,15 (c, 1H), 8,05 (c, 1H), 7,7-7,8 (M, 2H), 7,6-
7,7 (m, 1H), 7,55-7,6 (m, 2H), 7,4-7,5 (M, 2H), 7,25-7,35 (M, 1H), 4,59 (T, 2H), 4,0 (M, 4H), 3,82-3,78 (M, 2H),
3,5 (v, 4H), 3,18 (c, 3H); XKX-MC (MDP): paccunrannas macca: 578,63; Haiinennas macca: 579,2 [M+H]" (sy:
0,383 mun).

Mpumep 14. N-(2',4"-Audtop-5-(5-(1-(2-mopdonunostrin)-1H-mupazon-4-um)-1H-6enzo[d] nmunazon-1-
n1)0ndeHmIT-3-1i)3TaHCyTb(HOHAMUI.

Coe/IMHEHHE TONYYal0T U3 COSAMHCHHS W3 puMepa 12 ¢ mpuMeHeHHeM MeToauK u3 npuMepa 9. 'H SIMP
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(300 MI', AMCO-dg): & 10,35 (c, 1H), 8,85 (¢, 1H), 8,35 (c, 1H), 8,15 (c, 1H), 8,05 (¢, 1H), 7,77-7,68 (M, 3H),
7,58 (c, 2H), 7,48-7,45 (m, 2H), 7,31-7,27 (M, 1H), 4,59 (1, 2H), 4,0-3,92 (M, 4H), 3,82-3,78 (M, 2H), 3,5-3,41
(M, 4H), 3,29 (xBapter, 2H), 1,25 (1, 3H); XKX-MC (UDP): paccuurannas macca: 592,66; HalineHHass macca:
593,2 [M+H]" (By: 0,419 mun).

IMpumep 15. N-(2'.4'-HudTop-5-(5-(1-(2-mopdhommuaosTHN)- 1 H-rtmpazon-4-un)-1 H-6en3o[dJumugazon-1-
nn)0udeHmT-3-1n)npornan-2-cyiab(poHaMuI.

Coe/IMHeHHE TONYYal0T U3 COSAMHEHHS W3 puMepa 12 ¢ mpuMeHeHHeM MeToauK u3 npumepa 9. 'H SIMP
(300 MI'u, CD;0D): 6 8,5 (¢, 1H), 8,1 (c, 1H), 7,93 (c, 1H), 7.9 (¢, 1H), 7,6-7,7 (M, 4H), 7,5 (c, 2H), 7,1-7,15
(M, 2H), 4,33 (1, 2H), 3,67 (T, 4H), 3,46-3,39 (M, 1H), 2,85 (1, 2H), 2,52 (1, 4H), 1,4 (1, 6H); XX-MC (U3P):
paccuntanHas Macca: 606,69; HaiinenHas macca: 607,3 [M+H]" (By: 0, 62 Mun).

IMpumep 16. N-(2',.4'-IudTop-5-(5-(1-(2-mopdhommurosTHN)- 1 H-Mtpazon-4-un)-1 H-6en3o[dJumuaazon-1-
Y1) OUQeHMIT-3 -1 [IUKJIONPOTIaHCYIb(hOHAMUI.

CoequHEeHHE TTOTYYaloT U3 COSANHEHNS U3 IpuMepa 12 ¢ mpiuMeHeHHeM METOIMK U3 IpuMepa 9 U xiopuaa
[IUKJIOTIPOTIAHCY b (hOHMITA. 'H amp (300 MTI';, IMCO-dy): o 8,6 (c, 1H), 8,25 (c, 1H), 7,98 (c, 1H), 7,95 (c,
1H), 7,74-7,65 (M, 2H), 7,59-7,55 (m, 1H), 7,45-7,38 (m, 2H), 7,28-7,24 (m, 4H), 4,24 (T, 2H), 3,56 (1, 4H), 2,75
(1, 2H), 2,67-2,64 (M, 1H), 2,42 (1, 4H), 0,91-0,88 (M, 4H); XKX-MC (MDP): paccuurannas macca: 604,67; Haii-
nenHas Macca: 605,4 [M+H]" (By: 0,68 mun).

Mpumep 17. N-(2'.4"-Hdudrop-5-(5-(1-metnn-1H-1,2,3-tpuazon-4-mn)-1 H-6en3o[ dJumuazomn-1-wmm)oude-
HUWI-3-W)areTaMu/I.

a) N-(2',4'-Iucrop-5-(4-tion-2-autpodheHnmamMuHo )ordeHMII-3 - 1T )alle TAMHI.

PactBop coenunenus u3 npumepa le) (4,6 r, 17,54 Mmmous), 1-dpTop-4-iion-2-HUTpoOEH30Ia U3 TTPOMEXKY-
TouHOTO Mpumepa 3 (4,683 r, 17,54 mmomnb, 1,0 2xB.) u propuna xamus (1,22 r, 21,05 mmons, 1,2 3kB.) B IMD
HarpesatoT nipu 130°C B Teuenne 5 4. CMech TacsT U KCTParupyioT, kak B mpumepe 1d). PactBopurens otro-
HSIOT, ¥ HEOYHUIIIEHHBIH OCTATOK OYMIIAIOT XpoMaTorpadueit Ha komoHke (60-120 cunnkarens, 50% sTumanerar
B TeKCaHe) C MOTydeHHeM MPOAYKTa ¢ 76%-HbiM BhIxogoM (6,8 ). 'H SIMP (300 MI't, JIMCO-d): & 10,15
(ymup.c, 1H), 9,41 (c, 1H), 8,35 (n, 1H), 7,78 (an, 1H), 7,66-7,54 (m, 3H), 7,39 (m, 1H), 7,22 (M, 1H), 7,14-7,11
(M, 2H), 2,06 (c, 3H).

b) N-(5-(2-Amuno-4-iondennnamuno)-2',4'-mudropoudenun-3-m)aneTamMui.

K pactBopy coenunenus: n3 npumepa 17a) (3,0 r, 5,89 mmons) B TT'® (30 mi) 1o6aBnsroT pacTBOp XJIo-
puna ammonus (1,26 r, 23,56 mMouts, 4 3kB.) B Bojae (5 min) u nuHK (1,54 1, 23,56 MMoutb, 4 3kB.). CMech miepe-
memmBatoT npu KT B Teuenne 0,5 1 u puipTpyror. @uibTpaT pa3zdoaBisioT BOJOH U AKCTPArupyIOT, Kak B MpPHU-
mepe 1d). PacTBOpHTEH OTTOHSIOT C MOTyYEHHEM IPOAYKTa ¢ 77%-HbiM BbixomoM (2,18 T). 'H SIMP (300 MI 1,
JIMCO-dy): 6 9,85 (ymmmp.c, 1H), 7,44 (xeaprer, 1H), 7,36-7,31 (M, 2H), 7,19-7,14 (M, 2H), 7,07 (c, 1H), 7,02 (c,
1H), 6,82 (c, 2H), 6,53 (ymmp.c, 1H), 5,03 (ymmup.c, 2H), 2,0 (c, 3H).

¢) N-(2',4'-Iudrop-5-(5-tion-1H-6en30[dJumumazon- 1 -mr)oudermn-3 -m)arneTaMmuI.

Cwmech coemuHenus u3 npumepa 17b) (2,18 1, 4,55 mMoins) U MypaBbuHO#M KUCIOTHI (10 MIT) HarpeBaroT
mpu 100°C B Teuenne 30 MuH. MypaBbUHYIO KHCIOTY OTTOHSIOT, U HEOUHIIICHHBIH OCTATOK PACTBOPSIIOT B ATHII-
arierate. Croif »THianeraTa MPOMBIBAIOT BOJIOW, HACKHIIIEHHBIM PAaCTBOPOM COJH W CYIIAaT Haja CyiaspaToM Ha-
Tpus. PacTBOpUTENs OTTOHSIOT ¢ OIy4YeHueM mpoaykra ¢ 47%-apmM BeixoxoMm (1,05 ).

d) N-(2'4"-Hudtop-5-(5-((tpumerrncwnmn)atuauin)- 1 H-6en3o[d[umunazon-1-um)ondenni-3-mn)anera-
MUJI.

PactBop coexmnenus uz npumepa 17¢) (0,7 r, 1,43 mmons) B8 JIM®-Et;N (1:1; 20 mur) nerasupyror 6ap6o-
tupoBanueM N, B TeueHue 15 mun. Pd(PPh;), (0,165 1, 0,143 mmous, 0,1 skB.), fiomun meau(l) (0,027 r, 0,143
MMoIb, 0,1 9kB.) U atuHINTpUMeTHIcHIaH (0,4 M1, 2,86 MMOJIB, 2 9KB.) TOOABNSIOT MMOCIEAOBATEIHHO, U CMECh
nepememuBaioT B TedeHue 12 1 mpu KT. CMech racar u skcTparupyror, kak B npumepe 1d). PactBopurens ot-
TOHSIOT, M HEOUHIIIEHHBI 0CTaTOK OYMIIAIOT Xpomarorpadueii Ha Komonke (60-120 cunukarens, 60% sTmmare-
TaT B FeKCane) ¢ MONMy4eHHeM IpoaykTa ¢ 68%-ueM BeixozoM (0,45 ). 'H SIMP (300 MI'u, IMCO-d): & 10,42
(c, 1H), 8,79 (ymmp.c, 1H), 8,03 (c, 1H), 7,89-7,84 (m, 2H), 7,78-7,7 (m, 2H) , 7,51-7,41 (m, 3H), 7,29-7,24 (M,
1H), 2,12 (c, 3H), 0,23 (c, 9H).

e) N-(5-(5-Otunun-1H-6en30[dJumunazon-1-mm)-2',4'-nudpropond eHni-3-un)ameraMus.

K pactBopy coenunenus: u3 npumepa 17d) (0,41 r, 0,9 mmons) B TT'® nipu 0°C mobasnstor TBAF (IM B
TIr'®; 0,28 mi, 1,07 mmoib, 1,2 3KB.), 1 cMech nepeMemnBaoT B TedeHue 0,5 4. CMech QUIBTPYIOT HaJ CIOEM
JIBYOKHCH KPEMHHS: ¥ JUCTHJLIAPYIOT C MOJMyYEeHHEM NpoaykTa ¢ 89%-HbM BeixogoM (0,31 r). 'H SIMP (300
MTI'u, AMCO-dg): 6 10,3 (ymup.c, 1H), 8,79 (c, 1H), 8,1 (¢, 1H), 7,96 (c, 1H), 7,88 (c, 1H), 7,82-7,73 (M, 2H),
7,54-7,45 (m, 3H), 7,34-7,27 (m, 1H), 4,2 (¢, 1H), 2,16 (c, 3H).

f) N-(2",4"-Audrop-5-(5-(1-metnn-1H-1,2,3-rprnazon-4-mn)-1H-0enszo[d jumunazon- 1 -mn)oudennn-3-
WIT)aneTaMuI.

CwMmech coeannenus u3 npumepa 17e) (115 mr, 0,297 mmons), asun vatpust (19 mr, 0,297 mmons, 1,0 3kB.),
metwtidogun (42 mr, 0,297 mmois, 1,0 3xB.), ackopOar Hatpus (59 mr, 0,297 mmouns, 1,0 3KB.) ¥ meHTaruapaT
cymeara memnu (37 mr, 0,149 mmomns, 0,5 sxB.) B IMCO, TT'® u Boge (1:1:1, 3 M) mepeMenmBaiOT B TeUSHUE
12 9 mpu KT. Cmech racar BOJOH, ¥ BBINMABIINN 0CAIOK QHIBTPYIOT U cymaT. HeounmeHHbIH POAYKT OUYHIIa-
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10T npenaparuBHoit BOXKX ¢ momyuenuem mpoaykra ¢ 15%-ubiM BeixomoM (20 wr). 'H SIMP (300 MT,
JIMCO-dy): 6 10,4 (c, 1H), 8,7 (c, 1H), 8,6 (¢, 1H), 8,25 (¢, 1H), 8,05 (¢, 1H), 7,7-7,95 (m, 4H), 7,4-7,55 (M, 2H),
7,2-7,3 (M, 1H), 4,1 (¢, 3H), 2,1 (c, 3H); XKX-MC (UDP): paccunrannas macca: 444,44; narinennas macca: 445,1
[M+H]" (By: 1,039 mun).

IMpumep 18. N-(2'.4-HudTop-5-(5-(1-metmn-1H-1,2,3-tpuazon-4-wmn)- 1 H-6en3o[dJumunazon-1-nm)oude-
HUWI-3-AT)MEeTaHCYIb(QOHAMU.

a) 2" 4'-ludprop-5-(5-(1-metun-1H-1,2,3-tpuazon-4-wmn)- 1 H-6en3o[d Jumunazon- 1 -um)Ond eHni-3-aMuH.

K pactBopy coemunenust u3 npumepa 17 (300 mr, 0,675 mmons) B aTanone (10 mi) mo6aBiIsSIOT BOIHBIN
pactBop NaOH (338 wmr, 8,44 MmMonb, 12,5 3kB.), 1 cMech HarpeBaroT mpu 85°C B TeueHue 5 4. CMech raciT
SKCTParupyroT kak B mpumepe 1d). PacTBopuTens OTrOHSIOT ¢ MONydeHHEM HPOIyKTa ¢ 44%-HBIM BBIXOIIOM
(0,12 r). XKX-MC (UDP): paccunrannas macca: 402,4; naitnennas macca: 403,4 [M+H]" (By: 1,03 mun).

b) N-(2'4'"-qudrop-5-(5-(2-metnn-2H-1,2,3-rpnazon-4-mn)-1 H-6enzo[ d Jumugazon- 1 -mm)ondennn-3-
WII)METaHCYIb()OHAMHUL.

K pactBopy coenunenust uz npumepa 18a) (90 mr, 0,224 mmons) B IXM nobGasistror mupuaus (35 wr,
0,447 mmMomb, 2,0 5KB.), 3aTeM xyopu1 MeTaHcynbhoHmna (26 mr, 0,224 mmoins, 1,0 5kB.). Peakuuro orciexu-
BaroT ¢ momombio JKXMC. Tlociie 3aBeplieHns peakiui pacTBOPUTENb yIAISIOT, H HEOUWIIICHHBIN MPOIYKT
ounmaoT npemapateHoi BAJKX ¢ momydennem npoaykra ¢ 13%-ubv BeixogoM (14 mr). 'H SIMP (300 MI'1,
AMCO-dy): 6 10,31 (c, 1H), 8,84 (ymmp.c, 1H), 8,61 (c, 1H), 8,25 (¢, 1H), 7,92 (n, 1H), 7,8-7,74 (M, 2H), 7,59
(m, 2H), 7,49-7,43 (m, 2H), 7,31-7,26 (m, 1H), 4,11 (c, 3H), 3,18 (c, 3H); XKX-MC (MU3P): paccunranHas macca:
480,49; naiinennas macca: 481,1 [M+H]" (y: 1,357 mun).

IMpumep 19. N-(2'4'-HudTop-5-(5-(2-metrn-2H-1,2,3-tpuazon-4-wmn)- 1 H-6en3o[dJumunazon-1-num)oude-
HUIT-3-71)0€H30JICYTH(OHAMII.

CoerHeHHe TOTYIal0T U3 COSTUHEHMsI 13 ipuMepa 17 ¢ mpuMeHeHHeM METOIWK U3 mpumepa 18. 'H sIMP
(300 MI'u, IMCO-dy): 6 10,9 (c, 1H), 8,73 (¢, 1H), 8,62 (c, 1H), 8,22 (¢, 1H), 7,9-7,87 (M, 3H), 7,71-7,62 (M,
4H), 7,55 (c, 1H), 7,47-7,39 (m, 4H), 7,28-7,24 (M, 1H), 4,12 (c, 3H); XKX-MC (U3P): paccuntanHas macca:
542,56; naiinennas macca: 543,2 [M+H]" (By: 1,52 mumn).

Mpumep 20. N-(5-(5-(1-(2-(qumernnamuno)stnn)-1H-1,2,3-tpuazon-4-mn)-1H-6en3o[d jumnnazon-1-nn)-
2' 4'-mudpTopOudeHmnn-3-1i)arneTaMuI.

CMmech coemuuaeHus u3 npumepa 17¢) (115 mr, 0,297 mmons), 2-a3uno-N,N-qumermwisTanamusa (34 wr,
0,297 mmois, 1,0 kB.), ackopbata Hatpus (59 mr, 0,297 mmons, 1,0 5kB.) u neHraruapara cynsgara mean (37
Mr, 0,149 mmoms, 0,5 skB.) B JIMCO, TT'® u Boge (1:1:1, 3 mu) nepemenuBaioT B Teuenue 12 1 nmpu KT. Cmech
racsAT BOJOW, W BBIMABIINK OCaZOK QUIBTPYIOT W cymar. HeouuImeHHbIH TPOAYKT OYHIIAIOT MpermapaTUBHOM
BDXX ¢ nomyuennem mpoaykta ¢ 27%-HeiM BbixonoM (40 mr). 'H SIMP (300 MI'u, IMCO-dg): & 10,45 (c,
1H), 8,71 (c, 2H), 8,25 (c, 1H), 8,1 (¢, 1H), 7,9 (1, 1H), 7,81-7,72 (M, 3H), 7,52 (c, 1H), 7,48-7,42 (M, 1H), 7,3-
7,25 (m, 1H), 4,82 (ymmwp.c, 2H), 3,59 (ymmp.c, 2H), 2,78 (ymmp.c, 6H), 2,1 (¢, 3H); XKX-MC (MDP): paccun-
taHHas Macca: 501,53; HaiinenHas macca: 502,2 [M+H]" (8y: 0,259 mun).

IMpumep 21. N-(2'.4-Hudrop-5-(5-(1-(2-mopdommuostun)-1H-1,2,3-rpuazon-4-nn)-1H-6en3o[dJumuma-
30J1- 1 -mn)oudeHmn-3-mn)arneraMuI.

CoeJHEHHE MOTYYAlOT M3 COCIMHEHMs U3 mpumepa 17¢) ¢ mpuMeHeHHeM MeTouk u3 mpumepa 20. 'H
SAMP (300 MI't, IMCO-dg): 6 10,42 (c, 1H), 8,79 (¢, 1H), 8,72 (c, 1H), 8,27 (c, 1H), 8,12 (¢, 1H), 7,94-7,92 (m,
1H), 7,82-7,72 (m, 3H), 7,54 (c, 1H), 7,48-7,42 (m, 1H), 7,3-7,25 (M, 1H), 4,89 (1, 2H), 4,09 (M, 4H), 3,76 (M,
2H), 2,54-2,46 (M, 4H), 2,1 (c, 3H); XKX-MC (UDP): paccunrannas macca: 543,57; HaiineHHas macca: 544,2
[M+H]" (By: 0,277 mun).

IMpumep 22. N-(2',4'-Tudrop-5-(5-(okcazon-5-nm)-1H-6en30[dJumunazon-1-mi)oudennn-3-mr)aneTaMua.

a) N-(2',4'-Iucdrop-5-(4-popmui-2-uHuTpodheHnTaMuHo ) ond eHUI-3 - 1T )arie TAMHI.

PactBop coenunenus uz nmpumepa le) (4,3 r, 16,4 mmons), 4-GTop-3-HUTPOOSH3ATBACTHIA U3 TIPOMEKY-
To4HOTO TpuMepa 4 (2,46 r, 16,4 mmoub, 1,0 5kB.) 1 propuma kamms (0,95 r, 16,4 mmons, 1,0 3xB.) B JIMD Ha-
rpeBatoT nipu 130°C B TeueHue 5 4. CMech racsT U IKCTPArupyroT, kKak B ipuMepe 1d). PacTBopurens OTroHSIOT,
¥ HEOUMIIICHHBIA OCTATOK OYMINAIOT XpoMmarorpadueii Ha komoHke (60-120 cumukarens, 50% >TunaneraT B TeK-
came) ¢ MoTydeHHeM MPOayKTa ¢ 45%-mpiM BbIxogoM (3,0 r). 'H SIMP (300 MI'u, JIMCO-dg): & 10,22 (¢, 1H),
9,85 (c, 1H), 8,7 (¢, 1H), 7,93-7,9 (M, 1H), 7,73-7,58 (M, 3H), 7,43-7,2 (m, 5H), 2,07 (c, 3H).

b) N-(2',4'-Tudrop-5-(2-auTpo-4-(0Kcazon-5-wmr)dheHnaMuHo )ondeHu-3-mir)are TaMmu I.

K pactBopy coeamnennst u3 npumepa 22a) (2,0 r, 4,86 MM0JIb) B MeTaHOJE NOOABIAIOT KapOOHAT Kaus
(0,74 r, 5,35 mmonsb, 1,1 3kB.) U cMech nepemenuBarT B TeueHue 10 mun npu KT. J00aBIsI0OT M30MMaHKT TO-
nyoncynbpornmmetuna (1,044 r, 5,35 mmons, 1,1 3kB.), U CMECh KHIIATAT C OOPATHBIM XOJIOJWIBHUKOM B TeUe-
HUE 4 4. MeTaHOJ OTTOHSIOT, ¥ BOJY MOOABJISIOT K HCOUHIICHHOMY OcTaTKy. CMeCh SKCTParupyroT, Kak B MPH-
mepe 1d). PacTBopurens OTrOHSIOT, M OCTaTOK OYMINAIOT Xpomarorpadueil Ha xonoHke (60-120 cunmkarens,
40% >THITAIETaT B TEKCAHE) C TIOTy4eHHeM POayKTa ¢ 64%-ubv Boixoxom (1,4 1). 'H SIMP (300 MI'y, IMCO-
de): 0 10,17 (c, 1H), 9,59 (c, 1H), 8,45 (c, 1H), 8,4 (1, 1H), 7,91-7,87 (m, 1H), 7,71 (c, 2H), 7,61-7,56 (M, 2H),
7,44-7,37 (m, 2H), 7,23-7,17 (M, 2H), 2,07 (c, 3H).

¢) N-(5-(2-AMuu0-4-(0kcazomn-5-mn)penmnamMmuno)-2',4'-mudropoud eHnmn-3-mr)ane TaMmuI.
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K pactBopy coenunenus uz npumepa 22b) (1 r, 2,22 mmous) B MetaHoune (35 mut) u atunanerare (15 mn)
no6asisiror 10% Pd/C (200 mr, 0,2 5KB.), 1 peakIMOHHBIH COCY/ MPOAYBAIOT a30TOM B TeueHHe 5 MuH. CMmech
3aTeM THAPUPYIOT ¢ TpuMeHenneM H, 6amiona B Teuenne 12 4. Cmech GUIBTPYIOT Yepe3 CIIOH IeNnuTa, U GUTb-
TpaT KOHIEHTPUPYIOT C TOIydeHHEeM coequHeHus ¢ 86%-HbM BhIxonoM (0,3 1).

d) N-(2',4'-Iudrop-5-(5-(okcazon-5-mm)-1H-6en3o[d Jumuaazon- 1 -um)ondeHn-3-wmn)ane TaMmu .

Cwmech coennHeHus u3 mpumepa 22¢) (1,5 1, 3,57 MMob) 1 MypaBbHHOHN KHCIIOTHI (6 MJI) HAarpeBaloT Mpu
100°C B Teuenue 30 MuH. MypaBbHHYIO KUCJIOTY OTTOHSIOT, 1 HEOUHIICHHBIH OCTATOK PACTBOPSIOT B dTHIIAIIS-
tate. Cioil aTHaneTaTa MPOMBIBAIOT BOJIOH, HACHIIIICHHBIM PACTBOPOM COJIH M CyIIAT HaJ Cylb(aToM HATPHSL.
PacTBOpHUTENh OTTOHSIOT C TIOTYYEHHEM MPOAyKTa ¢ 52%-HbiM BhixoaoM (0,8 T). 'H SIMP (300 MI'u, IMCO-
de): 6 10,44 (c, 1H), 8,74 (c, 1H), 8,45 (c, 1H), 8,15 (¢, 1H), 8,07 (¢, 1H), 7,82-7,73 (M, 5H), 7,52 (c, 1H), 7,5-
7,2 (m, 1H), 7,27-7,23 (M, 1H), 2,11 (c, 3H); XKX-MC (UDP): paccuntannas macca: 430,41; HalineHHas macca:
431,2 [M+H]" (By: 1,42 mun).

Mpumep 23. N-(2',4"-HAudTop-5-(5-(okcazon-5-un)-1H-6en3o[d]umunazon-1-un)ondennn-3-mm)meTan-
cynb(hOHAMHUII.

a) 2',4'-Tudrop-5-(5-(oxcazon-5-un)-1H-6en3o0[d Jumuaaszon-1-mn)oudenmn-3-amuH.

K pactBopy coenunaenus u3 mpumepa 22 (800 mr, 1,86 MMoitb) B aTarose (10 M) m00aBIsSIOT BOJHBIN pac-
tBop NaOH (640 mr, 16 MMoinb, 8,6 3kB.), 1 cMech HarpeBatoT nipu 85°C B Teuenne 5 4. CMech racsT U dKCTpa-
THPYIOT, Kak B npuMmepe 1d). PacTBopuTens OTTOHSIOT ¢ MOITydeHHeM mpoaykra ¢ 69%-aeM BeIxogoM (0,5 1).
JXKX-MC (MDP): paccuntanHas Macca: 388,37; Haiinennas macca: 389,1 [M+H] (sy: 1,517 mMun).

b) N-(2',4'-Iudrop-5-(5-(okcazon-5-nn)- 1 H-6en3o0[ d Jumunazon- 1 -mn)oudernn-3-mn)MetaHcyTbHOHAMII.

K pactBopy coemunenus u3z nmpumepa 230a) (100 mr, 0,258 mmois) B JIXM mobasnstor mupuauH (40 mr,
0,515 mmons, 2,0 3kB.), 3aTeM xiopun Metancynbhonmna (35 mr, 0,309 mMoins, 1,2 3kB.). PeakimonHyto cMech
MepeMEIINBAOT B TEYEHUE | 4, racsiT M SKCTParupyror, kKak B npuMepe 2b). PacTBoputens OTrOHSIOT, U HEOYH-
IIEHHBIH OCTATOK OUHIIAKOT HpenapatusHoii BOXKX ¢ monyuenneM npoxykra ¢ 10%-HbiM Bhixonom (12 mr). 'H
AMP (300 MI'm, AMCO-dg): 6 10,3 (c, 1H), 8,78 (c, 1H), 8,46 (c, 1H), 8,16 (c, 1H), 7,8-7,76 (M, 4H), 7,6-7,56
(M, 2H), 7,46 (M, 2H), 7,34-7,27 (M, 1H), 3,18 (¢, 3H); XKX-MC (UDP): paccunrannas Mmacca: 466,46; HaiicH-
Has Macca: 467 [M+H]" (y: 1,553 mun).

Mpumep 24. N-(2'.4'-qudrop-5-(5-(okcazon-5-nmn)-1H-6en3o[d|umnnazon-1-nm)ondennn-3-uia)3TaHcyb-
dhonammI.

Coe/IMHEHHE TTOTYYAi0T M3 COSAUHCHUS U3 IIpuMepa 22 ¢ IPUMEHEHHEM METOAMK 13 mpuMepa 23. 'H SIMP
(300 MI'u, IMCO-d¢): 6 10,33 (c, 1H), 8,78 (c, 1H), 8,46 (c, 1H), 8,15 (¢, 1H), 7,8-7,73 (m, 4H), 7,58-7,55 (M,
2H), 7,48-7,43 (m, 2H), 7,29-7,25 (m, 1H), 3,29 (xBaptet, 2H), 1,25 (1, 3H); XX-MC (1U3P): paccunranHas
macca: 480,49; naiinennas macca: 481,1 [M+H] (y: 1,517 mun).

IIpumep 25. N-(2',4'-Tudrtop-5-(5-(okcazon-5-mn)-1H-6en30[dJumunazon-1-wn)oudennn-3-wrn)nponan-2-
cynmbhoHAMUI.

Coe/IMHEHHE TTOTYYAi0T M3 COSAMHCHUS U3 IIpuMepa 22 ¢ IPIMEHEHHEM METOAMK 13 mpuMepa 23. 'H SIMP
(300 MI'u, AMCO-dg): & 10,31 (c, 1H), 8,8 (¢, 1H), 8,46 (c, 1H), 8,16 (c, 1H), 7,78 (un, 4H), 7,58 (m, 2H), 7,5-
7,43 (M, 2H), 7,3-7,25 (m, 1H), 3,49-3,47 (m, 1H), 1,3 (o, 6H); XKX-MC (U3P): paccunrannas macca: 495,41;
Haitnennas mMacca: 496,1 [M+H]" (y: 1,66 mun).

MMpumep 26. N-(2'.4'-Iudrop-5-(5-(oxcazon-5-mn)-1H-6en3o[dumnnazon-1-nm)ondennn-3-mn)den3on-
cynb(hOHAMHUII.

CoeMHEHHE MOTYYAOT U3 COSAMHEHHS U3 IpuMepa 22 ¢ IpUMEHEHHEeM MEeTOaUK u3 npumepa 23. 'H SIMP
(300 MI'u, AMCO-de): 6 10,9 (c, 1H), 8,77 (c, 1H), 8,47 (c, 1H), 8,14 (c, 1H), 7,88 (a, 2H), 7,78-7,74 (M, 2H),
7,72-7,61 (m, 4H), 7,54 (c, 1H), 7,49-7,45 (m, 1H), 7,43-7,39 (M, 3H), 7,27-7,22 (M, 1H); XKX-MC (UDP): pac-
cunTaHHas Macca: 528,53; Haiinennas Macca: 529,1 [M+H]" (y: 1,641 mun).

IMpumep 27. N-(5-(5-(3,5-Aumernnmzoxcazon-4-un)-1H-6en3o[dumunazon-1-wmr)-2',4'- mudpropoudeHmn-
3-un)ameraMu.

Coe/IMHEHHE TOyYaioT U3 COSAMHEHHS 13 puMepa 1h) ¢ mpuMeHeHreM MeToauk 3 mpumepa 1. 'H SIMP
(300 MI'u, AMCO-dg): 6 12,15 (ymmmp.c, 1H), 10,24 (c, 1H), 8,67 (c, 1H), 8,08 (¢, 1H), 7,82 (c, 1H), 7,78-7,73
(M, 2H), 7,65 (c, 1H), 7,53 (¢, 1H), 7,48-7,43 (M, 1H), 7,3-7,25 (M, 2H), 2,23 (c, 6H), 2,12 (c, 3H); XX-MC
(VIDP): paccunTanHas Macca: 457,47; Haiinennas macca: 458 [M+H]" (8y: 0,75 MuH).

IIpumep 28. N-(5-(5-(1H-TTmpazon-1-un)-1H-6en3o[d|umuaazon-1-mm)-2',4'-mudpropoud enmn-3-un)amera-
MU,

K pactBopy coennnenus n3 npumepa lh) (5 r, 11,31 mmoins) B JIM® (20 min) nobasnsitor nupason (5 T,
73,49 mmomb, 6,5 9kB.), okcun menu (1) (4,86 T, 33,92 mmonb, 3,0 2kxB.) U kapOonar nesus (14,73 1, 45,22
MMouib, 4,0 5kB.), 1 cMech HarpeBatoT npu 90°C B Teuenue 48 4. CMech racsiT U dKCTparupyror, Kak B IMpuUMepe
1d). PacTBopuTeNIb OTTOHSIOT, ¥ HEOUYMIIEHHBIH OCTaTOK OYHUIIAIOT XpoMaTorpaduell Ha KOJOHKe (HeHTpanbHast
okwch amomuans, 1% Meranon B J{XM) ¢ momydennem mpoaykta ¢ 49%-upiM Beixozom (2,4 1). 'H SIMP (300
MTI'n, AMCO-de): 6 10,43 (c, 1H), 8,8 (¢, 1H), 8,6 (1, 1H), 8,25 (¢, 1H), 8,1 (¢, 1H), 7,9-8,0 (M, 1H), 7,7-7,9 (M,
4H), 7,4-7,6 (m, 2H), 7,2-7,3 (M, 1H), 6,6 (M, 1H), 2,1 (¢, 3H); XKX-MC (U3P): paccuntannas macca: 429,42;
Haiinennas Macca: 430,4 [M+H]" (y: 1,46 mun).
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IMpumep 29. N-(5-(5-(1H-IInpazon-1-nmn)-1H-6enszo[dJumunazon-1-mn)-2',4"-nudpropoudennin-3-mm)MeTan-
cynb(hOHAMHUII.

a) 5-(5-(1H-ITupazon-1-wmn)-1H-6en30[d]Jumunazon-1-nun)-2',4'-mudropbrdennn-3-amuH.

K pactBopy coenunenus u3 mpumepa 28 (2,4 r, 5,59 mmois) B 3Tanoze (40 mi1) 700aBISIOT BOTHBIN pac-
tBop NaOH (2,4 r, 60 mmonb, 10,7 3kB.), U cMech HarpeBatoT mpu 85°C B TedeHne 5 4. CMech TacaT U dKCTpa-
THPYIOT, Kak B mpumepe 1d). PacTBoputens oTTOHSIOT ¢ morydeHneM npoaykTa ¢ 69% Bexoxom (1,5 1).

b) N-(5-(5-(1H-ITupazon-1-mm)-1H-6en3o[dJumunazon-1-un)-2',4"-mudTopobudernn-3-mr)merancynbhona-
MU/I.

K pactBopy coenunenus uz npumepa 29a) (250 mr, 0,645 mmons) B JIXM nob6asistor nupunus (102 wmr,
1,29 mmoisb, 2,0 3kB. ), 3aTeM xnopun Metancyiabponmia (100 mr, 0,877 mmodb, 1,4 3kB.). CMech mepeMenInBa-
IOT B TeYeHHE | 4, TacsAT M HKCTPAarkupyroT, Kak B npumepe 2b). PacTBopuTenb OTrOHSIOT, U OCTaTOK OYHIIAIOT
npenapatuBHOit BIXX ¢ momyuennem mpoaykta ¢ 33%-HbeM BeixogoM (100 mr). 'H SIMP (300 MI'u, IMCO-
de): 0 10,31 (c, 1H), 8,85 (¢, 1H), 8,62 (m, 1H), 8,25 (», 2H), 7,95-7,92 (M, 1H), 7,84-7,77 (m, 3H), 7,62 (c, 1H),
7,58 (¢, 1H), 7,51-7,44 (m, 2H), 7,33-7,27 (M, 1H), 3,19 (c, 3H); XKX-MC (M2P): paccunrannas macca: 465,48;
Haiinennas mMacca: 466,1 [M+H]" (y: 1,606 mun).

IIpumep 30. N-(5-(5-(1H-TTupazon-1-un)-1H-6en30[dJumunazon-1-nn)-2',4'-nudpropondenni-3-wmi)ITan-
cynmbhoHaAMUI.

Coe/IMHEHHE TTOTYYAi0T M3 COSAMHCHUS U3 IIpEMepa 28 ¢ IPIMEHEHHEM METOAMK 13 npuMepa 29. 'H SIMP
(300 MI'y, AMCO-dy): 6 10,3-10,4 (ymmp.c, 1H), 8,75 (¢, 1H), 8,6 (1, 1H), 8,25 (n, 1H), 7,9-7,95 (an, 1H), 7,7-
7,8 (M, 3H), 7,55 (m, 2H), 7,4-7,5 (m, 2H), 7,3 (m, 1H), 6,55 (M, 1H), 4,1 (xB, 2H), 1,2-1,3 (1, 3H); XXX-MC
(MIDP): paccunTanHas Macca: 479,5; Haiinennas: Macca: 480,1 [M+H]" (8y: 1,641 mun).

IMpumep 31. N-(5-(5-(1H-ITupazon-1-mn)-1H-6en30[dJumunazon-1-wmn)-2',4'-qudTopoudeHrn-3 -mm)mpo-
naH-2-Cyab(hOHAMHM/I.

Coe/HEHHE MOTYYAOT U3 COCAMHEHHS U3 IpuMepa 28 ¢ IpUMEHeHHeM MEeToIuK u3 npumepa 29. 'H SMP
(300 MI'y, AMCO-dg): 6 10,3 (c, 1H), 8,78 (c, 1H), 8,61 (m, 1H), 8,25 (n, 1H), 7,94 (mn, 1H), 7,78-7,75 (m, 3H),
7,61-7,57 (M, 2H), 7,5-7,48 (M, 1H), 7,46-7,43 (m, 1H), 7,29-7,25 (m, 1H), 6,6 (c, 1H), 3,5-3,46 (m, 1H), 1,31 (x,
6H); )KX-MC (MDP): paccuntannas macca: 493,53; naiinennas macca: 494,1 [M+H]" (By: 1,61 mumn).

IMpumep 32. N-(5-(5-(1H-ITupazon-1-nn)-1H-6en30[d]umunnazon-1-nn)-2',4'-nudpTopoudeHumn-3-mi)uukio-
NpoTNaHCyIb(QOHAMUI.

CoequHEHHE TI0JTy4YaloT U3 COCIMHEHHS U3 IpuMepa 28 ¢ IpruMeHEeHHEeM METOMK 13 puMepa 29 U XJopH-
Jla TUKIONPOIAaHCYTh(OHMIIA. 'H SIMP (300 MIw, JIMCO-dy): 6 10,34 (c, 1H), 9,0 (c, 1H), 8,64 (1, 1H), 8,27
(m, 1H), 7,99 (an, 1H), 7,85-7,76 (M, 3H), 7,65-7,62 (M, 2H), 7,54-7,45 (M, 2H), 7,33-7,27 (M, 1H), 6,59-6,57 (M,
1H), 2,95-2,93 (M, 1H), 1,04-1,02 (M, 4H); XX-MC (M3P): paccuntannas macca: 491,51; HaiineHHas macca:
492,1 [M+H]" (8y: 1,659 mun).

Ipumep 33.  1-(5-(5-(1H-ITupazon-I-mn)-1H-6en30[d]umungazosn-1-nn)-2',4'-mudropoudennn-3-wmn)-3-
(bypaH-2-MIMeTHIT)MOYECBHHA.

K pactBopy coequnenwus u3 npumepa 29a) (250 mr, 0,645 Mmoms) B H-Oytanose qobasistor TOA (200 mr,
1,98 mmons, 3,05 akB. ), 3aTtem 2-(m3ormanaromeTwn)pypan (160 mr, 1,3 mmous, 2,0 9kB. ). CMech nepemeru-
BAIOT B Te4eHHE | U, 3aTeM TracsT W SKCTParupyror, kak B mpumepe 1d). PacTBopuTenb OTTOHSIOT, M OCTATOK
ouHMmAKOT npernapatueHoi BAXKX ¢ momyuennem npoaykra ¢ 18%-Hbv BeixogoM (60 mr). 'H SIMP (300 MI ',
AMCO-dy): 6 9,07 (c, 1H), 8,84 (c, 1H), 8,61 (m, 1H), 8,24 (1, 1H), 7,96-7,93 (m, 2H), 7,84-7,71 (m, 3H), 7,64-
7,6 (M, 2H), 7,46-7,41 (m, 2H), 7,27-7,23 (M, 1H), 6,82 (1, 1H), 6,58-6,56 (M, 1H), 6,41-6,4 (M, 1H), 6,28-6,27
(M, 1H), 4,32 (1, 2H); XKX-MC (U3P): paccunrtannas macca: 510,49; naiinennas macca: 511,1 [M+H]" (By: 1,59
MHUH).

IMpumep 34. N-(5-(5-(1H-Umunazon-1-un)-1H-6en30[d]umunazon-1-mn)-2',4'-mudropoud enwn-3-mun)are-
TaMUI.

Coe/IMHEHHE MONYYal0T U3 COSAMHEHHS M3 mpuMepa 1h) ¢ ImpuMeHeHHeM MeToauk u3 mpuvepa 28. 'H
SAMP (300 MI'u, IMCO-d¢): & 10,44 (c, 1H), 8,86 (c, 1H), 8,29 (c, 2H), 8,14 (c, 1H), 7,92 (n, 2H), 7,79-7,71 (m,
4H), 7,55 (¢, 1H), 7,47-7,43 (m, 1H), 7,29-7,26 (M, 1H), 2,1 (c, 3H); XKX-MC (MDP): paccuntanHas macca:
429.42; maitnennas macca: 430,2 [M+H]" (By: 0,21 mum).

Ipumep 35. N-(2'4-dudtop-5-(4,5,6,7-rerparunpo-1H-1,5'-6uben3o[d Jumunazon-1'-wn)ondenmn-3-
Wi)aneTaMul.

CoeMHEHHE MONYYAIOT U3 COCIMHEHHs U3 mpuMepa lh) ¢ mpuMeHeHHmeMm MeTomuk u3 mpumepa 28. 'H
AMP (300 MI'u, CD;0D): 6 8,66 (c, 1H), 8,15 (1, 1H), 7,86-7,75 (M, 4H), 7,69-7,62 (M, 1H), 7,55 (m, 1H), 7,43
(nn, 1H), 7,18-7,1 (m, 2H), 2,67-2,57 (M, 4H), 2,2 (c, 3H), 1,91-1,85 (M, 4H); XKX-MC (UDP): paccuntanHas
macca: 483,51; naiinennas macca: 484,2 [M+H]" (By: 0,632 Mun).

Mpumep 36.  N-(5-(5-(1-Huxnonenrunn-1H-mupa3zon-4-un)-1H-6en3o[d Jumunazon-1-um)-2',4"-nudrop-
oudenmn-3-m)aneraMuI.

PactBop coennnenus u3 npumepa 17¢) (60 mr, 0,123 mmons) B 1,2-aumerokcnstane (10 mir) perazupyror
OapbotupoBanmeM N, B Tedenwe S5 wwuH. JloGaBmsror 1-mmxionedTmin-4-(4,4,5,5-terpamerun-1,3,2-
nmuokcabopoman-2-wun)-1H-mapazon (35 mr, 0,135 MmMonb, 1,1 3kB.) U cMech Iera3upyroT B TEUCHHE €IIe 5 MHH.
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Ho6asmstor Pd(dppf)Cl, (20 mr, 0,025 mmomnb, 0,2 3kB.) 1 BogHbIN KapOoHat Hatpus (39 mr, 0,369 mmois, 3,0
9KB.) B 00pabaTeIBarOT Mo MeTouke npuMepa 1d). HeouuimeHHbIH 0CTaToK MPOyKTa OYHINAIOT MPEIapaTuBHOM
BOXKX ¢ momydenneM mpoaykra ¢ 25%-biM BeixogoM (15 mr). 'H SIMP (300 MI't, IMCO-de): & 10,4 (c, 1H),
8,63 (c, 1H), 8,30 (c, 1H), 8,07 (¢, 1H), 8,02 (c, 1H), 7,95 (c, 1H), 7,8 (¢, 1H), 7,78-7,76 (M, 2H), 7,63-7,61 (m,
1H), 7,51 (¢, 1H), 7,45-7,40 (M, 1H); 7,27 (ar, 1H), 4,73-4,69 (M, 1H), 2,12-2,01 (m, 5H), 2,01-1,96 (m, 2H),
1,85-1,81 (M, 2H), 1,69-1,66 (M, 2H); XKXX-MC (M3P): paccunrannas macca: 497,54; Halinennas macca: 498,5
[M+H]" (By: 1,59 mun).

Ipumep 37. N-(2'.4'-Hudtop-5-(5-(1-(mumepuann-4-un)- 1 H-mupazon-4-un)-1H-6en3o[dJumugazon-1-
nn)0ndeHnIT-3 -1 )areTaMuI.

a) tper-byrun 4-(4-(1-(5-anetamuno-2',4'-mudropoudenmn-3-mn)-1H-6en3o[ dJummnazon-5-wn)- 1 H-mupa-
30J1- 1 -um)nunepuanH- 1 -kapOoKCHIaT.

PactBop coenmnenus uz npumepa 17¢) (150 mr, 0,306 MMoib) B 1,2-quMeTokcHaTane (5 MIT) A€ra3upyroT
O6apOorupoBanneM N, B Tedenme S5 wmwuH. JloGaBmsror Tper-Oytun  4-(4-(4,4,5,5-terpamermi-1,3,2-
nrokcaboposan-2-min)- 1 H-nmupazon-1-un)mmnepuaus- 1 -kapOokennat U3 nmpoMmexyrogHoro npumepa 5 (173 wr,
0,460 mMmomb, 1,5 9KB.), U cMech JerasupyroT B TeucHue eme 5 muH. Jlo6aBmstor Pd(PPh;)s (50 mr, 0,0613
MMoJTb, 0,2 9KB.) U BOAHBIA KapOoHaT HaTpus (97 mr, 0,92 mmoib, 3,0 3kB.) U 00pabaTHIBAIOT IO METOJHKE
npumepa 1d). HeounmeHHBIH 0cTaTOK MPOIyKTa MOTYYaroT ¢ 64%-HbIM BEIX0A0M (120 Mmr).

b) N-(2'.4'-Hudrop-5-(5-(1-(munepuana-4-wmn)- 1 H-mupaszon-4-wmn)- 1 H-6en3o[ d]Jumunazon-1-un)ondenni-
3-un)ameraMu.

K pactBopy coenunenus u3 npumepa 37a) (120 mr, 0,2 mmons) B 1,4-guokcane (8 mur) mpu 0°C mobaBiis-
ot HCI B muckcane n nepemermmBaroT npu KT B Teuenne 30 MuH. PacTBOpUTENH OTTOHSIOT, H OCTATOK OYHIIA-
10T npemapatusHoii BOXKX ¢ momyuenmeM npoaykTa ¢ 24%-HeiM BexogoM (25 mr). 'H SIMP (300 MI,
JIMCO-dy): 6 10,42 (c, 1H), 8,83 (ymmup.c, 1H), 8,70-8,68 (M, 1H), 8,45-8,43 (m, 1H) 8,34 (c, 1H), 8,14-8,13 (m,
1H), 8,06 (c, 2H), 7,78 (M, 1H), 7,76-7,72 (m, 2H), 7,68 (uz, 1H), 7,53 (¢, 1H), 7,43-7,40 (M, 1H), 7,27 (a1, 1H),
4,55-4,45 (m, 1H), 3,17-3,08 (M, 4H), 2,28-2,17 (M, 4H), 2,12 (c, 3H); XKX-MC (U3P): paccunranHas macca:
512,55; naiinennas macca: 513,2 [M+H]" (By: 0,22 mumn).

Mpumep 38. 1-(5-(5-(1H-IIupazon-1-nn)-1H-6en3o0[dumnnazon-1-nn)-2',4'-qudpropoudenmn)-3 -mukio-
MICHTUIMOYEBHHA.

K pacTtBOpy coenmnenus u3 npumepa 29a) (200 mr, 0,52 mmons) B H-OytaHomne (10 M) mo0aBisSIOT TpHU-
stwinamuH (157 mr, 1,56 Mmmons, 3 9KB.), 3aTeM n3ornuaHatonukionentan (115 mr, 1,3 mmons, 1,04 skB.). CMmech
MepEeMEIINBAIOT B TeUeHHe | 4, 3aTeM racst M SKCTparupyor, kak B npuMepe 1d). PacTBopurens OTroHSIOT, 1
OCTATOK OYHMINAIOT mperapaTuBHoii BIXKX ¢ momyuennem mpoaykta ¢ 15%-upiM BeixogoM (39 mr). 'H SIMP
(300 MI'y, AMCO-de): 6 8,83 (¢, 1H), 8,72 (c, 1H), 8,60 (x, 1H), 8,23 (1, 1H), 7,90 (mn, 2H), 7,82-7,70 (M, 3H),
7,60 (1, 1H), 7,45 (aT, 1H), 7,34 (ymmap.c, 1H), 7,25 (ar, 1H), 6,57-6,56 (M, 1H), 6,46 (1, 1H), 4,0-3,93 (M, 1H),
1,87-1,82 (m, 2H), 1,65-1,54 (M, 4H), 1,43-1,39 (M, 2H); XKX-MC (M3OP): paccunrannas macca: 498,53; Haii-
nenHas Macca: 499,3 [M+H]" (By: 1,66 mun).

Mpumep 39. N-(5-(5-(1-(2-(qumernnamuno)atnn)-1H-1,2,3-tpuazon-4-mn)-1H-6en3o[d Jumnnazon-1-nn)-
2" 4'-nupropoudeHni-3-mi)MeTancynbhOoHAMHUIL.

a) 5-(5-(1-(2-(dumermnamuno)atmn)-1H-1,2,3-tpuazon-4-mn)-1 H-6en30[ d Jumuazon-1-mr)-2',4'-nudrop-
ondenni-3-aMuH.

K pactBopy coenunenus uz npumepa 20 (450 mr, 0,9 Mmob) B ataHose (10 M) 100aBISAIOT BOAHBIN pac-
tBop NaOH (450 mr, 11,25 mmons, 12,5 2kB. ), u cMech HarpeBaroT npu 85°C B Teuenue 2 4. CMeCh racsiT U 9Kc-
TparupymoTt, kak B npuMepe 1d). PacTBoputens OTrOHSIOT ¢ moiydeHneM mpoaykra ¢ 77%-aeM Berxoaom (0,32
r).

b) N-(5-(5-(1-(2-(AnmeTumamuno ))3tun)- 1 H-1,2,3-tpuazon-4-nn)- 1 H-6en3o[ d Jumumazon- 1 -mm)-2',4'-
TudTopOUPEHWI-3 -1 )MEeTaHCYTb(HOHAMUI.

K pactBopy coenunenus u3 npumepa 39a) (80 mr, 0,174 mmons) B JIXM (10 M) mobasisitot nupuanH (28
mr, 0,35 MMoOIB, 2 9KB.), 3aTeM XJIOPUI MeTaHCYIb(ponmIa (22 mr, 0,19 mmoins, 1,1 5kB.). CMech IepeMENIUBaOT
B TEUCHHUE 2 U, TacAT U SKCTPATHPYIOT, KaK B puMepe 2b). PacTBOpHUTENb OTrOHSIOT, B OCTATOK OYHUIIAIOT Ipe-
naparusHoit BOXKX ¢ momydennem npoaykta ¢ 11%-mbiv Boixozom (10 mr). 'H SIMP (300 M, JIMCO-de): &
10,32 (¢, 1H), 8,79 (c, 1H), 8,73 (¢, 1H), 8,27 (¢, 1H), 7,92 (axn, 1H), 7,82-7,77 (m, 2H), 7,60 (a, 2H), 7,49-7,44
(M, 2H), 7,30-7,27 (M, 1H), 4,88 (1, 2H), 3,73 (M, 2H), 3,19 (c, 3H), 2,89 (c, 6H); XKKX-MC (UDP): paccuntannas
Macca: 537,58; Haitnennas macca: 538,2 [M+H]" (By: 0,243 mun).

Mpumep 40. N-(5-(5-(1-(2-(qumernnamuno)stnn)-1H-1,2,3-tpuazon-4-mn)-1H-6en3o[d jumnnazon-1-nn)-
2" 4'-nudropoudennin-3-mi)3TancynbpoHamMuI.

Coe/IMHEHHE TTOTyYAi0T M3 COSIUHCHUS U3 IpuMepa 20 ¢ IPIMEHEHHEM METOAMK 13 npuMepa 39. 'H SIMP
(300 MI'y, AMCO-dy): 6 10,37 (c, 1H), 8,85 (c, 1H), 8,73 (c, 1H), 8,28 (¢, 1H), 8,83 (n, 1H), 7,82-7,76 (M, 2H),
7,59 (c, 2H), 7,48-7,47 (m, 2H), 7,29 (ar, 1H), 4,89-4,86 (M, 2H), 3,73 (M, 2H), 3,30 (xBapret, 2H), 2,90 (¢, 6H),
1,26 (t, 3H); XKX-MC (M3P): paccunrannas Macca: 551,61; Haiinennas Macca: 552,2 [M+H]" (y: 0,282 mun).

IMpumep 41. N-(5-(5-(1-(2-(Aumetnnamuno)aTin)-1H-1,2,3-tpuazon-4-wn)- 1 H-6en3o[d Jumugazon- 1 -um)-
2" 4'-nudropoudennin-3-mn)nponan-2-cynbPoHaMuI.
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CoeanHeHue Moy4aroT U3 COeqUHEeHMs U3 mpuMepa 20 ¢ npuMeHeHHeM METOAMK U3 mpumepa 39. 'H sMP
(300 MI'y, IMCO-dy): & 10,32 (c, 1H), 8,79 (c, 1H), 8,73 (c, 1H), 8,27 (¢, 1H), 7,93 (z, 1H), 7,80-7,75 (M, 2H),
7,59 (n, 2H), 7,50-7,47 (m, 2H), 7,29 (at, 1H), 4,88 (T, 2H), 3,74 (M, 2H), 3,50-3,46 (M, 1H), 2,89 (c, 6H), 1,31
(m, 6H); XKX-MC (M3P): paccunrannas macca: 565,64; naiinennas macca: 566,2 [M+H]" (y: 0,402 muH).

IIpumep 42. N-(5-(5-(1-(2-(Aumetnnamuno)aTi)-1H-1,2,3-tpuazon-4-wn)- 1 H-6en3o[d Jumugazon- 1 -um)-
2" 4'-nudropOneHnI-3 - ITUKIONPOIaHCyTb(HOHAMHUI.

CoerHeHHe TOTYJaloT U3 COeTUHEeHMsI 3 ipuMepa 20 ¢ MpUMEeHEHUEM METOIHUK U3 puMepa 39 u xyopu-
Jla IUKJIOTPOIAHCYTb()OHUIIA. 'H SIMP (400 M, CD;0D): 6 8,93 (c, 1H), 8,53 (¢, 1H), 8,32 (c, 1H), 7,80 (a,
1H), 7,82 (m, 1H), 7,68-7,58 (m, 4H), 7,17-7,10 (m, 2H), 4,95 (T, 2H), 3,85 (T, 2H), 3,02 (¢, 6H), 2,78-2,71 (M,
1H), 1,16-1,09 (M, 2H), 1,05-1,01 (M, 2H); XX-MC (M3P): paccuntannas macca: 563,62; HaiiieHHas Macca:
564,2 [M+H] (y: 0,412 mun).

Mpumep 43. N-(5-(5-(1-(2-(Aumernnamuno)stnn)-1H-1,2,3-tpuazon-4-mn)-1H-6en3o[d Jumnnazon-1-nn)-
2" 4'-nudpropoundenmn-3-wr)deH3oncyabhoHamu.

Coe/MHEHHE MOTYYAOT U3 COSAMHEHHS U3 IpuMepa 20 ¢ IpUMEHeHHeM MeToauK u3 npuMepa 39. 'H SMP
(300 MI'u, IMCO-dg): 6 10,92 (c, 1H), 8,73 (m, 2H), 8,25 (c, 1H), 7,90-7,88 (M, 3H), 7,70-7,62 (M, 4H), 7,55-
7,38 (M, SH), 7,26-7,20 (M, 1H), 4,90-4,87 (m, 2H), 3,73 (T, 2H), 2,89 (c, 6H); XKX-MC (UDP): paccunrannas
macca: 599,65; naiinennas macca: 600,2 [M+H]" (By: 0,75 mMumn).

[Mpumep 44. N-(2',4"-Audrop-5-(5-(1-(3-ruppokcu-3-merundoyrmn)-1H-1,2, 3-tpuazon-4-wmn) -1H-6enzo[d]
MMUAa3071- | -u1)Ond eHMIT-3 -1 )areTaMu .

Cmech coeuHeHHS B3 ipuMepa 17¢), 4-a3uno-2-MeTHI0yTaH-2-0J1a U3 MPOMEKyTodHOTo rpumepa 6 (0,16
r, 1,25 mmomb, 1,0 9kB.), ackopbara martpus (0,25 r, 1,25 mmonb, 1,0 2kB.) u meHTaruapara cyibdara Mean
(0,155 1, 0,62 mmous, 0,5 3xB.) B CH,Cl, (5 mur), IMCO (2 M) u Boge (2 mMi1) TiepeMenmunBaioT B TedeHue 12 4
mpu KT. CMmech racaT BOMIOW, ¥ BBIMABIIANA OCaZOK GUIBTPYIOT W cymiaT. HeouHeHHbI TPOAYKT OYHIIAIOT
npenapatuBHoit BIXKX ¢ moxydenneM npoxykra ¢ 62%-ubM Beixogom (0,4 1). 'H SIMP (300 MI'n, JIMCO-d,):
610,43 (c, 1H), 8,86 (c, 1H), 8,70 (c, 1H), 8,25 (¢, 1H), 8,09 (c, 1H), 7,93 (n, 1H), 7,84-7,81 (M, 3H), 7,55 (c,
1H), 7,50-7,43 (m, 1H), 7,30-7,25 (M, 1H), 4,51-4,56 (M, 2H), 2,13 (c, 3H), 2,05-1,99 (1, 2H), 1,18 (c, 6H); XX-
MC (U2P): paccuuranHas macca: 516,54; Haiinennas macca: 517,2 [M+H]" (By: 1,226 Mun).

Mpumep 45. N-(2'.4'-Oudrop-5-(5-(1-(3-ruapoxcu-3-metunOyrun)-1H-1,2,3-rpuazon-4-mn)-1H-6enzo-
[d]umunazon-1-mn)ondenni-3-un)MeTaHcyIb(hOHAMUA.

a) 4-(4-{1-(5-Amuno-2'4'-nudropoudenmn-3-nn)-1H-6en3o[dJumnnazon-5-mn)-1H-1,2,3-rpuazon-1-nn)-
2-MeTnnoyTaH-2-0l1.

K pactBopy coenunaenus u3 mpumepa 44 (400 mr, 0,77 MMoitb) B aTarose (20 M) 100aBISIOT BOJHBIN pac-
tBop NaOH (385 wmr, 9,63 mmos, 12,5 9kB.), u cMech HarpeBatoT nipu 90°C B Teuenue 3 4. CMech racsT U dKCT-
parupyroT, kak B npuMepe 1d). PacTBopuTens OTrOHSIOT ¢ moiydeHneM Hpoxykra ¢ 38%-HeiM Beixomom (140
MT).

b) N-(2'4'-Iudrop-5-(5-(1-(3-ruapokcu-3-metunoytn)-1H-1,2,3-tpuazon-4-mn)-1H-6en3o[ d Jumumazosn-
1-nm)Oudennn-3-ui)MeTancyIbPOoHaAMHUI.

K pactBopy coemunenus u3 npumepa 45a) (70 mr, 0,15 mmons) B JIXM (10 mu) modasisror mupunud (24
mr, 0,3 MMoOITB, 2 3KB.), 3aTeM Xiopu Metancyibdonrmia (19 mr, 0,165 mmons, 1,1 5kB.). CMech IepeMENIUBaOT
B TEUCHHUE 2 U, TacAT U SKCTPACHPYIOT, KaK B puMepe 2b). PacTBOpHUTENb OTrOHSIOT, B OCTATOK OYHUIIAIOT Ipe-
naparusHoit BOJKX ¢ monyuenuem npoxykra ¢ 1,2%-mbmv Beixomom (1 mr). 'H SIMP (300 MT', IMCO-de): &
10,30 (c, 1H), 8,83 (c, 1H), 8,30 (c, 1H), 8,25 (c, 1H), 7,92 (n, 1H), 7,82-7,80 (m, 2H), 7,60 (1, 2H), 7,47 (c, 2H),
7,29-7,21 (m, 1H), 4,49 (M, 2H), 3,19 (c, 3H), 2,02 (M, 2H), 1,18 (c, 6H); XKX-MC (UDP): paccuntanHas macca:
552,60; Haiinennas macca: 553,1 [M+H]" (By: 1,352 mun).

IIpumep 46. N-(2',4'-Hudrop-5-(5-(1-(3-runpokcu-3-metunodyrun)-1H-1,2,3-tpuazon-4-wmn)- 1 H-6en3o[d]-
AMUa3071- | -11)OneHMIT-3-1i1)3TaHCy Tb(HOHAMUI.

Coe/IMHEHHE TTOTYYAi0T M3 COSAMHCHUS U3 IIpuMepa 44 ¢ IpUMEHEeHHEeM MeTOAMK 13 npuMepa 45. 'H SIMP
(300 MI'y, AMCO-dg): & 10,34 (c, 1H), 8,87 (¢, 1H), 8,70 (c, 1H), 8,25 (c, 1H), 7,93 (an, 1H), 7,84-7,80 (M,
2H), 7,59 (c, 2H), 7,49-7,44 (m, 2H), 7,29 (aT, 1H), 4,51-4,47 (m, 2H), 3,30 (xBapreTt, 2H), 2,04-2,00 (M, 2H),
1,26 (1, 3H), 1,16 (c, 6H); XKX-MC (MUDP): paccuntanHas Macca: 566,62; Haiinennas macca: 567,2 [M+H]" (sy:
1,42 mMun).

Ipumep 47. N-(2'.4-Hudtop-5-(5-(1-(3-rumpokcu-3-metunodyTtun)-1H-1,2,3-tpuazon-4-un)-1H-6eH30-
[d]nmunazon-1-mn)oneHnIT-3 -1iT) TUKIIONPOIaHCYIb(HOHAMHU.

CoeMHEHHE TIOTYYAIOT U3 COCTMHCHUS U3 IpuMepa 44 ¢ MpUMEHCHUEM METOIUK U3 mpuMepa 45 u xiopu-
JIa IIAKJIONPOTIAaHCYTh(HOHMIIA. 'H aMP (400 MI'u, CD;0OD): 6 9,09 (c, 1H), 8,47 (c, 1H), 8,30 (c, 1H), 8,0 (x,
1H), 7,83 (n, 1H), 7,69-7,60 (M, 4H), 7,17-7,10 (M, 2H), 4,62-4,58 (M, 2H), 2,78-2,69 (M, 1H), 2,17-2,13 (M, 2H),
1,29-1,15 (M, 8H), 1,10-1,02 (M, 2H); XKX-MC (M3P): paccunrannas macca: 578,63; Haiijennast macca: 579,2
[M+H]" (By: 1,449 mun).

Mpumep 48. N-(2'4"-Hudrop-5-(5-(1-(2-mopdpomnnostnn)-1H-1,2,3-rprazon-4-mn)-1H-6en3o[dJumu-
na3ou-1-um)ondeHni-3-mn)MeTanCcyIbOHAMU.

a)  2'4-Hudtop-5-(5-{1-(2-mopdomunosTin)-1H-1,2,3-tprazon-4-mn)-1H-6en3o[d Jumunazosn-1-um)ou-
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(ennn-3-amMuH.

K pactBopy coenunenust u3 npumepa 21 (1 1, 1,9 Mmons) B atanone (15 M) 106aBiISIOT BOJHEIA pacTBOP
NaOH (0,95 r, 23,8 mmounb, 12,5 9kB.), u cMech HarpeBaroT nipu 90°C B Teuenue 4 4. CMech TacAT B SKCTparu-
pyIoT, KaK B mpumMepe 1d). PacTBopuTens OTTOHSIOT ¢ OMydeHHEM NMPOAYKTa ¢ 63%-HbIM BeIX0g0M (600 MT).

b) N-(2'.4'-Iudrop-5-(5-(1-(2-mopdommuostun)-1H-1,2,3-rpuazon-4-nmn)-1 H-6en3o[ d jumunazon- 1 -mm)on-
(heHnn-3-mn)MeTancybOHAMHU/T.

K pactBopy coenunenus u3 npumepa 48a) (80 mr, 0,159 mmons) B JIXM (10 M) mobasmstor nupunut (25
Mr, 0,318 MMoIb, 2 3KB.), 3aTeM XJIopu MeTaHcyabhormta (21 mr, 0,191 MmMoinsb, 1,2 3kB.). CMech mepemenin-
BAaIOT B TCUCHHUE 2 Y, TaciT U IKCTPArupyIoT, Kak B mpumepe 2b). PacTBOpUTENb OTTOHSIOT, U OCTATOK OYHUIIIAIOT
npenapatuBHoit BOXKX ¢ nmomydenneM npogaykra ¢ 13%-Hbiv BeixogoM (12 mr). 'H SIMP (300 MI'u, IMCO-
de): 6 10,32 (c, 1H), 8,80 (c, 1H), 8,73 (c, 1H), 8,28 (¢, 1H), 7,94-7,92 (n, 1H), 7,82-7,72 (M, 2H), 7,60 (z, 2H),
7,46-7,40 (m, 2H), 7,27 (nr, 1H), 4,89 (M, 2H), 3,96-3,94 (M, 6H), 3,77 (M, 4H), 3,19 (c, 3H); KX-MC (U3P):
paccunTaHHas Macca: 579,62; Haiinennas macca: 580,2 [M+H]" (By: 0,29 mun).

Mpumep 49. N-(2',4'-Iudrop-5-(5-(1-(2-mopdommuosTiin)-1H-1,2,3-rprazon-4-nn)-1H-6en3o[dJumuna-
3011-1-u1) O eHnIT-3 - 1) TaHCyIb(HOHAMHU.

Coe/IMHEHHE TTOTYYAi0T M3 COSIMHCHUS U3 IpuMepa 21 ¢ IpuMeHeHreM MeToAuK u3 npuMepa 48. 'H SIMP
(300 MI'y, AMCO-de): 6 10,41 (c, 1H), 8,83 (c, 1H), 8,80 (c, 1H), 8,32 (¢, 1H), 7,97 (1, 1H), 7,85-7,80 (M, 2H),
7,63 (c, 2H), 7,52-7,50 (M, 2H), 7,33 (m, 1H), 4,93 (M, 2H), 4,0 (m, 6H), 3,70 (M, 4H), 3,34 (kBapter, 2H), 1,30
(1, 3H); XKX-MC (MDP): paccunTanHas Macca: 593,65; Haiinennas macca: 594,2 [M+H]" (y: 0,36 Mun).

Ipumep 50. N-(2',4'-Judrop-5-(5-(1-(2-mopdomurosTm)-1H-1,2,3-Tpnazon-4-wn)- 1 H-6enzo[dJumu-
na30t- 1 -uim)ond eHnII-3 -1 ITUKIIOTIPOTIaHC Y Ib (D OHAMUI.

CoerHeHHe TOTYJal0T U3 COSTUHEHMSI M3 TipuMepa 21 ¢ mpuMeHEeHueM METOUK U3 puMepa 48 u XJopu-
Jla TUKJIONPOIAHCYTh(OHMIIA. 'H SIMP (300 MIw, JAMCO-d¢): 8 10,9 (c, 1H), 8,73 (¢, 1H), 8,62 (c, 1H), 8,22
(c, 1H), 7,9-7,87 (m, 3H), 7,71-7,62 (M, 4H), 7,55 (c, 1H), 7,47-7,39 (M, 4H), 7,28-7,24 (m, 1H), 4,12 (c, 3H);
JXKX-MC (MDP): paccunrannas Macca: 605,6; Haiinennas Macca: 606,2 [M+H]" (By: 0,367 mun).

ITpumep 51. N-(5-(5-(1-HUuknonentun-1H-1,2,3-rpuazon-4-nn)-1H-6enszo[ d Jumunazon-1-mm)-2',4'-
TUPTOPOUPCHUI-3-1T)alle TAMU.

PactBop coenuuenus nz npumepa 17¢) (100 mr, 0,258 mmons) B cyxom JJM® (10 M) B repMeTH4HO 3a-
KpBITOW MpoOupKe mpoayBaroT N, B TeueHue 20 MUH C MOCICIYIONINM J00aBICHUEM a3HIOIUKIONICHTAHA U3
npomexxyrounoro mpumepa 7 (34 mr, 0,3 Mmmons, 1,2 3kB.) u Hoguna menu (5 mr, 0,0258 mmons, 0,1 3kB.), u
nepememuBaioT npu 90°C B Teuenue 12 4. PacTBOpUTENb OTTOHSIOT, U OCTATOK OYHUIINAIOT TpErapaTHuBHON
BOXKX ¢ monyuennem npoxykta ¢ 14%-ueiM BeixogoM (18 mr). 'H SIMP (400 MI', CD;0OD): & 8,55 (c, 1H),
8,43 (c, 1H), 8,36 (c, 1H), 8,23 (ymmup.c, 1H), 8,10 (c, 1H), 7,92-7,88 (M, 1H), 7,74 (1, 2H), 7,68-7,61 (M, 1H),
7,52 (c, 1H), 7,15-7,09 (m, 1H), 5,09-5,03 (M, 1H), 2,35-2,30 (M, 2H), 2,19-2,12 (M, 5SH), 1,96-1,90 (M, 4H); XKX-
MC (MI3P): paccunrannas Macca: 498,53; Haiinennas macca: 499,2 [M+H]" (y: 1,55 mun).

IMpumep 52. N-(5-(5-(1-(HuxmobyTtummetwn)-1H-1,2,3-tpuazon-4-wmm)- 1 H-6en3o[d Jumunazon-1-um)-2',4'-
I TopOUpEHIIT-3 -1 )areTaMuI.

CoequHEHHE TI0JTy4aloT U3 COCIMHEHHS U3 IpuMepa 17¢e) ¢ NpUMEHeHnEeM COeIMHEHUS U3 TIPOMEKYTOYHO-
ro mpumMepa 8 u Meroxuku u3 mpumepa 51. 'H SIMP (300 MI't, IMCO-dq): & 10,34 (c, 1H), 8,13 (c, 1H), 8,61
(c, 1H), 8,24 (c, 1H), 8,07 (c, 1H), 7,92-7,90 (n, 1H), 7,82-7,71 (M, 3H), 7,52 (¢, 1H), 7,42 (m, 1H), 7,24-7,20 (M,
1H), 4,42 (n, 2H), 2,10 (c, 3H), 2,05 (M, 3H), 1,90-1,83 (M, 4H); XKX-MC (MDP): paccunurannas macca: 498,53;
Haiinennas mMacca: 499,2 [M+H]" (sy: 1,55 mun).

Mpumep  53.  N-(4'-Ptop-5-(5-(1-metnn-1H-nupazon-4-nmn)-1H-6en30[dJumunazon-1-mm)oudennn-3-
WIT)aneTaMuI.

a) N-(4'-®top-5-auTpodbudenun-3-m)aneTaMmuI.

CoenuHeHHe MOydaloT U3 coenuHeHus u3 npumepa Ic) (10,0 T, 38,6 MMoOIb) ¢ IPUMEHEHHUEM METOINKH
n3 npumepa 1d) u 4-propdernnboponoBoit kuciaots (6,48 T, 46,3 MMoIb, 1,2 9KB.) ¢ TIOTyYEHHUEM MIPOIYKTA C
86%-ubIM BEIXOOM (9,1 T). 'H iMP (300 MI', AMCO-dy): 8 10,53 (c, 1H), 8,57 (t, 1H), 8,17 (c, 1H), 8,09 (T,
1H), 7,86-7,74 (M, 2H), 7,41 (T, 2H), 7,15 (T, 1H), 2,13 (c, 3H); XKX-MC (MDP): paccuntanHas macca: 274,25;
HaiinenHas Macca: 274,8 [M+H]" (By: 1,52 mun).

b) N-(5-Amuno-4'-propobudennn-3-mr)aneTamu.

CoenuHEeHHE TOTYYaloT U3 coeauHeHus u3 npumepa 53a) (11,0 , 40,1 MMoJIb) ¢ MPUMEHEHHEM METOINKH
3 npuMepa le) ¢ monmydennem coexuHenns ¢ 92%-ueM BeixonoM (9,0 ). 'H SIMP (300 MI'u, IMCO-d): &
9,73 (¢, 1H), 8,11 (c, 1H), 7,53-7,48 (M, 2H), 7,26 (1, 1H), 6,94-6,92 (M, 2H), 6,47 (c, 1H), 5,22 (c, 2H), 2,02 (c,
3H); )KX-MC (MDP): paccuntannas Macca: 244,26; Haiinennas macca: 245,1 [M+H]" (By: 0,312 mumn).

¢) N-(5-(4-bpom-2-autpodenunamMmuno)-4'-pTopoudeHu-3-1in)aneTaMu.

CoenuHEeHHE OMYYArOT U3 coeanHeHus u3 mpumepa 53b) (9,0 r, 36,85 MMonb) ¢ IpUMEHEHUEM METOAUKH
u3 npumepa 1f). Peakimonnyro cmeck racat Boxod. BeimaBimmii ocamok (QMIBTPYIOT, IPOMBIBAIOT XOJIOJHOM
BOJIOW M TEKCAaHOM M CYIIAT B BRICOKOM BaKyyMe C MMOJTy4CHHEM MPOIYKTa B BHIIC TBEPJOTO BEIICCTBA OPAHNKE-
BOro 1sera ¢ 92%-ubiM BoixogoM (15,0 T). 'H SIMP (300 M@, JIMCO-dy): 6 10,14 (c, 1H), 9,45 (c, 1H), 8,25
(m, 1H), 7,69-7,62 (m, SH), 7,35-7,24 (M, 4H), 2,07 (c, 3H); XKXX-MC (M3P): paccuntannas macca: 444,25; Haii-
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nenHas Macca: 446,1 [M+H]" (By: 1,84 mun).

d) N-(5-(2-Amuno-4-6pompennnammno)-4'-propoudenun-3-mi)aneTaMua.

CoenuHEeHHE TIOMY4aloT U3 coeanHenus u3 npumepa 53c¢) (15 r, 33,77 MMoOIIb) C IPUMEHEHUEM METOINKH
u3 mpuMepa 1g) ¢ momyuennem mpoaykta ¢ 93%-upiM BeixogoM (13,0 ). 'H SIMP (300 MI'i, IMCO-de): & 9,84
(1H, ¢), 7,53-7,49 (M, 3H), 7,31-7,25 (m, 4H), 6,98-6,91 (M, 2H), 6,88-6,62 (M, 2H), 5,11 (¢, 2H), 2,01 (c, 3H);
JKX-MC (MDP): paccunTanHas macca: 414,27; naiinennas macca: 416 [M+H]" (y: 1,73 MuH).

¢) N-(5-(5-bpom-1H-6en30[dJumunazon-1-nmn)-4'-propoudeHn-3-wmn)arne Tamu,I.

CoenuHeHne NOMy4aroT U3 coenuHeHus n3 npumepa 53d) (13,0 r, 31,38 MMob) ¢ IpUMEHEHHUEM METOIN-
ki u3 npuMepa lh) ¢ momyuennem mpoxykra ¢ 68%-ueM BeixogoM (9,0 r). 'H SIMP (300 MI't, IMCO-d): &
10,38 (c, 1H), 8,77 (¢, 1H), 8,14 (c, 1H), 8,02-7,97 (m, 1H), 7.9 (c, 1H), 7,82-7,77 (m, 2H), 7,7-7,67 (m, 1H),
7,63-7,62 (M, 1H), 7,54-7,5 (M, 1H), 7,36 (T, 2H), 2,12 (c, 3H); XKXX-MC (U3P): paccunrannas macca: 424,27,
Haiinennas mMacca: 425,1 [M+H]" (y: 1,925 mun).

f) N-(4'-drop-5-(5-(1-meTmn- 1 H-nupazon-4-mn)-1H-0en3o[d [umunazon- 1 -um)Ond eHun-3-mi )ae TaMmus.

CoenuHeHHE MOMYYaloT U3 coequHeHus u3 npumepa 53e) (1,3 r, 3,06 MMoIb) ¢ NPUMEHEHNEM METOUKH
u3 mpumepa li) u 1-mermn-4-(4,4,5,5-terpamerui-1,3,2-nuokcadboponan-2-un)- 1 H-mupazona (0,765 r, 3,68
MMOIb, 1,2 9KB.) ¢ IOTydeHHEM MPOAYKTa ¢ 46%-HbvM BoixoxoM (0,6 r). 'H SIMP (300 MI', IMCO-dg): & 10,4
(c, 1H), 9,0 (c, 1H), 8,25 (c, 1H), 8,08 (c, 1H), 8,0 (m, 2H), 7,90 (c, 1H), 7,8 (m, 3H), 7,65 (M, 2H), 7,4 (T, 2H),
3,9 (¢, 3H), 2,1 (c, 3H); XKX-MC (U3P): paccuntannas macca: 425,46; Haiinennas macca: 425,9 [M+H]" (By:
1,13 mMun).

IIpumep  54.  N-(4-®top-5-(5-(1-meTmn-1H-mupazon-4-nmn)-1 H-6en30[d|Jumunazon- 1 -wm)oundenmn-3-
WI)METaHCyTb(HOHAMUI.

a) 4'-drop-5-(5-(1-metmin- 1 H-mupazon-4-wun)- 1 H-6en30[ d[umunazon- 1 -nn)oud enun-3-aMuH.

K pactBopy coenunenus u3 npumepa 53 (0,6 T, 1,41 mmois) B 3Tanoze (20 mi1) 700aBISIOT BOTHBIN pac-
tBop NaOH (451 mr, 11,3 mmoib, 8,0 9kB. ), u cMech HarpeBatoT nipu 85°C B Teuenne 4 4. CMech TacsT U dKCT-
parupyot, Kak B npumepe 1d). PactBoputens oTroHsIOT ¢ nonydeHneMm npoaykra ¢ 44%-ueiM BorxonoMm (0,24
r). JKX-MC (MDP): paccunTanHas mMacca: 383,42; Haiinennas macca: 384,1 [M+H]" (By: 1,004 mumn).

b) N-(4'-®rop-5-(5-(1-merun-1H-nupazon-4-un)-1H-6en3o[d|umuaazon-1-n)ondenni-3-ui)MeTaHCyIb-
dhonamu.

K pactBopy coenunenust uz npumepa 54a) (50 mr, 0,125 mmons) B IXM nobGasistror mupuaus (20 wr,
0,249 mmous, 2,0 5kB.), 3aTeM xjopua MeTancynbponmia (17 mr, 0,15 mmouns, 1,2 3xB.). CMech epeMeImBaioT
B TeueHHUe | 9, TacAT W IKCTPArupyioT, kak B mpumepe 2b). PacTBopuTenb OTTOHSIOT, U OCTATOK OYHINAIOT TIpe-
napartusHoit BOXKX ¢ momyuennem npoaykta ¢ 33%-ubiM BbixogoM (20 mr). 'H SIMP (300 MI'i, IMCO-de): &
10,23 (ymmup.c, 1H), 8,71 (c, 1H), 7,97 (», 2H), 7,85-7,8 (m, 2H), 7,69 (M, 2H), 7,61-7,58 (M, 2H), 7,52 (m, 2H),
7,38 (1, 2H), 3,89 (c, 3H), 3,19 (c, 3H); XKX-MC (UDP): paccuntannas macca: 461,51; Haiinennas macca: 461,9
[M+H]" (By: 1,3 mun).

Ipumep  55. N-(4-®top-5-(5-(1-meTmn-1H-mupazon-4-nn)-1 H-6en30[d|Jumumazon- 1 -mm)oundermn-3-
WT)3TaHCYTh()OHAMUI.

CoeHEHNE MOTYYAOT U3 COCAUHEHHS U3 IPUMepa 53 ¢ IpUMEHeHHeM MEeTOIUK u3 npuMepa 54. 'H SIMP
(300 MI'u, AMCO-dg): 6 10,36 (ymmp.c, 1H), 9,35 (yomp.c, 1H), 8,28 (c, 1H), 8,02 (m, 2H), 7,85-7,79 (M, 2H),
7,76-7,7 (m, 3H), 7,6-7,57 (M, 2H), 7,39 (1, 2H), 3,89 (c, 3H), 3,31 (xBapret, 2H), 1,27 (T, 3H); XKX-MC (U3P):
paccunTanHas Macca: 475,54; Haiinennas macca: 475,9 [M+H]" (By: 1, 38 mun).

Mpumep  56.  N-(4'-®top-5-(5-(1-meTnin-1H-nmpazon-4-nm)-1H-6en30[dJumunazon-1-wr)oudennn-3-
WIT)IIPONaH-2-Cyab(QOHAMUI.

Coe/HEHHE MOTYYAOT U3 COCANHEHHS U3 IPUMepa 53 ¢ IpUMEHeHHEeM METOIUK u3 npuMepa 54. 'H SIMP
(300 MI'u, IMCO-d¢): 6 10,28 (ymmp.c, 1H), 8,92 (ymmp.c, 1H), 8,24 (c, 1H), 7,99 (n, 2H), 7,83-7,78 (M, 2H),
7,71-7,67 (M, 3H), 7,56 (n, 2H), 7,38 (T, 2H), 3,88 (c, 3H), 3,52-3,48 (M, 1H), 1,31 (x, 6H); XKX-MC (U3P):
paccunTanHas Macca: 489,56; HaiinenHas macca: 490,2 [M+H]" (By: 1,46 Mum).

Ipumep  57.  N-(4-®top-5-(5-(1-meTmn-1H-mupazon-4-nn)-1 H-6en30[d|Jumunazon- 1 -wmn)oudenmn-3-
Y1) IAKJIOTIPOTIAHC Y Tb()OHAMHT.

CoennHeHHE TOTYYAIOT U3 COSTMHEHUS U3 IpUMepa 53 ¢ mpuMeHeHHeM METOIUK U3 mpuMepa 54 u Xiopu-
Jla IIKJIOTPOTIAHCYIb()OHMIIA. 'H SIMP (300 MI', IMCO-dq): & 10,28 (c, 1H), 9,1 (yummp.c, 1H), 8,26 (c, 1H),
8,01 (&, 2H), 7,84-7,81 (m, 2H), 7,74-7,71 (M, 3H), 7,59 (¢, 2H), 7,39 (T, 2H), 3,89 (c, 3H), 2,91-2,89 (M, 1H),
1,03 (1, 4H); )KX-MC (MDP): paccunrannas Macca: 487,55; Haiinennas macca: 488,1 [M+H]" (y: 1,42 mun).

Mpumep 58.  1-Huknonentuin-3-(4'-dprop-5-(5-(1-merun-1H-nmpazon-4-un)-1H-6en3o[dJumunazon-1-
wi1)OudeHn-3-mrMoYeBuHA.

K pactBopy coenunenus u3 npumepa S54a) (100 mr, 0,261 MMonb) B H-OyTaHoe 100aBISIOT TPUITHIAMUH
(79 wr, 0,783 mMmoms, 3,0 3KB.), 3aTeM H3oIMaHaTONUKIONeHTaH (58 Mr, 0,522 MMmonb, 2,0 9kB.). CMech mepe-
MEIIMBAIOT B TeUeHHE | 4, 3aTeM racsT W SKCTParupymor, kak B npumepe 1d). PacTBopurens OTroHsIOT, U OCTa-
TOK OUHMIIAOT IpenapaTuBHoii BIXKX ¢ monyuenuem mpomykra ¢ 31%-Heiv BeixogoM (40 mr). 'H SIMP (300
MTI'n, AMCO-de): 6 8,84 (ymmp.c, 1H), 8,71 (c, 1H), 8,22 (c, 1H), 7,99 (1, 2H), 7,88 (c, 1H), 7,82-7,78 (M, 2H),
7,73 (m, 1H), 7,68-7,63 (m, 2H), 7,48 (c, 1H), 7,36 (T, 2H), 6,4 (1, 1H), 4,1-3,8 (M, 1H), 3,88 (c, 3H), 1,89-1,83

-31-



026183

(M, 2H), 1,69-1,5 (M, 4H), 1,45-1,38 (M, 2H); XKX-MC (MDP): paccunrannast macca: 494,56; HaliieHHast Macca:
494.8 [M+H]" (By: 1,51 mun).

IIpumep 59. 1-(4-Dtop-5-(5-(1-meTun-1H-nmupazon-4-mn)- 1 H-6en3o[ d Jumunazon-1-un)ondennn-3-wmn)-3-
(1-meTunmunepuanH-4-ua)MOYeBHHA.

K pactBopy coennnenns n3 npumepa 54a) (50 mr, 0,13 mmons) B AXM npu 0°C nobasisrot docren (20%
B Tosryotie) (0,1 mu, 0,195 mmomnb, 1,5 9kB.), 1 cMech niepeMemmBarOT B Teuenue 15 mud npu 0°C u 30 MuH npu
KT. HobGasusror 1-metunmunepunua-4-amud (18 mr, 0,156 MMoib, 1,2 3KB.), ¥ CMeCh ITEPEMEIINBAIOT B TeUe-
He 16 4. CMech racst n00aBIeHHEM BOJBI M dKCTparupyor 8% meranon/JAXM (3x50 mu). OO0benuHEHHbIH
OpraHWYECKHH CIIOW MPOMBIBAIOT BOAOH, HACKIIIIEHHBIM PacCTBOPOM COJIM | CyIIaT Haja cyibdaToM Hatpus. Pac-
TBOPUTENH OTTOHSIOT, M OCTaTOK OYMIIAIOT IpenapaTtuBHOH BOXKX ¢ momydennem mpoaykra ¢ 44% BEIXOIOM
(30 mr). "H SIMP (300 MI't, JIMCO-de): & 8,48 (c, 1H), 7,98 (c, 1H), 7,89-7,85 (m, 4H), 7,72-7,55 (M, 6H), 7,39
(c, 1H), 7,2 (1, 2H), 3,94 (c, 3H), 3,89-3,84 (M, 1H), 3,42-3,33 (M, 2H), 3,05-3,0 (M, 2H), 2,78 (c, 3H), 2,17-2,13
(v, 2H), 1,85-1,81 (M, 2H); XKX-MC (MDP): paccuntannas macca: 523,6; Haiinennas macca: 524 [M+H]" (sy:
0,2 mun).

[Mpumep 60. 1-(4'-Drop-5-(5-(1-metnn-1H-nmpazon-4-nn)-1H-6en3o[d]umunnazon-1-nm)oudennn-3-um)-3-
(pypan-2-unmMeTHII)MOUEBHHA.

CoeIMHEHHE TOTYYAIOT M3 COSIMHEHHS U3 MpUMepa 54a) ¢ MpUMEHEHHEM METOIMKH u3 mpuMepa 58. 'H
SAMP (300 MI'i, CD;0D): 6 9,1 (c, 1H), 8,1 (c, 1H), 8,02 (c, 2H), 7,93 (c, 1H), 7,85-7,81 (m, 2H), 7,74-7,67 (M,
3H), 7,53 (z, 1H), 7,44 (n, 1H), 7,22 (1, 2H), 6,37-6,34 (M, 1H), 6,3-6,29 (M, 1H), 4,42 (c, 2H), 3,95 (c, 3H);
JKX-MC (MDP): paccunTanHas mMacca: 506,53; Haifnennas macca: 507,1 [M+H]" (By: 1,44 mun).

IIpumep 61. 1-(4-Dt1op-5-(5-(1-meTun-1H-nmupazon-4-mn)- 1 H-6en3zo[ d Jumunazosn-1-un)ondennn-3-wmn)-3-
((5-meTundypan-2-un)MeTUI)MOUCBHHA.

Coe/IMHEHHE TIONyYaioT U3 COCAMHCHHS M3 IPHMepa 54a) ¢ MpHMEHEHHeM METONHK H3 mpuMepa 58. 'H
SAMP (300 MI'u, CD;0D): 6 9,51 (¢, 1H), 8,1 (c, 1H), 8,02 (¢, 2H), 7,93 (c, 1H), 7,85-7,73 (m, 4H), 7,65 (M,
1H), 7,53 (¢, 1H), 7,22 (T, 2H), 6,2-6,14 (M, 1H), 5,9-5,81 (M, 1H), 4,38 (c, 2H), 3,95 (c, 3H), 2,26 (c, 3H); XKX-
MC (M3P): paccunrannas Macca: 520,56; Haiinennas macca: 521,1 [M+H]" (y: 1,51 mun).

Mpumep 62. N-(5-(5-(1-(2-(Jumermnamuno)3tin)- 1 H-upazon-4-un)- 1 H-6en3o[ d Jumumazon-1-mm)-4'-
(hropouenm-3-1)aneTaMu .

CoelMHEHHE MOTYYAlOT M3 COCIMHEHHs U3 IpUMepa 53¢) ¢ IpMMEHeHHeM METOMK u3 mpumepa 53. 'H
AMP (300 MI'u, IMCO-dy): 6 10,42 (c, 1H), 8,98 (c, 1H), 8,37 (c, 1H), 8,14-8,06 (M, 3H), 7,85-7,75 (m, 4H),
7,68-7,66 (M, 2H), 7,38 (T, 2H), 4,57 (T, 2H), 3,65-3,63 (M, 2H), 2,85 (1, 6H), 2,13 (c, 3H); XKX-MC (U3P): pac-
cunTaHHas Macca: 482,55; HalneHHas Macca: 483,1 [M+H]" (By: 0,19 mun).

Mpumep 63. N-(5-(5-(1-(2-(qumermnamuno)3tin)- 1 H-upazon-4-un)- 1 H-6en3o[ d Jumumazon-1-mm)-4'-
dropoudennn-3-un)MeTancyIbPOHAMHU.

Coe/IMHEHHE TTOTYYAi0T M3 COSIMHCHUS U3 IIpuMepa 62 ¢ IPIMEHEHHEM METOAMK 13 npuMepa 54. 'H SIMP
(300 MI'u, AMCO-dg): 6 10,27 (c, 1H), 8,87 (c, 1H), 8,37 (¢, 1H), 8,14 (c, 1H), 8,06 (c, 1H), 7,84-7,8 (m, 2H),
7,76-7,64 (m, 3H), 7,55-7,52 (m, 2H), 7,38 (T, 2H), 4,57 (T, 2H), 3,65-3,62 (M, 2H), 3,19 (c, 3H), 2,86 (1, 6H);
JKX-MC (MDP): paccunTanHas mMacca: 518,61; naiinennas macca: 519 [M+H]" (sy: 0,22 MuH).

Ipumep 64. N-(5-(5-(1-(2-(IumeTtmmamuno)31in)- 1 H-mupazon-4-nmn)- 1 H-6en3o[dJumumazon-1-wmr)-4'-
(dbropoudenm-3-un)3taHcyabGoHamMuI.

CoeHEHHE MOTYYAOT U3 COCAMHEHHS U3 IpuMepa 62 ¢ IpUMEHEHHEeM MEeTOIUK 13 npuMepa 54. 'H SIMP
(300 MI', AMCO-dg): & 10,29 (c, 1H), 8,77 (¢, 1H), 8,35 (c, 1H), 8,13 (c, 1H), 8,06 (c, 1H), 7,83-7,78 (M, 2H),
7,72-7,63 (m, 3H), 7,54-7,51 (m, 2H), 7,38 (1, 2H), 4,57 (1, 2H), ,65-3,62 (M, 2H), 3,3 (xBapteT, 2H), 2,86 (x,
6H), 1,27 (1, 3H); )KX-MC (UDP): paccunrannas macca: 532,63; maiinennas macca: 533 [M+H]" (sy: 0,25
MHUH).

Mpumep 65. N-(5-(5-(1-(2-(qumermnamuno)3tin)- 1 H-upazon-4-un)- 1 H-6en3o[ d Jumumazon-1-mm)-4'-
¢dropoudennn-3-mn)nponan-2-cyabHpoHaMu.

Coe/IMHEHHE TTOTYYAi0T M3 COSAMHCHAS U3 IIpuMepa 62 ¢ IPIMEHEHHEM METOAMK 13 mpuMepa 54. 'H SIMP
(300 MI'u, AMCO-d¢): 6 10,27 (c, 1H), 8,82 (c 1H), 8,36 (c, 1H), 8,14 (c, 1H), 8,06 (c, 1H), 7,83-7,79 (M, 2H),
7,71-7,65 (m, 3H), 7,56-7,53 (M, 2H), 7,38 (1, 2H), 4,57 (1, 2H), 3,67-3,64 (M, 2H), 3,52-3,49 (M, 1H), 2,85 (z,
6H), 1,32 (1, 6H); XKX-MC (MUDP): paccunranHnas Macca: 546,66; Haiinennas macca: 547,2 [M+H]" (By: 0,507
MUH).

Ipumep 66. N-(5-(5-(1-(2-(IumeTtmmamuno)31rn)- 1 H-mupazon-4-un)- 1 H-6en3o[dJumumazon-1-wmr)-4'-
(hropOudeHnIT-3 -1 ) IUKIONPOTIaHC YT (HOHAMHI.

CoerHEeHHe TOTYJal0T U3 COSTUHEHSI M3 TIpuMepa 62 ¢ MpUMEHEHUEM METOIUK U3 puMepa 54 U XJIopu-
Jla TAKJIOTIPOTIAHCYTb(OHUTIA. 'H IMP (300 MI';, AMCO-dg): & 10,26 (c, 1H), 8,84 (c, 1H), 8,36 (c, 1H), 8,14
(c, 1H), 8,06 (c, 1H), 7,82-7,79 (M, 2H), 7,73-7,67 (m, 3H), 7,56 (1, 2H), 7,39 (T, 2H), 4,57 (T, 2H), 3,65-3,62 (M,
2H), 2,9-2,87 (m, 1H), 2,86 (m, 6H), 1,02 (1, 4H); KX-MC (1U3P): paccuntanHas macca: 544,64; HaiineHHAS
macca: 546,2 [M+H]" (sy: 0,401 mun).

Hpumep 67. N-(5-(5-(1-(2-(Jumermnamuno)3tin)- 1 H-upazon-4-un)- 1 H-6en3o[ d Jumumazon-1-mm)-4'-
¢dropoudennn-3-mn)deHzoncyapGonamu.
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CoeanHeHue Moy4aroT U3 COeTUHEHMsI U3 puMepa 62 ¢ IpuMeHEHHEeM METOAMK U3 mpumepa 54. 'H sMP
(300 MI'u, AMCO-dg): 6 10,9 (c, 1H), 8,78 (¢, 1H), 8,37 (c, 1H), 8,14 (c, 1H), 8,03 (c, 1H), 7,89 (m, 2H), 7,72-
7,68 (M, 3H), 7,66-7,61 (M, 4H), 7,41-7,33 (m, SH), 4,57 (1, 2H), 3,66-3,63 (M, 2H), 2,85 (1, 6H); XKX-MC
(U3P): paccunrtannas macca: 580,68; nHaiinenHas macca: 581,1 [M+H]" (By: 0,781 Mumn).

IMpumep 68. 1-Iuknonentmi-3-(5-(5-(1-(2-(aumernnamuno)aTwi)- 1 H-ntupazon-4-wmn)- 1 H-6en3o[ dJumu-
nazon-1-um)-4'-propobudennn-3-mn)mMoueBrHa.

Coe/IMHEHHE TTOTYYAi0T H3 COSIMHCHHS U3 IIpEMepa 62 ¢ IPIMEHEHHEM METOAMK 13 mpuMepa 58. 'H SIMP
(300 MI'u, AMCO-d¢): 6 9,33 (ymmp.c, 1H), 8,87 (c, 1H), 8,76 (c, 1H), 8,36 (c, 1H), 8,14 (c, 1H), 8,05 (c, 1H),
7,39 (m, 1H), 7,82-7,75 (M, 3H), 7,68-7,6 (M, 2H), 7,48 (m, 1H), 7,36 (1, 2H), 4,57 (T, 2H), 3,99-3,97 (M, 1H),
3,65-3,62 (m, 2H), 2,86 (x, 6H), 1,89-1,82 (M, 2H), 1,7-1,53 (M, 4H), 1,45-1,37 (m, 2H); XKX-MC (U3P): pac-
cunTaHHas Macca: 551,66; Haiinennas Macca: 552,2 [M+H]" (y: 0,61 mun).

ITpumep 69. N-(4'-Drop-5-(5-(6-merokcunupuaun-3-ui)- 1 H-6en3o[d umnnazon- 1 -nn)ondennn-3-
WIT)aneTaMuI.

Coe/IMHEHHE TIOTYYaIoT ¢ IPIMEHEHHEM METOAMK 13 puMepa 53. 'H SIMP (300 MI'n, JIMCO-dq): & 10,41
(c, 1H), 8,96 (c, 1H), 8,58 (x, 1H), 8,15-8,07 (M, 3H), 7,91-7,89 (m, 1H), 7,85-7,79 (m, 3H), 7,74-7,67 (M, 2H),
7,38 (1, 2H), 6,95 (n, 1H), 3,92 (c, 3H), 2,14 (c, 3H); KX-MC (13P): paccunranHas macca: 452,48; HailijcHHAS
macca: 453,1 [M+H]" (y: 1,571 mun).

IMpumep 70. N-(5-(5-(1H-ITupazon-1-nm)-1H-6enszo[d]Jumunazon-1-mn)-4'-propoutennin-3-mn)aneramu.

K pactBopy coenurenus nu3 npumepa 53e) (1,0 r, 2,36 mmons) B JIMD (5 mir) nodasisroT mupa3zot (1,0 mr,
14,87 mmonb, 6,3 9kB.), okeua meau(l) (1,0 r, 7,08 mmoms, 3,0 3kxB.) u kap6oHnat ne3us (3,0 r, 9,204 mmous, 3,9
9KB.), U cMech HarpeBatoT ipu 90°C B Teuenue 48 4. CMech racsT M 3KCTParupyroT, kak B mpumepe 1d). Pactso-
PHUTEIH OTTOHSIOT, U OCTATOK OYMIIAIOT mpenapatuBHoi BOXKX ¢ momyuennem nmpoaykTa ¢ 62%-HBIM BBEIXOJIOM
(0,6 r). "H SIMP (300 MI'u, IMCO-dg): & 10,39 (c, 1H), 8,8 (c, 1H), 8,6 (1, 1H), 8,24 (n, 1H), 8,02 (c, 1H),
7,93-7,9 (m, 2H), 7,82-7,56 (m, 4H), 7,65 (n, 1H), 7,37 (1, 2H), 6,56 (T, 1H), 2,13 (c, 3H); XKX-MC (UDP): pac-
cunTanHas Macca: 411,43; Haiinennas Macca: 412,3 [M+H]" (y: 1,43 mun).

Ipumep 71.  N-(5-(5-(1H-ITupazomn-1-un)-1H-6en3o[d|umunazon-1-mm)-4'-propoudennn-3-mi)MeTan-
cynb(hOHAMHUII.

a) 5-(5-(1H-ITupazon-1-mn)-1H-0en3o[dJumunazon-1-un)-4'-propoudenmn-3-aMmuH.

K pactBopy coenunenus u3 npumepa 70 (0,6 T, 1,46 mmonb) B 3taHone (40 Mi1) 1OOABISIOT BOAHBIA pac-
tBop NaOH (1,0 r, 25 Mmmoms, 17,1 3kB.), 1 cMech HarpeBatoT npu 85°C B Teuenue 5 4. CMech racst u 3KCTpa-
THPYIOT, Kak B npumepe 1d). OObeqMHEHHBIH OPraHWYECKUH CJIOHW MPOMBIBAIOT BOAOW, HACBHIIIEHHBIM PacTBO-
POM COJIM U CyIIaT HaJ Cyab(paToM HaTpHs. PacTBOPUTENs OTTOHSIOT C MOTydeHHEM MPOoayKTa ¢ 84%-HBIM BbI-
xonom (0,45 r).

b) N-(5-(5-(1H-ITupazon-1-mn)-1H-6en30[ d Jumunazon- 1 -mn)-4'-bTopoudeHun-3-uin)MeTaHCyTbHOHAMHI.

K pactBOpy coenunenus u3 npumepa 71a) (150 mr, 0,406 mmonn) B IXM nobasnstot mupuana (0,5 mit,
6,21 mmouitb, 15,3 9kB.), 3ateM xmopun Mmetancynbdonwmna (70 mr, 0,609 MMoib, 1,5 3kB.). CMech epeMenBa-
IOT B Te4eHHE | 4, TacAT U dKCTParupyioT, Kak B mpumepe 2b). PacTBopuTens OTTOHSIOT, U OCTATOK OYHINAIOT
npenapatuBHoit BOXKX ¢ nmomydenneM mpoaykra ¢ 17%-Hbv BeixogoM (30 mr). 'H SIMP (300 MI'u, IMCO-
de): 6 10,23 (c, 1H), 8,82 (c, 1H), 8,6 (1, 1H), 8,24 (1, 1H), 7,92 (an, 1H), 7,85-7,8 (M, 3H), 7,76-7,71 (M, 2H),
7,54-7,53 (m, 2H), 7,38 (T, 2H), 6,56 (1, 1H), 3,19 (¢, 3H); KX-MC (U3P): paccunrannas macca: 447,48; Haii-
nenHas Macca: 449,1 [M+H]" (By: 1,575 mun).

Mpumep  72.  N-(5-(5-(1H-ITupazon-1-mn)-1H-6en3o[d]umunazon-1-mn)-4'-gpropoudennn-3-mm)stan-
cynb(hOHAMHUII.

CoeanHeHue Moy4aroT U3 COeqUHEeHMs U3 mpuMepa 70 ¢ npuMeHeHHeM METOAUK U3 mpumepa 71. 'H sIMP
(300 MI'u, IMCO-dg): 6 10,3 (c, 1H), 8,81 (c, 1H), 8,6 (1, 1H), 8,24 (c, 1H), 7,93 (mn, 1H), 7,84-7,76 (m, 4H),
7,7-7,69 (M, 1H), 7,55-7,53 (m, 2H), 7,4-7,36 (M, 2H), 6,57-6,56 (M, 1H), 3,3 (xBapret, 2H), 1,27 (1, 3H); XKX-
MC (MI3P): paccunrtannas Macca: 461,51; naiinennas Macca: 462,1 [M+H]" (y: 1,563 mun).

Ipumep 73.  N-(3-(5-(1-Metmn-1H-nmupazon-4-mn)-1H-6en3o[d Jumunazon-1-un)-5-(5-metundypan-2-
nn)eHnmn )ameTaMuz.

a) N-[3-(5-MeTtundypan-2-wuin)-5-HATpOPEHII |arieTaMH T,

K pactBopy N-(3-Opom-5-Hutpodenmn)ameramuna u3 mnpumepa 1c¢) (5 r, 19,23 mmoms) B 1,2-
mumeTokcmaTane (200 mur) mobasistor 4,4,5,5-terpamernn-2-(S-metundypan-2-un)-1,3,2-auokcadboposan (5,9
T, 28,85 MMoutb), kapoonat HaTpus (8,15 1, 76,92 MMob) 1 Boxy (20 Mit), M cMech Aerazupyror 6apOOTHPOBaHHU-
eM N, B Teuenue 15 mun. Jobasmsror Pd(dppf)Cl, (3,2 T, 3,846 mMois), u cMech HarpesatoT npu 100°C B Teue-
Hue 2 4. Cmech noBoaat 10 KT, racsr u skcrparupyior, kak B npumepe 1d). PactBopuTens OTTOHSIOT, U OCTAaTOK
OYUINAIOT (umII-XpoMaTorpadueii Ha koimoHke (40% 3THianeTar B reKcaHe) ¢ moirydeHueM mpoaykra ¢ 80%-
HEIM BBIXOZOM (4,0 T). 'H SIMP (300 MI'r, IMCO-dq): & 10,45 (c, 1H), 8,4 (c, 1H), 8,2 (x, 2H), 7,1 (c, 1H), 6,2
(c, 1H), 2,4 (c, 3H), 2,15 (c, 3H), paccunrannas macca: 260,25; HalinenHast macca: 259,1 [M+H]" (By: 1,578
MHUH).

b) N-[3-Amuno-5-(5-metundypan-2-ui)peHnn |ameraMu.

K pactBopy coenmnenus u3 npumepa 73a) (4,0 r, 15,384 mmons) B meranone (50 mi) noGasisior 10%-
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HBIH maywtaguii Ha yriae (500 mr), u cMmechk nepememmmBaioT npu KT B atmocdepe Bogopoaa (6amioH moxa nasie-
HHEeM) B TeueHHe 6 4. CMech QIbTPYIOT HaJl CJIOEM LIEIHNTa U MPOMBIBAIOT METaHOJIOM. PacTBopuTens BhImapu-
BAIOT C MOJy4EHHEM COCAMHEHHs ¢ 95%-HbIM BbIX0a0M (3,3 T). 'H SIMP (300 MI', IMCO-de): & 9,6 (c, 1H),
7,0 (m, 2H), 6,45 (1, 2H), 6,2 (¢, 1H), 5,2 (c, 2H), 2,4 (c, 3H), 2,15 (c, 3H), paccuntannas macca: 230,26; Haii-
menHas Macca: 231,2 [M+H]" (By: 0,212 mun).

¢) N-[3-(4-Bpom-2-auTpodeHmiaMuno)-5-(5-Metnndypan-2-wmi)heHnn|aneTaMul.

K pactBopy coenunenus u3z nmpumepa 73b) (5 t, 22,73 Mmmoib) B 6e3BogaOoM JIMD (25 mir) mobaBusior 4-
O6pom-1-dTop-2-aHuTpodenson (7,09 r, 27,3 mmons) u otopun kamus (1,32 r, 22,73 MMoins). CMech mepeMenin-
BaroT rpu 100°C B teuenune Houn. Cmech goBoast o KT, u JIM® ynansroT npu MOHM>KEHHOM naBieHuu. Ocrta-
TOK OYHIIAIOT (II-XpoMaTorpadpueit Ha kojoHKe (50% 3THanmeTatr B TeKcaHe) C IMOTyIeHHEM COCIMHEHUS C
65%-upM BBIXOZOM (6 T). 'H SIMP (300 MI'ty, IMCO-d): & 10,2 (c, 1H), 9,6 (c, 1H), 8,2 (¢, 1H), 7,7 (c, 2H),
7,5 (m, 1H), 7,30 (c, 1H), 7,2 (¢, 1H), 6,7 (x, 1H), 2,9 (c, 1H), 2,33 (c, 3H), 2,15 (c, 3H), paccunranHas macca:
430,25; naitnennas macca: 432 [M+H]" (8y: 1,85 mun).

d) N-[3-(2-Amuno-4-6pompennnammuno)-5-(5-metundypan-2-ni)peHu |aneTaMmu.

K pactBopy coeannenus u3 npumepa 73c) (6,0 r, 13,945 mmozs) B atanose (100 mir) 100aBasSIOT MOPOIIOK
xenesza (500 mr) u 50%-ubli BogHbIH pacTBop Xxsopuna kaigpuust (10 mir). Cmech nepememuatot pu 80°C B
TeueHne 2 4 1 GUILTPYIOT Yepe3 cioi uennta. Cioil nenura npoMeiBatoT trianetatoM (200 mir). O0beanHeH-
HBI OPTAaHUYECKUH CJIOW TPOMBIBAIOT BOJIOH, HACKIIIICHHBIM PACTBOPOM COJIM M CyIIaT HaJ CyIb(haToM HaTpHs.
PacTBOpuTENHs OTTOHSIOT, M OCTATOK OYMIIAIOT (udII-XpoMaTorpadueit Ha KoioHke (20% 3THianerar B rekca-
HE) ¢ TOJTydeHHeM CoeanHeHns ¢ 98%-HbM BhixogoM (5,5 ). 'H SIMP (300 MI', IMCO-dq): & 9,8 (c, 1H),
7,30 (m, 1H), 6,9 (M, 3H), 6,7 (M, 2H), 6,5 (n, 1H), 5,2 (¢, 2H), 2,33 (c, 3H), 2,15 (¢, 3H), paccunranHas Macca:
400,27; raiinennas macca: 402 [M+H]" (By: 1,695 MuH).

¢) N-(3-(5-bpom-1H-6en30[dJumunazon-1-nm)-5-(5-metundypan-2-wn)peHuT)arie TaMHI.

MypaBbunyto kucioty (10 mir) go6aBisiroT k coenmuuenuro u3 npumepa 73d) (5 T, 12,49 mmons) npu KT, u
3areM cMmech HarpeBaroT mpu 100°C B Tedenue 2 4. MypaBbHHYIO KUCIOTY YAAISIOT, U OCTaTOK OYMIIAIOT
¢m-xpomaTorpaduei Ha kosoHke (3% MeTaHOJ B XJIOPO(hOpMe) C TOJIydeHHEeM COeANHEHNs ¢ 58%-HbIM BbI-
xozom (3,0 T). 'H SIMP (300 MI', IMCO-dg): & 10,3 (c, 1H), 8,7 (c, 1H), 8,0 (c, 1H), 7,9 (c, 2H), 7,6 (m, 2H),
7,5 (M, 1H), 7,0 (c, 1H), 6,3 (n, 1H), 2,33 (c, 3H), 2,15 (c, 3H), paccunrannas macca: 410,26; HaliicHHAs Macca:
410,2 [M+H]" (8y: 1,616 mMun).

f) N-(3-(5-(1-Merun-1H-nupazon-4-un)-1H-6en3o[dJumunazon-1-un)-5-(5-merundypan-2-ni)dpennn)ane-
TaMU]I.

K pactBopy coenunenus u3 npumepa 73e) (100 mr, 0,244 mmois) B 1,2-aumerokcustane (10 mi) mobas-
nsot 1-metmn-4-(4,4,5,5-rerpamernii-1,3,2-muokcadbopomnan-2-un)- 1 H-mupazon (0,043 r, 0,341 mmonb), kapbo-
Hat Hatpus (0,0755 1, 0,731 mmons) u Boay (2,0 mMi1), ¥ CMECh IeTa3upyroT B TeueHue 15 MuH 6apOOTHpOBaHHEM
N,. Hob6asnstor PAd(PPhs), (0,0563 1, 0,0487 mmons), u cmech HarpesatoT nipu 100°C B Teuenue 2 4. CMmech J10-
BomsT A0 KT, 3areM racar u skcTparupyror kak B mpumepe 1d). PacTBopurens OTTOHSIOT, U OCTATOK OYHIIAIOT
npenapatuBHoit BOXKX ¢ momydennem coemumenus ¢ 10%-upiM BexogoM (10 mr). "H SIMP (300 MI'n, JIMCO-
de): © 10,2 (c, 1H), 8,6 (c, 1H), 8,4 (c, 1H), 7,8-8,1 (¢, 4H), 7,6-7,7 (m, 4H), 7,0 (c, 1H), 6,3 (c, 1H), 3,9 (m, 1H),
2,4 (c, 3H), 2,15 (c, 4H), paccunrannas Macca: 411,46; naiinennas mMacca: 412,1 [M+H]" (y: 0,809 mun).

Mpumep 74.  N-(3-(5-(1-Metun-1H-nupason-4-un)- 1 H-6en3o[d Jumunazon-1-um)-5-(5-metundypan-2-
W) peHUIT)3TaHCYTb(HOHAMH L.

a) 3-(5-(1-Merui-1H-tmpa3zon-4-un)- 1 H-6en3o[ d Jumunazomn-1-mm)-5-(5-metund ypan-2-uia) aHUITHH.

Cwmecs KOH (0,614 1, 10,94 mmouns) u coenunenue u3 npumepa 73 (3,0 r, 7,29 MMonb) B aTanone (5 min) u
Boze (2 mu) HarpeBarot mpu 60°C B TeueHue 2 4. CMech pazbaBisitor dtwianeraroM (100 mit) M POMBIBArOT
Bozo# (50 MIT) U HACHITIICHHBIM PacTBOPOM coitd (25 Mi). OpraHudeckyro ¢a3y cymar Hal Cylb()aToM HaTpus U
KOHIICHTPUPYIOT B BaKyyMe, M OCTATOK OYHINAIOT Xpomarorpadueil Ha KOJOHKE C MOJYYCHHEM INPOIYKTa C
92%-HbIM BEIXOIOM (2,5 T).

b)  N-(3-(5-(1-Metmn-1H-nmupazon-4-mn)-1H-6en3o[d Jumunazon-1-um)-5-(5-metund ypan-2-wn)heHnn)-
JTaHCYTh()OHAMUI.

K pactBopy coenunenus u3 npumepa 74a) (0,1 r, 0,27 mmoins) B mupuauae (1 moa) u XM (2 mur) no6as-
JstroT xJytopun ataHcyinsgonmta (0,1 mir), u cMech nepememnmBatoT npu KT B Teuenne 12 4. PactBoputens yna-
JISIFOT, U HEOUUILEHHBIN OCTaTOK ounmaroT npenapatusHoit BOXKX ¢ nmonydyenuem npoaykra ¢ 24%-HbIM BBIXO-
oM (0,03 1). "H SIMP (300 MI', CD;0D): 8 9,2 (¢, 1H), 8,1 (¢, 1H), 8,0 (¢, 1H), 7,95 (¢, 1H), 7,6-7,7 (m, 4H),
7,5 (¢, 1H), 6,8 (1, 1H), 6,2 (c, 1H), 4,0 (c, 3H), 3,3 (m, 2H), 2,4 (c, 3H), 1,4 (1, 3H); KX-MC (U3P): paccun-
TaHHas Macca: 461,54; Haiinennas macca: 462,1 [M+H]" (By: 1,315 mun).

Mpumep 75. N-(3-(5-(1-Metun-1H-nupason-4-un)-1 H-6en3o[d [umunazon-1-um)-5-(5-metundypan-2-
win)eHun)nponan-2-cyabGpoHaMuI.

Coe/IMHEHHE TTOTYYAi0T M3 COSAMHCHHUS U3 IpEMepa 73 ¢ IPUMEHEHHEM METOAMK 13 npuMepa 74. 'H SIMP
(300 MI'y, CD;0D): 8 8,5 (¢, 1H), 8,0 (c, 1H), 7,95 (c, 1H), 7,9 (¢, 1H), 7,6-7,7 (m, 5H), 7,5 (¢, 1H), 6,8 (1, 1H),
6,2 (c, 1H), 4,0 (c, 3H), 3,5 (M, 1H), 2,4 (c, 3H), 1,5 (n, 6H); XX-MC (MDP): paccunrannas macca: 475,56;
HaiinenHas Macca: 475,9 [M+H]" (By: 1,415 mun).
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Mpumep 76.  N-(3-(5-(1-Metun-1H-nupason-4-un)-1H-6en3o[d [umunazon-1-um)-5-(5-metmndypan-2-
Y1) pEeHMIT) TUKITOTIPOIAHCYITb(DOHAMHU/.

CoennHeHHE OTYYAIOT U3 COCOMHEHUS U3 IpuMepa 73 ¢ MpUMEHEHHEM METOIUK U3 puMepa 74 U Xiopu-
na muknonpomnancymbdonna. 'H SMP (300 MI'ii, CD;0D): & 8,5 (¢, 1H), 8,0 (¢, 1H), 7,95 (¢, 1H), 7,9 (c, 1H),
7,6-7,7 (m, 4H), 7,5 (¢, 1H), 6,8 (n, 1H), 6,2 (c, 1H), 4,0 (¢, 3H), 2,4 (c, 3H), 1,0-1,5 (m, 4H); KX-MC (UDP):
paccuntaHHas Macca: 473,55; HaiinenHas macca: 474,0 [M+H]" (By: 1,382 mun).

Ipumep 77. N-(3-(5-(1-Metmn-1H-mmupazon-4-mn)-1H-6en3o[d Jumunazon-1-un)-5-(5-metundypan-2-
nn)eHnn )0eH30ICyTbQOHAMHU.

CoennHEeHHE MOJTyYal0T U3 COSNMHEHHS U3 IIpuMepa 73 ¢ IpUMEHEHHEM METOAUK u3 mpumepa 74. Brixox
0,03 T (25%). 'H SIMP (300 MI'n, CD;0D): & 8,55 (c, 1H), 8,05 (c, 1H), 7,9 (m, 4H), 7,6-7,7 (M, 5H), 7,5 (c,
2H), 7,4 (z, 1H), 7,2 (1, 1H), 6,8 (n, 1H), 6,2 (c, 1H), 4,0 (c, 3H), 2,4 (c, 3H); KX-MC (UDP): paccuntannas
macca: 509,58; naitnennas macca: 509,9 [M+H]" (By: 1,482 mun).

Mpumep 78. 1-(Dypan-2-unmerwn)-3-(3-(5-(1-merun-1H-nupazon-4-un)-1H-6enzo[dJumunazon-1-wum)-5-
(5-metundypan-2-wmin)deHun)MoueBHHA.

K pactBopy coenunenus u3 npumepa 74a) (0,1 r, 0,271 mmois) B JIXM (10 M) mpu 0°C gobapnsioT doc-
reH (0,04 1, 0,406 mmoib) u pypdypunamus (0,029 r, 0,2977 MMonb) nocnenoBaTenbHO. CMech HarpeBaroT NpU
60°C B TeueHue 2 4, pacTBOPHUTEIb BHIIAPUBAIOT M OCTATOK OYMIIAIOT mpenapaTuBHoi BOXX ¢ momyuenuem
coequHeHUs ¢ 15%-HbIM BbIxomOM (20 MT). 'H siIMP (300 MTI';, CD;0D): 6 9,6 (c, 1H), 8,2 (¢, 1H), 8,0 (¢, 1H),
7,95 (c, 2H), 7,6-7,7 (M, 5SH), 7,7 (¢, 1H), 7,6 (¢, 1H), 6,4 (c, 1H), 6,3 (1, 1H), 6,2 (c, 1H), 4,5 (c, 2H), 4,0 (c,
3H), 2,4 (c, 3H); XX-MC (UDP): paccunranHas Macca: 492,53; naiinennas macca: 493,1 [M+H]™ (sy: 1,415
MUH).

Ipumep 79.  1-Iuxnonentmi-3-(3-(5-(1-metmn-1H-mmpazon-4-un)-1H-6en30[d|umumazon-1-mm)-5-(5-
MeTwIdypan-2-wmi)peHI)MOoUEBHHA.

Coe/IMHEHHE TIOTYYAl0T U3 COSAMHEHHS U3 IpHMepa 74a) ¢ MpHMEHEHHEM METOAMKH U3 npumepa 78. 'H
SAMP (300 MI'r, CD;0D): & 8,7 (¢, 1H), 8,6 (¢, 1H), 8,2 (¢, 1H), 8,0 (c, 1H), 7,95 (¢, 1H), 7,6-7,7 (M, SH), 7,5
(c, 1H), 6,9 (m, 1H), 6,3 (c, 2H), 4,0 (c, 3H), 2,4 (¢, 3H), 1,4-1,9 (M, 8H); XKX-MC (U3DP): paccunranHas macca:
480,56; naitnennas macca: 481,2 [M+H]" (sy: 1,517 mun).

Mpumep 80. N-(3-(5-(1-Metwmn-1H-nupason-4-un)-1H-6en3o[d[umunazon-1-um)-5-(5-metundypan-2-
win)enun)MoppoarH-4-kapOoKcaMHIL.

CoeIMHEHHE TIOJTYYAIOT M3 COSIMHEHHs U3 MpUMepa 74a) ¢ MpUMEHEHHEM METOIMKH u3 mpuMepa 78. 'H
SAMP (300 MI'r, CD;0D): & 8,5 (¢, 1H), 8,0 (¢, 1H), 7,95 (c, 1H), 7,9 (c, 1H), 7,8 (¢, 2H), 7,6-7,7 (M, 3H), 7,5
(c, 1H), 6,8 (1, 1H), 6,2 (c, 1H), 4,0 (c, 3H), 2,4 (c, 3H), 3,6 (1, 4H), 3,8 (1, 4H); XKX-MC (U3P): paccunrannas
macca: 482,53; naiinennas macca: 483,1 [M+H]" (By: 0,814 Mun).

IMpumep 81. N-(3-(5-(1-(2-T'mmpoxcuatin)-1 H-mupa3zon-4-nn)-1H-6en3o[dJumunazon-1-mm)-5-(5-meTw-
(dbypan-2-nn)pennn)amneTraMu.

Coe/IMHEHHE TIOTYYAI0T U3 COSAMHEHHS U3 IpHMepa 73¢) ¢ MpHMEHEHHEM METOAMKH U3 mpumepa 73. 'H
SAMP (300 MI'n, JIMCO-d¢): 6 10,1 (c, 1H), 8,6 (c, 1H), 8,4 (c, 1H), 7,7-8,0 (M, 4H), 7,6 (M, 3H), 7,0 (n, 1H),
6,8 (n, 1H), 6,2 (n, 1H), 4,2 (1, 2H), 3,8 (1, 2H), 2,4 (c, 3H), 2,2 (c, 3H); )KX-MC (3OP): paccuntanHas Macca:
441,48; naiinennas mMacca: 442,1 [M+H]" (y: 0,436 Mun).

IIpumep 82. N-(3-(5-(1-(2-(Aumermmamuno)31rn)- 1 H-nmupazon-4-nn)-1H-6en3o[dJumumazon-1-wmm)-5-[5-
MeTwidypaH-2-ui)heHT)aneTaMuI.

CoelMHEHHE MOTYYAIOT M3 COCIMHEHHs U3 IpUMepa 73e) ¢ IpMMEHeHHeM METOIMK u3 mpumepa 73. 'H
SAMP (300 MI'r, CD;0D): 8 9,5 (c, 1H), 8,3 (c, 1H), 8,1 (M, 3H), 7,95 (M, 4H), 7,7 (M, 1H), 6,8 (z, 1H), 6,2 (c,
1H), 4,20 (m, 2H), 3,7 (M, 2H), 3,0 (c, 6H), 2.4 (c, 3H), 2,2 (c, 3H); XKX-MC (UDP): paccunrannas macca:
468,55; naitnennas macca: 469,5 [M+H]" (sy: 0,179 mun).

Mpumep 83. N-(3-(5-Metundypan-2-nmn)-5-(5-(1-(2-mopdonmHostnin)-1H-upazon-4-un)-1H-6en3o[d]-
UMHa301- 1 -uin)peHmn)aneTaMua.

Coe/IMHEHHE TONyYaioT U3 COCAMHCHHS M3 IPHMepa 73¢) ¢ MpHMEHEHHeM METONHK u3 mpuMepa 73. 'H
SMP (300 MI'y, CD;0D): & 9,5 (¢, 1H), 8,3 (c, 1H), 8,1 (M, 3H), 7,95 (M, 3H), 7,7 (m, 1H), 6,8 (1, 1H), 6,2 (z,
1H), 4,70 (T, 2H), 4,0 (™M, 3H), 3,7 (T, 2H), 3,50 (M, 3H), 2,4 (c, 4H), 2,2 (c, 4H); XKX-MC (UDP): paccuntannas
macca: 510; maiinennas macca: 511,2 [M+H]" (By: 0,277 Mun).

IIpumep 84. N-(3-(5-(1H-ITupazon-1-un)-1H-6en30[d]umunazon-1-mm)-5-(5-metundypan-2-wmi)peHun)-
arieTaMu/I.

K pactBopy coequnaenus u3 mpumepa 73e) (0,1 r, 0,243 mmonnp) B JIMD (5 mur) gobassroT mupaszot (0,022
r, 0,0317 mmous, 1,3 3kB.), okeug meau(l) (0,01 r, 0,1 skB.) m xkapbonat nesus (0,158 r, 0,0487 mmounb, 2,0
9KB.), ¥ cMech HarpeBatoT npu 110°C B Teuenue 48 4. CMech racsaT U IKCTParupyoT, kak B npumepe 1d). Pac-
TBOPUTEIb OTTOHSIOT, U OCTaTOK OYMIIAOT mpenapatuBHoil BOXKX ¢ nomydenuem npoaykra ¢ 68%-HbIM BBIXO-
oM (0,02 1). 'H SIMP (300 MI'ny, IMCO-dq): & 9,3 (c, 1H), 8,4 (¢, 1H), 8,3 (c, 1H), 7,8-8,1 (m, 4H), 7,6-7,7 (m,
3H), 6,80 (o, 1H), 6,6 (1, 1H), 6,2 (a, 1H), 2,4 (¢, 3H), 2,2 (c, 3H); KX-MC (U3P): paccuntanHas macca:
397,43; naiinennas macca: 398,3 [M+H]" (By: 1,382 mun).

IMpumep 85. N-(3-(5-(1H-Umnnazon-1-un)-1H-6en3o[d]umunazon-1-mm)-5-(S-metnndypan-2-un)pernn)-
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areTaMu/I.

CoelMHEHHE MOTYYAlOT M3 COCIMHEHHs U3 IpUMepa 73¢) ¢ IpUMEHeHHeM METOINK u3 mpumepa 84. 'H
SAMP (300 MI'u, IMCO-dy): 6 9,5 (c, 1H), 9,0 (M, 1H), 8,2 (m, 2H), 8,0 (¢, 2H), 7,8 (M, 4H), 7,6 (¢, 1H), 6,80 (z,
1H), 6,2 (n, 1H), 2,4 (c, 3H), 2,2 (c, 3H); XKX-MC (U3P): paccunrannas macca: 397,43; HalineHHas macca:
398,3 [M+H]" (sy: 0,179 mun).

[Tpumep 86. N-(3-(5-(4H-1,2,4-Tpuazon-4-wmn)- 1 H-6enzo[d jumunazon-1-um)-5-(5-metundypan-2-
nn)eHnmn )ameTaMuz.

Coe/IMHEHHE TIONyYaioT U3 COCAMHEHHS M3 IpHMepa 73¢) ¢ MpHMEHEHHeM METONHK u3 mpuMepa 84. 'H
SAMP (300 MI'u, AMCO-dg): 6 10,4 (c, 1H), 9,3 (c, 1H), 8,8 (¢, 1H), 8,4 (n, 2H), 7,8-8,1 (m, 4H), 7,6 (c, 1H),
6,80 (m, 1H), 6,2 (n, 1H), 2,4 (c, 3H), 2,2 (c, 3H); XKX-MC (UDP): paccunrannas macca: 398,42; HaiineHHas
macca: 399,2 [M+H]" (y: 0,914 mun).

ITpumep 87. N-(3-(5-(1-Merun-1H-nnpazon-4-nin)-1H-6en3o[d Jumnpazon-1-nm)-5-(1 H-nmupporn-1-
win)peHuT)aneTamMmu .

a) 1-(3,5-Aunurpodennn)-1H-muppoa.

PactBop 3,5-muHuTpoanmmmHa (10 T, 54,644 MMmoinb) u 2,5-muMerokcureTparuapodypana (18,05 r, 136,61
MMOJIB, 2,5 9KB.) B YKCycHOH kuciote (122 mi) narpeBatotr 1o 100°C B Teuenne 16 4. 3aBeplieHHE peakLUH
orciexuBaercs TCX. 3atem cmech noBoasatT 10 KT u BeUIMBAIOT B JensHyo Boay. OCTaTok (GpUIBTPYIOT, MPO-
MBIBaIOT BOIO# (150 Mi1) 1 cymaT ¢ moxy4eHueM npoaykra ¢ 54%-ueim BerxoqoM (8,2 1). JKX-MC (MDP): pac-
cunTanHas Macca: 233,18; Haiinennas mMacca: 233,04 [M+H]' (By: 1,667 mum).

b) 3-Hutpo-5-ttuppon-1-midennnamun.

K pactBopy 1-(3,5-guaurpodenwn)- 1 H-muppona (8,2 1, 35,19 mmonb) u mupuauHa (10 M) B atanomne (100
M) ipu 80°C nobasmsarot 20%-HbIH BOAHBIH pacTBOp cyibduaa ammonus (38,4 mi, 140,76 mmons, 4,0 5kB.) B
Boze (10 mur). CMech mepeMemunBaloT Mpu TOW ke Temreparype B TedeHue 4 4. CMech Tacsar JeAsSHOH BOIOH
(200 mu1), ¥ BBINABIIEE B OCAIOK TBEPJIOE BeNIeCTBO GHILTPYIOT. OTHMIBTPOBaHHOE TBEPAOE BEIIECTBO CYIIAT B
BaKyyMe C NOJIy4eHHeM NpoayKTa ¢ 98%-HbIM BbIxoAoM (7,0 ).

¢) N-(3-Hutpo-5-nuppoi-1-undenun)aneramu.

YxcycHpiid anruapun (7,0 Mir) 1o06aBnsiOT K 3-HUTPO-S-muppoi-1-uwidenntamuny (7,0 T, 34,48 MMoIb).
CwMmech nepemermBatoT B Teuenue 30 mun npu KT u 3aTeM racsaT nobaBiieHHEM U3MENBYCHHOTO JibJa. Bhimas-
A 0cafoK GUIBTPYIOT U MTPOMBIBAIOT XOJIOTHOM BOJIOH € MOJIyIeHHEM OEJI0BATOTO TBEPIOTO BemecTBa. TBep-
JI0€ BEIIECTBO CYIIAT B BBHICOKOM BaKyyMe C MOJIy49eHHEeM Mpoxykra ¢ 89%-upiM BeIxomoMm (7,52 r). XKX-MC
(MDP): paccuntanHas Macca: 245,23; Haiinennas macca: 244,1 [M-H]" (By: 0,24 mun).

d) N-(3-AmunHO-5-mHppoi- 1 -mndeHnn)aneTaMul.

K pactBopy N-(3-Hutpo-5-tuppon-1-undennn)aneramuaa (7,51 r, 30,61 mmomns) B aTanone (100 mi) mo-
OaBJSIFOT TIOpOTIOK kene3a (4,273 T, 76,53 MmMmoib, 2,5 9KB.) U pacTBOp xiopuna kanenus (8,49 r, 76,53 MMob,
2,5 sxB.) B Boze (100 mur). Cmech mepememmuparot mipu 80°C B TeueHUe 2 9 U 3aTeM (QIIIBTPYIOT Yepe3 CIOoH Iie-
muta. Cioil menuTa mpoMbIBaroT 3tmnaneraroM (200 mit), 1 0ObeAMHEHHBIN OPTaHUYCCKUH CIIOM MPOMBIBAIOT
Bojo# (100 Mi1) M HacBIIEHHBIM pacTBOpoM coiu (25 mi). PacTBopuTenb BBHIIAPHBAIOT, U OCTATOK OYHINAIOT
xpomartorpagueil Ha KoJoHKe (20%-HBIil THUIIALETAT B TEKCAHE) C MOJTYYCHHEM COeTUHEHUsS ¢ 87%-HbIM BBIXO-
mom (5,7 ). 'H SIMP (300 MI', IMCO-de): & 9,9 (c, 1H), 8,25 (c, 1H), 7.8 (x, 1H), 7,6 (¢, 1H), 7,05 (z, 1H),
6,8 (c, 1H), 6,5 (m, 1H), 6,3 (M, 1H), 5,15 (¢, 2H), 2,02 (c, 3H).

e) N-(3-(4-bpom-2-aurpodenmnamuno)-5-(1H-muppon-1-ni)pennn)aneramua.

K pactBopy N-(3-amuHo-5-iuppoin-1-un-penwmn)aneramuna (5 r, 23,23 mmonb) B 6e3BogaoM IMD (5 mu)
nobansior 4-6pom-1-dprop-2-aurpodbenzon (5,11 r, 23,23 mmons) u dropua kamusa (1,35 r, 23,23 mMMomb).
Cwmech nepemermBaroT nipu 110°C B Teuenne Houn. 3ateM cMech MOBOIAT 10 KT, u JIM® ynajisioT B BaKkyyMme.
Ocrartok noasepraroT (msni-xpomarorpaduu (50%-HeIi dTHIANETAT B TEKCAaHE) C IOJyYEHHEM COCTUHEHHUS C
63%-abIM BEIXOIOM (6,1 T).

f) N-(3-(2-AmunHo-4-6pompennnamuno )-5-(1 H-tuppon- 1 -mr)dpennn)anetamui.

K pactBopy coenunenus uz npumepa 87¢) (6,0 r, 14,45 Mmmoip) B atanoine (50 mir) 700aBISIOT NOPOIIOK
xkenesa (2,02 T, 36,12 mmons, 2,5 3kB.) u xmopun kanbiwus (4,01 r, 36,12 mMous, 2,5 3kB.) ¢ 50 M1 Bogsl. CMmech
nepemernBaroT 1pu 80°C B TeueHne 2 4 M 3ateM QWIBTPYIOT yepe3 cioi nennta. Cioil menura NpoMBIBAIOT
stmnaneratoM (100 mut), 1 0OBbEIMHEHHBIH OpraHUYECKUH CIIOW MPOMBIBAIOT BoaoH (50 MII) M HACHIIIEHHBIM
pactBopoM conu (25 mut). PacTBopuTenb BBITapHBAIOT, M OCTATOK OYMINAIOT XpoMaTorpadueil Ha KOJIOHKE
(20%-HBI dTHNANIETAT B TeKCaHE) C MONy4YeHUEM coenuHeHus ¢ 86%-HbiM BEIxoaoM (4,8 ). XKX-MC (U3P):
paccuuTaHHas Macca: 385,26; HaiinenHas Macca: 385 [M+H]™ (By: 1,659 mun).

g) N-(3-(5-bpom-1H-6en30[dJumuaazon-1-mr)-5-(1 H-muppon- 1 -wmr)dhennn)aneramu.

MypaBbuHyI0 KUCIOTY (12 Mi1) m00aBIAIOT K coeanHenuto u3 npumepa 87f) (4 r, 10,38 mmons) npu KT, u
cMmech HarpesatoT mipu 100°C B Tedenne 2 4. MypaBbUHYIO KHUCIOTY YAQISIOT NMPU TIOHWKEHHOM JaBJICHUH, U
OCTaTOK OYMIIAIOT (unII-XpoMaTorpaduer Ha KoiaoHKe (3%-HbIil METaHOI B XJI0po(hopMe) C IOITydeHHEM TIPO-
nykra ¢ 76%-aeM BeIxogoM (3,1 1). XKX-MC (MDP): paccunrannas macca: 395,25; naiineHnas macca: 396,8
[M+H]" (By: 1,55 mun).

h)  N-(3-(5-(1-Merun-1H-nmpa3zon-4-un)-1H-6en30[d Jumunazon-1-mm)-5-(1 H-muppo:- 1 -wn) e )are-
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TaMU]I.

K pactBopy coenunenus n3 npumepa 87g) (2,0 r, 5,06 mmoip) B 1,2-metokcuatane (50 mir) modasisior 1-
metmi-4-(4,4,5,5-rerpamerni-1,3,2-nnokcaboponan-2-wn)- 1 H-nmupazon (1,58 r, 7,59 mmons, 1,5 skB.), kap6o-
Hat Hatpus (1,34 T, 12,65 Mmouts, 2,5 5kB.) 1 Boay (5,0 Mit), U cMech AerasupyroT B Teuenue 15 mun (N, 6ap6o-
tupoBanue). Jlob6asmsrotr PA(PPhs), (2,92 1, 2,53 MMmouts, 0,5 3kB.), u cMech HarpeBatot nipu 100°C B Tedenue 2
4. CMeCh TacsAT M dKCTParupymoT Kak B nmpuMepe 1d). PacTBopuTenb OTrOHSIOT, M OCTATOK OYHIIAIOT XPOMATO-
rpadueii Ha KOJNOHKE ¢ MONydeHHeM coeuHenns ¢ 60%-upmM BeixogoM (1,2 r). 'H SIMP (300 MI'i, CD;0D): &
8,53 (c, 1H), 8,0 (c, 1H), 7,9 (¢, 1H), 7,82 (m, 2H), 7,79 (m, 1H), 7,7 (7, 1H), 7,6 (M, 1H), 7,48 (M, 1H), 7,29 (M,
2H), 6,31 (M, 2H), 3,95 (¢, 3H), 2,15 (¢, 3H); XKX-MC (UDP): paccunrtannas macca: 396,44; HaiineHHas Macca:
396,8 [M+H]" (sy: 0,63 Mun).

ITpumep 88. N-(3-(5-(1-Merun-1H-nnpazon-4-nin)-1H-6en3o[d Jumnnazon-1-nm)-5-(1 H-nmupporn-1-
win)peHuT)MeTaHCYIb(GOHAMHUI.

a) 3-(5-(1-Merui- 1 H-tmpazon-4-un)- 1 H-6en3o[ d Jumunazon-1-mn)-5-(1 H-muppos- 1 -vn)aHumiH.

Cmechb 20%-Horo ruapokcuaa Hatpus (5 M) u coequnenus u3 npumepa 87 (1,15 r, 2,9 mmoins) B 25 Mn
stanona HarpeparoT mpu 100°C B Tedenue 2 4. Cmech pazbaBisror stmnareratoM (100 M), ¥ opraHHYECKUA
CJIOW MMPOMBIBAIOT BOJ0M (50 MIT) M HACKHIIIEHHBIM PacTBOpPOM coid (25 mur). PacTBopuTenh ynassioT IIPH MOHU-
JKCHHOM JIaBJICHUH, ¥ HEOUHIICHHBIA OCTATOK OYMINAIOT XpoMaTorpadueil Ha KOJOHKE HaJ CHIMKArejeM C Io-
JIy4eHrneM npoaykra ¢ 68%-usm Berxogom (0,7 r).

b) N-(3-(5-(1-Metun-1H-tmupazon-4-wun)- 1 H-6en30[ d|Jumunazosn-1-nm)-5-(1 H-mupposn- 1 -um)perun)meTan-
cynmbhoHaAMUI.

K pactBopy coennnenust u3z npumepa 88a) (70 mr, 0,198 mmonp) B JIXM (1 M) mobasnstot nupuaus (0,5
MJI) 1 XJIOpuA MeTaHcyabponmia (27 mr, 0,237 Mmmois, 1,2 9kB.), n cMech nepemerinBaroT npu KT B Teuenue 12
4. [IupuanH yganstoT mpu MOHUKEHHOM JIaBJICHUH, U HEOUMIIEHHBI OCTaTOK OYMIIAIOT npenapatuBHoit BOXKX
¢ momydenneM npoaykTa ¢ 12%-mbiM Berxogom (10 mr). 'H SIMP (300 MI', IMCO-dq): &: 10,2 (c, 1H), 8,7 (c,
1H), 8,21 (c, 1H), 7,99 (1, 2H), 7,7-7,61 (M, 3H), 7,45 (1, 2H), 7,38 (1, 2H), 6,33 (T, 2H), 3,88 (c, 3H), 3,2 (c,
3H); )KX-MC (MDP): paccuntannas Macca: 432,5; Haiinennas macca: 433,1 [M+H]" (sy: 0,88 mun).

ITpumep 89. N-(3-(5-(1-Merun-1H-nnpazon-4-nin)-1H-6en3o[d Jumnnazon-1-nm)-5-(1 H-nmupporn-1-
Y1) (pEeHMIT) TUKITOTIPOIIaHCYITb(DOHAMHU/.

CoerHeHHe TOTYJal0T U3 COSTUHEHMSI N3 TipuMepa 87 ¢ MpUMEHEHUEM METOINK U3 puMepa 88 u XJIopu-
Jla [IUKJIONPONaHCYIb(OHMIIA. 'H SIMP (300 MI'w, JAMCO-dy): 6 10,2 (c, 1H), 8,71 (c, 1H), 8,2 (¢, 1H), 7,99 (m,
1H), 7,95 (c, 1H), 7,68-7,59 (M, 3H), 7,44-7,41 (M, 4H), 6,31 (m, 2H), 3,95 (c, 3H), 2,95 (m, 1H), 1,0 (m, 4H);
JXKX-MC (MDP): paccunTanHas Macca: 458,54; Haiinennas macca: 459,2 [M+H]" (By: 1,29 mun).

[Tpumep 90. N-(3-(5-(1-MeTtun-1H-mmupazon-4-un)- 1 H-6en3o[ d Jumunazosn-1-wmn)-5-(1 H-muppon-1-
nn)heHnn ) 0eH30ICyIbPOHAMHU.

Coe/IMHEHHE TTOTYYAi0T M3 COSIMHCHUS U3 IIpuMepa 87 ¢ IPUMEHEHHEM METOAMK 13 mpuMepa 88. 'H SIMP
(300 MI'y, CD;0D): & 8,35 (c, 1H), 7,93 (c, 1H), 7,83-7,78 (m, 4H), 7,58-7,55 (m, 1H), 7,51-7,47 (m, 3H), 7,36
(t, 1H), 7,32 (a, 1H), 7,21 (1, 1H), 7,14 (1, 1H), 7,12-7,11 (M, 2H), 6,22 (1, 2H), 3,9 (c, 3H); XX-MC (U3P):
paccuntanHas macca: 494,57; naiinennas macca: 495 [M+H]" (By: 1,71 mun).

Mpumep 91. 1-(Dypan-2-unmernn)-3-(3-(5-(1-merun-1H-nupazon-4-un)-1H-6enzo[ dJumunazon-1-wum)-5-
(1H-nmuppon-1-nim)peHnn)MoueBIHA.

K pactBopy coenunenns u3 npumepa 88a) (70 mr, 0,198 mmons) B IXM (1 mur) nmpu 0°C nobasisror TOA
(rpmyTrnamun) (0,055 M, 0,396 mMmons, 2,0 9kB.) u 2-(u3ommanatomermwn)dypad (29 mr, 0,237 mmouns, 1,2
9kB.). Cmech nepememuBatoT npu KT B Teuenue 16 4. PacTBopuTeNp ynaisioT Npy MOHUKEHHOM JAaBJICHUU, U
OCTATOK OYMIIAIOT mpenapatuBHoit BIXKX ¢ momydennem coenunenne ¢ 40%-upv BeixogoM (38 mr). 'H SIMP
(300 MI'y, CD;0D): 6 9,0 (¢, 1H), 8,07 (c, 1H), 7,97 (¢, 1H), 7,92 (c, 1H), 7,81-7,74 (m, 3H), 7,63 (c, 1H), 7,44
(M, 2H), 7,3 (M, 2H), 6,36-6,31 (M, 4H), 4,41 (c, 2H), 3,96 (c, 3H); XXX-MC (MDP): paccuutannas macca:
477,52; naiinennas macca: 478,1 [M+H]" (y: 1,393 mun).

Mpumep 92. 1-Huxnonentmn-3-(3-(5-(1-metwi-1H-nupa3zon-4-nn)-1H-6en30[d]umunazon-1-wmm)-5-(1H-
uppoJi- 1 -nmin)pern)MoueBuHa.

Coe/IMHEHHE TTOTYYAi0T H3 COSAMHCHUS U3 IIpuMepa 87 ¢ IPUMEHEHHEM MeToAuK u3 npuvepa 91. 'H SIMP
(300 MI';, CD;0D): 8 9,52 (¢, 1H), 8,16 (c, 1H), 8,03 (c, 1H), 7,98 (c, 1H), 7,88-7,84 (m, 3H), 7,65 (c, 1H),
7,47 (c, 1H), 7,3 (M, 2H), 6,35 (M, 2H), 4,1 (m, 1H), 3,95 (c, 3H), 2,05 (m, 2H), 1,8-1,6 (M, 4H), 1,51-1,48 (M,
2H); )KX-MC (UDQP): paccunrannas mMacca: 465,55; Haiinennas macca: 466,1 [M+H]" (y: 1,45 mun).

pumep 93. N-(3-(5-(1-(2-(Jumetunamuno )atwn)- 1 H-mupazon-4-wmn)- 1 H-6en3o[ d Jumunazon-1-mm)-5-(1H-
TUPPOI- 1 -1n) heHIT)anie TaM U,

Coe/MHEHHE TIOTYYAIOT U3 COSIMHEHHs W3 mpuMepa 87g) ¢ MpUMEHEHHeM MeTOMK u3 mpumepa 87. 'H
SAMP (300 MI', CD;0D): & 8,42 (c, 1H), 8,0 (c, 1H), 7,82-7,8 (M, 2H), 7,75 (¢, 1H), 7,65 (c, 1H), 7,6 (1, 1H),
7,51 (n, 1H), 7,38 (c, 1H), 7,19 (m, 2H), 6,21 (M, 2H), 4,32 (1, 2H), 3,0 (T, 2H), 2,4 (¢, 6H), 2,08 (c, 3H); XKX-
MC (U2P): paccunranHas macca: 453,23; Hailnennas macca: 453,9 [M+H]" (By: 0,112 Mumn).

IMpumep 94. N-(3-(5-(1-(2-(Aumerumamuno)31rn)- 1 H-mupazon-4-nn)-1H-6en3o0 [d]umuaazon-1-wm)-5-
(1H-ttuppou-1-n)pennn)oen3oncynbPoHaMu.
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CoeanHeHue Moy4aoT U3 COeTUHEHMsI U3 puMepa 93 ¢ npuMeHeHneM METOAMK U3 mpumepa 88. 'H sMP
(300 MI', AMCO-dg): & 10,91 (c, 1H), 8,66 (c, 1H), 8,36 (c, 1H), 8,14 (c, 1H), 7,92 (c, 1H), 7,91-7,89 (M, 2H),
7,7-7,59 (m, SH), 7,36-7,29 (M, 4H), 7,22 (M, 1H), 6,32 (T, 2H), 4,57 (1, 2H), 3,64 (M, 2H), 2,86 (1, 6H); KX-MC
(U3P): paccuntannas macca: 551,66; HaiinenHas macca: 552,2 [M+H]" (By: 0,54 mun).

IIpumep 95. N-(3-(5-(6-Metokcunupuann-3-nn)- 1 H-6en3o[d|Jumumazon-1-mm)-5-(1 H-uppon-1-nn)den-
WT)aneTaMul.

CoeHEHNE MOMYYAOT ¢ IPMMEHEHHEM MeTOMK U3 npumepa 87. 'H SIMP (300 MI'u, CD;0D): 8 9,0 (c,
1H), 8,37 (n, 1H), 7,96 (a0, 1H), 7,92 (c, 1H), 7,89-7,87 (M, 1H), 7,78 (n, 1H), 7,71 (1, 2H), 7,68-7,65 (M, 1H),
7,49 (1, 1H), 7,2 (1, 2H), 6,85 (m, 1H), 6,25 (1, 2H), 3,89 (c, 3H), 2,1 (c, 3H); XKX-MC (UDP): paccuntannas
macca: 423,47; Haiinennas macca: 424,1 [M+H]" (y: 1,518 mun).

I[Mpumep 96. N-(3-(5-(1H-ITupazosn-1-nn)-1H-6en30[d]Jumunazon-1-mm)-5-(1H-muppon- 1 -mm)dhennn)ame-
TaMUJI.

K pactBopy coenunenus n3 npumepa 87g) (2,0 r, 5,06 mmoins) B AMD (50 mur) nobasistor nupasosn (0,69
r, 10,12 Mmmoib, 2,0 3kB.), okcun meau(l) (0,145 1, 1,01 mmons, 0,2 3kB.) u kapOonar nesus (3,3 T, 10,12 mmorns,
2,0 2kB.), u cmech HarpeBatoT nipu 110°C B TeueHne 16 4. CMech racat W IKCTParupyroT kak B mpumepe 1d).
PacTBOpUTENE OTTOHSIOT, M OCTAaTOK OYMILNAIOT XpoMmarorpadueil Ha KOJIOHKE ¢ MOJydeHHeM Npoaykra ¢ 78%-
HBIM BeIX01IOM (1,5 T). 'H IMP (300 MI't, AMCO-dg): & 10,2 (c, 1H), 8,79 (c, 1H), 8,61 (x, 1H), 8,24 (un, 1H),
7,94-7,91 (m, 1H), 7,87-7,81 (m, 3H), 7,76 (n, 1H), 7,64-7,63 (m, 1H), 7,43-7,42 (M, 2H), 6,57 (1, 1H), 6,33 (M,
2H), 2,13 (c, 3H); XKX-MC (U3P): paccunranHas Macca: 382,42; Hafinennas macca: 383,1 [M+H]" (sy: 1,376
MUH).

Ipumep  97.  N-(3-(5-(1H-ITupazon-1-mn)-1H-6en30[d Jumunazosn-1-wmn)-5-(1 H-muppon- 1 -wm)penwn)-
JTaHCYIh()OHAMUI.

a) 3-(5-(1H-ITupazon-1-wmn)-1H-6en30[d]umunazosn-1-num)-5-(1 H-mupposn- 1 -uin ) aHua .

Cwmecs 10% NaOH (5 min) u coenunenns u3 npumepa 96 (1,45 r, 3,79 Mmmoins) B 25 MJI 3TaHOJIa HATPEBAIOT
npu 100°C B Teuenue 2 4. Cmech pazbasinsror stmnaneraroM (100 M), 1 OpraHUYECcKHi CI0i TPOMBIBAIOT BO-
Jo# (50 Mi1) 1 HacKIIIEHHBIM PacTBOPOM coir (25 mur). PacTBopuTens ynansioT Npy MOHMKEHHOM JIaBJICHHUU, U
0CTaTOK OYHMINAIOT XpoMaTorpadueil Ha KOJOHKE Haj CUIIMKAreleM C IOJy4eHHUeM NpoayKTa ¢ 85%-HbIM BBIXO-
oM (1,1 7).

b) N-(3-(5-(1H-ITupazon-1-un)-1H-6en30[ d Jumunazon-1-mn)-5-(1 H-muppo:-1-wi)dermn)atancynbdo-
HAMU]T

K pactBopy coemunenus uz mpumepa 97a) (70 mr, 0,206 mmons) B IXM (2 1) 100aBISIOT MTUPHIAH
(0,033 M, 0,411 mmoms, 2,0 5kB.) U XJopup dTaHcyabdoruna (32 mr, 0,247 mmons, 1,2 9KB.), U CMeCh TIepeMe-
muBaroT pu KT B teuenue 12 4. [TupuauH ynansioT MpU MOHWKEHHOM JaBJICHUH, M OCTATOK OYHIIAIOT Mpera-
patuBHOit BOXKX ¢ momyuenueM npoaykTa ¢ 63%-HbM BEIX0A0M (56 Mr). 'H SIMP (300 MI'n, JIMCO-dq): &
10,35 (c, 1H), 8,83 (c, 1H), 8,62 (1, 1H), 8,26 (1, 1H), 7,95 (an, 1H), 7,82-7,78 (m, 2H), 7,69 (c, 1H), 7,46-7,42
(M, 4H), 6,58 (1, 1H), 6,35 (1, 2H), 3,34-3,32 (M, 2H), 1,28 (1, 3H); )KX-MC (MDP): paccuntanHas macca:
432,5; naitnennas Macca: 433,2 [M+H]" (y: 1,43 mun).

Mpumep  98.  N-(3-(5-(1H-IIupazon-1-un)-1H-6en30[dJumunazon-1-mwn)-5-(1H-mupposn-1-wr)pennn)-
npomnaH-2-cynb(OHaAMHUI.

CoearHeHue Moy4aroT U3 COeTUHEHMsI U3 puMepa 96 ¢ npuMeHeHHeM METOAMK U3 mpumepa 87. 'H sIMP
(300 MI'u, IMCO-dy): 6 10,3 (c, 1H), 8,81 (c, 1H), 8,6 (m, 1H), 8,25 (m, 1H), 7,95-7,92 (m, 1H), 7,79-7,76 (m,
2H), 7,66 (m, 1H), 7,43 (M, 4H), 6,57-6,56 (m, 1H), 6,34-6,33 (M, 2H), 3,53-3,5 (m, 1H), 1,31 (1, 6H); XKX-MC
(MDP): paccuntanHas macca: 446,52: Haiinennas macca: 447,2 [M+H]" (By: 1,5 mMumn).

Mpumep 99. N-(3-(5-(1-Metun-1H-1,2,3-tpnazon-4-uin)-1H-6en3o[dJumnnazon-1-nm)-5-(1H-nmuppon-1-
win)eHn )ameTaMu.

a) N-(3-(4-Hox-2-uurpodenunamuso)-5-(1 H-muppo- 1 -nm)bennn)aneraMmu.

PactBop N-(3-amunO-5-mtuppoi-1-undenmn)aneramuga u3 npumepa 87d) (5,0 r, 18,72 mmons), 1-¢prop-4-
fon-2-autpodensona (4,02 r, 18,72 mmons, 1,0 5kB.) u dropuaa xamus (1,08 r, 18,72 mmons, 1,0 skB.) B IM®D
(30 M) HarpeBatoT nipu 130°C B Teuenue 5 4. CMeCh TacaT B SKCTParupyioT kak B mpumepe 1d). PactBopurens
OTTOHSIOT, M OCTaTOK OYMIIAIOT XpoMartorpadueii Ha komoHke (60-120 cumukarens, 50% >Tunanerar B reKcaHe)
C roJty4eHneM npoaykra ¢ 49%-nsim BeIxogoMm (4,3 1).

b) N-(3-((2-Amuno-4-iioadenmn)amuno)-5-(1 H-nupposn-1-un)penmn)aneramMmu .

K pactBopy coenunenus u3 npumepa 99a) (0,5 r, 1,08 mmoins) B TT'® (30 mir) 1o6GaBnsroT pacTBOp XJIOpH-
nma ammonus (0,289 T, 5,41 mmonb, 5 9kB.) B Boae (5 mur) u mmHK (0,354 1, 5,41 MMoib, 5 9kB. ). CMmech mepeMe-
mmBaroT npu KT B Teuenne 0,5 4 u punptpyror. @uitbTpar pa30aBisioT BOIOH M SKCTPArupyroT, Kak B IIpuMepe
1d). PacTBOpHTEIs OTTOHSIOT C MONYYEHHEM MPOAYKTA ¢ 75%-HbiM BhixomoM (0,35 r). 'H SIMP (300 MI,
JAMCO-dy): 6 9,88 (c, 1H), 7,38 (c, 1H), 7,19 (c, 1H), 7,09-7,06 (M, 3H), 6,84-6,8 (M, 3H), 6,51 (m, 1H), 6,22 (T,
2H), 5,04 (ymmp.c, 2H), 2,0 (¢, 3H).

¢) N-(3-(5-Hox-1H-6ens0[d]umunazon-1-mr)-5-( 1 H-muppoi- 1 -mr) e Hn)arnetamus.

Cwmech coemuHenms u3 mpumepa 99b) (0,35 1, 0,81 MMons) U MypaBbuHOUM KUCIOTHI (10 MIT) HarpeBaroT
mpu 100°C B Teuenue 30 MuH. MypaBbUHYIO KHCIOTY OTTOHSIOT NP IMMOHW)KCHHOM JIaBJICHUH, U OCTATOK pac-
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TBOPSIOT B 3TminaneTare. Ciioil 3THanerata MpOMBIBAIOT BOAOH, HACHIIIIEHHBIM PACTBOPOM COJIM M CYIIAT HAJ
cynb(aToM HaTpus. PacTBOpHTEIs OTIOHSIOT C MONyYEHHEM HPONYKTa ¢ 84%-ubiM BhixomoM (0,3 r). 'H SIMP
(300 MI'n, IMCO-dg): 6 10,4 (c, 1H), 8,7 (¢, 1H), 8,18 (¢, 1H), 7,82 (c, 2H), 7,617-7,54 (m, 3H), 7,4 (c, 2H),
6,32 (M, 2H), 2,05 (c, 3H).

d)  N-(3-(1H-ITuppo-1-nm)-5-(5-((tpumermncunmn)dTaamn)- | H-6en3o[ d [umuaazon- 1 -nn)pennn)amera-
MU/

PactBop coemunenus u3z npumepa 99¢) (3,0 r, 7,4 mmons) B JIM®P-Et;N (1:1; 60 M) aerasupyror 6ap6o-
tupoBanueM N, B Teuenue 15 mun. [locmenoBarensHo podasmsior Pd(PPhs), (1,2 1, 11,9 mmons, 0,1 3kB.), #Ho-
man menu(l) (0,2 T, 11,9 mmons, 0,1 3kB.) ¥ dSTHHUATPpUMETHIICHIAH (2,2 M, 49,2 MMOJTb, 2 DKB.,) B CMECh IIepe-
MemmuBaroT B TedeHue 12 9 mpu KT. CMech racar u 9KCTparupyrot kak B nmpumepe 1d). PactBoputens OTroHSIOT,
M OCTaTOK OYMINAIOT XpoMaTorpadueil Ha kojoHke (60-120 cunukarens, 60% sTHnaneraT B TeKCaHe) ¢ Mojyde-
HHeM TpoykTa ¢ 71%-HeiM BeixozoM (2,0 ). 'H SIMP (300 MI', IMCO-dg): & 10,4 (c, 1H), 8,85 (c, 1H), 7,9-
7,8 (M, 2H), 7,75-7,5 (m, 6H), 7,45 (1, 2H), 2,05 (c, 3H), 0,2 (c, 9H); KX-MC (1UDP): paccunurannas macca:
412,56; naitnennas macca: 413 [M+H]" (8y: 1,55 mun).

e) N-(3-(5-Orununn-1H-6en30[dJumunazon-1-wun)-5-(1H-muppon-1-wi)pernmn)anetamMmu.

K pactBopy coeaunenus n3 npumepa 99d) (2,0 r, 4,85 mmons) B TT'® npu 0°C nobasisror TBAF (1M B
Tr'®; 2,0 mi, 9,7 MMoITB, 2 9KB.), U CMeCh epeMmenuBarT B TedeHue 0,5 4. CMech GUIBTPYIOT HAJ CIIOEM JBY-
OKHCH KpEeMHHS M JUCTHUIHPYIOT C MOIydeHHEM mpoaykTa ¢ 96%-upmM BeixogoM (1,6 ). XKX-MC (MDP): pac-
cuynraHHas Macca: 340,38; HaiineHHas Macca: 341,1 [M-H]" (By: 1,518 mun).

f) N-(3-(5-(1-Metun-1H-1,2,3-tpuazon-4-un)-1H-6en3o[d Jumunazon-1-um)-5-(1 H-muppo:- 1 -wm)penmn)-
arieTaMu/I.

Cwmech coequnaenns u3 npumepa 99¢) (1,0 r, 29,4 mmons), azuna Hatpus (0,19 1, 29,4 mmons, 1,0 9kB.),
metmmiionuna (0,4 r, 29,4 mmons, 1,0 3kB.), ackopbara Hatpus (0,6 T, 29,4 MMoinb, 1,0 9kB.) W MEeHTaruapara
cynbdara memu (0,36 T, 14,7 mmons, 0,5 3kB.) B IMCO, IXM u Boge (1:1:1, 15:12:12 mur) mepeMenmBaroT B
teuerne 12 4 npu KT. Cmech racsaT BojoH, M BBINABIINHA 0CaJ0K (QMIBTPYIOT M CyIIAT C MOJXYYCHHEM HEOUH-
IMIEHHOT0 MPOAYKTa, KOTOPBIM ounmaoT npenapatiusHoil BOXX ¢ nmomydyenuem npoaykra ¢ 15%-HbIM BEIXOJ0OM
(0,02 r). XX-MC (UDP): paccunrtannas macca: 397,43; Haiinennas macca: 398,1 [M+H]" (By: 0,453 Mun).

Mpumep 100. N-(3-(5-(1-Metun-1H-1,2,3-tpnazon-4-uin)-1H-6en3o0[d|umnnazon-1-nm)-5-(1H-nmupporn-1-
nn)pennn)merancynbGoHaMu.

a) 3-(5-(1-Metun-1H-1,2,3-tpuazon-4-mn)- 1 H-6en30[ d Jumunazon- 1 -ui)-5-( 1 H-nuppos- 1 -un) aHuimiH.

Cwmecs 20% runpokcuaa HaTpust (5 M) U coenuHenus u3 npumepa 99 (1,0 r, 2,52 mmons) B 10 M1 sTaHONa
HarpesatoT nipu 100°C B Teuenne 3 4. Cmech pa3daBisroT dTrianetatoM (100 mMi1), 1 opraHMYeCKHid CJIOH Mpo-
MBIBAIOT BOMOH (50 MII) M HACHIIIIEHHBIM PacTBOPOM coiiid (25 mur). PacTBopuTENh yAANSIOT MPU MOHWKCHHOM
JABJICHUH, M OCTAaTOK OYHMINAIOT XpoMaTorpadueld Ha KOJOHKE HaJ CHIIMKarejleM ¢ IMOIydeHHEM IPOAyKTa ¢
73%-mbM BEIXOZOM (0,65 T). JKX-MC (MDP): paccunrannas macca: 355,4; Haiinennas macca: 356,3 [M+H]"
(By: 0,49 muR).

b) N-(3-(5-(1-Metun-1H-1,2,3-tpuazon-4-un)-1H-6en30[d Jumunazon- 1-wmm)-5-(1 H-muppon- 1 -wn) pennn)-
METaHCYJIb(POHAMU]I.

K pactBopy coenunenust u3 npumepa 100a) (100 mr, 0,281 mmons) B IXM (5 M) 100aBisioT MUPUIUH
(45 wmr, 0,563 mma1b, 2,0 5kB.) 1 xH0pHUa MeTaHcyIbhoumwia (26 mr, 0,225 mmonb, 0,3 2KB.), © cCMech TepeMe-
muBaroT pu KT B reuenue 12 4. [TupuauH ynansioT Mpy MOHWKEHHOM JTaBJICHUH, M OCTATOK OYHIIAIOT Mpera-
patuBHOit BIXKX ¢ monyuenueM npoaykta ¢ 7%-HbiM BeixogoM (8 mr). 'H SIMP (300 MI'n, IMCO-de): 5 10,33
(c, 1H), 9,01 (c, 1H), 8,64 (c, 1H), 8,27 (¢, 1H), 7,97-7,94 (m, 1H), 7,83 (n, 1H), 7,71 (c, 1H), 7,46-7,42 (m, 4H),
6,35-6,34 (M, 2H), 4,12 (c, 3H), 3,21 (c, 3H); XKX-MC (UDP): paccuntannas macca: 433,49; HalinenHas Macca:
434,3 [M+H]" (By: 0,67 Mun).

IMpumep 101. N-(3-(5-(1-Metun-1H-1,2,3-tpuazon-4-un)-1H-6en30[dJumumazon-1-wmr)-5-(1 H-mupposn-1-
1) (heHnI )3 TaHCyTbHOHAMHUI.

CoelHEHHE MONYYAIOT U3 COCAUHEHHS M3 TIpuMepa 99 ¢ IpHMEHEHHeM MeTomuk u3 mpumepa 100. 'H
AMP (300 MI'u, AMCO-dg): & 10,37 (¢, 1H), 8,97 (¢, 1H), 8,63 (c, 1H), 8,26 (¢, 1H), 7,95-7,93 (m, 1H), 7,8 (x,
1H), 7,67 (M, 1H), 7,45-7,42 (M, 4H), 6,34 (1, 2H), 4,2 (¢, 3H), 2,4 (M, 2H), 1,2 (1, 3H); XKXX-MC (U3P): pac-
cunTanHas Macca: 447,51; naiinennas mMacca: 449,1 [M+H]" (sy: 0, 97 mun).

Mpumep 102. N-(3-(5-(1-Metun-1H-1,2,3-tpnazon-4-uin)-1H-6en3o[dJumnnazon-1-nm)-5-(1H-nmuppon-1-
Y1) (pEeHMIT) TUKITOTIPONIAHCYITb(DOHAMHU/.

CoeauHeHre NOIy4yaloT U3 COeIMHEHUs U3 mpuMepa 99 ¢ nmpuMeHeHneM MetoAuk u3 npumepa 100 u xio-
pYa TUKIOMPOIAaHCYIh(pOHIMIIA. 'H SIMP (300 MI', AMCO-dg): 6 10,3 (c, 1H), 8,8 (¢, 1H), 8,61 (c, 1H), 8,25
(c, 1H), 7,91 (n, 1H), 7,78 (n, 1H), 7,69 (c, 1H), 7,46-7,43 (M, 4H), 6,34 (1, 2H), 4,12 (c, 3H), 2,94 (M, 1H), 1,04-
1,02 (M, 4H); XXX-MC (U3P): paccuntanHas Macca: 459,52; HaitnenHas macca: 460,1 [M+H]" (By: 1,22 mun).

IMpumep 103. N-(3-(5-(1-Metun-1H-1,2,3-tpuazon-4-un)-1H-6en30[dJumumazon-1-wmr)-5-(1 H-mupposn-1-
nn)eHnn ) 0eH30ICyIbOHAMHU.

Coe/IMHEHHE TIONYYal0T W3 COSIMHCHHS W3 mpuMepa 99 ¢ IpUMEHeHHeM MeToauk m3 mpumepa 100. 'H
SAMP, 300 MI'u: (AMCO-dg): 6 10,91 (c, 1H), 8,69 (c, 1H), 8,61 (c, 1H), 8,21 (c, 1H), 7,92-7,89 (m, 3H), 7,67-
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7,62 (M, 4H), 7,37-7,32 (M, 4H), 7,20 (c, 1H), 6,32 (x, 2H), 4,11 (c, 3H); XKX-MC (UDP): paccunranHas mac-
ca:495,56; Haiinennas macca: 496,1 [M+H]" (By: 1,42 mMumn).

IMpumep 104. 1-(Dypan-2-unmernn)-3-(3-(5-(1-metun-1H-1,2,3-tpuazon-4-un)-1H-6en3o[dJumugazon-1-
nn)-5-(1H-tuppor-1-nn)pennn)MoueBrHa.

K pactBopy coenunrenus n3 npumepa 100a) (100 mr, 0,281 mmomns) B JIXM (10 mi) mpu 0°C gobasisiroT 2-
(m3ommmanarometwn)pypan (35 mr, 0,281 mmons, 1,0 3kxB.), u cMech nepememmBaoT npu KT B Teduenue 16 u.
PactBopuTens yAANAIOT MIPU OHMKEHHOM JIaBJICHUH M OCTATOK OYHIIAIOT MpernapaTuBHoi BOXKX ¢ momydenn-
eM coeauaeHns ¢ 13%-ubvM BexogoM (18 mr). 'H SIMP (300 MI'y, IMCO-dg): & 9,05 (c, 1H), 8,8 (c, 1H), 8,6
(c, 1H), 8,24 (c, 1H), 7,92-7,9 (m, 1H), 7,81 (m, 1H), 7,72-7,60 (M, 4H), 7,48-7,41 (m, 3H), 6,89 (T, 1H), 6,41 (M,
1H), 6,32-6,28 (M, 2H), 4,33 (n, 2H), 4,12 (c, 3H); XKXX-MC (U3OP): paccuntanHas macca:478, 51; Haiinennas
macca: 479,2 [M+H]" (sy: 1,39 mun).

Mpumep 105. N-(3-(5-(1-(2-Mopdomunoatun)-1H-1,2,3-tpuazon-4-un)- 1 H-6enzo[d [umunazon-1-um)-5-
(1H-nmuppon-1-nm)penun)aneTamu.

CwMmech coepmHenust n3 npumepa 99¢) (100 mr, 0,294 mmons), 4-(2-a3unostun)mopdonuna (55 mr, 0,353
MMoJib, 1,2 9kB.), ackopbara Hatpus (58 mr, 0,294 mmoins, 1,0 9kB.) u meHTaruapara cyiabgpara meau (37 mr,
0,147 mmousb, 0,5 sxB.) B IMCO, JIXM u Boxe (1:1:1,3 M) mepememmBator B Teuenue 12 1 nmpu KT. Cmech
racsT BOJOW, W BBINABIIMN OCaJOK (QHUIBTPYIOT M CyHIAT C IOJyYE€HHEM HEOUMIIICHHOTO MPOAYKTA, KOTOPBIHA
ounmaroT npenaparusroit BOXKX ¢ monyuenreM npoaykTa ¢ 7%-ueiM BhixoxoM (10 mr). 'H SIMP (300 MTI'1,
JAMCO-dg): 6 10,46 (c, 1H), 8,83 (c, 1H), 8,73 (¢, 1H), 8,28 (c, 1H), 7,92 (m, 2H), 7,84-7,81 (M, 2H), 7,63 (c,
1H), 7,43-7,42 (m, 2H), 6,34 (M, 2H), 4,32 (T, 2H), 4,01 (M, 4H), 3,7 (M, 2H), 2,51-2,43 (M, 4H), 2,05 (c, 3H);
JKX-MC (MDP): paccunTanHas mMacca: 496,56; Haiinennas macca: 497 [M+H]" (sy: 0,08 MuH).

IMpumep 106. N-(3-(5-(Oxcazon-5-un)-1H-6en3o[dJumuaazon-1-wm)-5-(1 H-muppoin-1-mn)dennn)amera-
MU/

a) N-(3-(4-Dopmun-2-aurpodpennnamuno)-5-(1 H-nuppon-1-un)penmn)aneramu.

PactBop coenuuenus u3 npumepa 87d) (5,5 r, 25,7 mMous), 4-QpTop-3-HUTPOOCH3ATBACTHIA U3 TIPOMEKY-
touHoro npumepa 4 (3,86 r, 25,7 mmons, 1,0 3kB.) u Gpropuna kamus (1,49 r, 25,7 mmons, 1,0 3kB.) B IMD (5
wut) HarpeBatoT npu 130°C B teuenne 4 4. CMech racst U 3KCTparupyror kak B npumMepe 1d). PactBopurens or-
TOHSIOT, M OCTATOK OYHIIAIOT XpoMmarorpadueii Ha kosnoHke (60-120 cunukarens, 40% 3THiIaneTar B TeKcaHe) ¢
MOJyYeHUEM TIpoIykTa ¢ 38%-HBIM BBIXOAOM (3,58 T). 'H SIMP (300 MI'y, IMCO-dg): & 10,05 (c, 1H), 9,86 (c,
1H), 8,71 (c, 1H), 7,95 (n, 1H), 7,67 (m, 2H), 7,50 (c, 1H), 7,32-7,29 (M, 5H), 6,29 (¢, 1H), 2,08 (c, 3H).

b) N-(3-(2-Hutpo-4-(okcazon-5-mn)pernnamuno )-5-(1 H-muppoi- 1 -mr)dpennn)anetamui.

K pactBopy coemnnenus u3 npumepa 106a) (2,5 r, 6,88 mmomns) B MeTanone (15 mur) qo6aBnsioT kapOOHAT
kamus (1,04 T, 7,57 mmons, 1,1 9kB.), 1 cMech niepemermuBaioT B TedueHue 10 mun npu KT. Jlo6aBistoT m3omnma-
Hu Tonyoncynbponunmetuna (1,48 r, 7,57 mmonb, 1,1 3KB.), 1 CMECh KHIIATAT ¢ OOPATHBIM XOJOIUIHPHHKOM B
TedeHue 4 4. PacTBOpUTETH OTTOHAIOT U BOLY NO00ABIAIOT K HEOUHIIEHHOMY OCTaTKy. CMech SKCTparupyroT Kak
B ipumMepe 1d). PacTBopuTens OTrOHSIOT, M OCTATOK OYMINAIOT Xpomarorpadueii Ha kojonke (60-120 cunmuka-
renb, 70% JTHIALETAT B FeKCaHe) C HOTydeHHeM MpOAyKTa ¢ 57%-HbiM BhixoxoM (1,58 r). 'H SIMP (300 MI,
JIMCO-dg): 6 10,05 (m, 1H), 10,32 (m, 1H), 9,87 (¢, 1H), 7,81 (c, 1H), 7,98-7,92 (M, 1H), 7,85-7,60 (M, 3H), 7,55
(c, 1H), 7,32-7,29 (M, 4H), 7,29 (c, 1H), 2,08 (c, 3H).

¢) N-(3-(2-Amuno-4-(okcazon-5-nn)penmnamuno)-5-(1 H-muppoin-1-nin)dpennn)aneramu .

K pactBopy coenunenus u3 npumepa 106-b) (1,58 r, 3,9 mmois) B Metanone (30 mi) u stunaunerare (15
i) pob6aeistor 10% Pd/C (300 mr, 0,2 3KB.), U PEaKIMOHHBIA COCYJ MPOAYBAIOT a30TOM B TCUYCHUC 5 MUH.
CmMech 3aTeM TUIpUpYIoT ¢ MpuMeHeHneM H, 6amurona B Teuenne 12 4. Cmech GUIBTPYIOT Yepe3 CIION HenuTa, 1
(UIbTpaT KOHIEHTPUPYIOT C TMOIydeHHEM coeTuHeHus ¢ 68%-HpM BeIxomoM (1,0 T).

d) N-(3-(5-(Oxca3zoun-5-un)-1H-6en30[dJumunazon-1-wn)-5-(1 H-mappo-1-un)enmn)aneramus.

Cwmech coenuaenus u3 nmpumepa 106¢) (0,4 , 1,07 MMOJIb) M MypaBbUHOM KHUCIIOTHI (4 MIT) HarpeBaloT Mpu
100°C B Teuenue 30 MuH. MypaBbUHYIO KACIOTY OTTOHSIOT, H OCTaTOK PacTBOPSIOT B dTvianerare. Ciaon dTHII-
arieraTa IMPOMBIBAIOT BOJOW, HACHIIIEHHBIM PACTBOPOM CONHM W CymIaT Hall cynbhaToM HaTpus. PactBopuTens
OTTOHSIOT, U OCTaTOK OYHMIIAIOT npenapatuBHoit BOXKX ¢ momyuennem npoxykTa ¢ 12%-HeM BbIxoaoM (50 mr).
'H SIMP (300 MT';, IMCO-de): 8 10,43 (c, 1H), 8,84 (c, 1H), 8,47 (c, 1H), 8,17 (¢, 1H), 7,87-7,77 (m, 5H), 7,63
(c, 1H), 7,42 (1, 2H), 6,34 (T, 2H), 2,13 (c, 3H); KX-MC (U3P): paccunrannas macca: 383,40; HalineHHas Mac-
ca: 384,1 [M+H]" (sy: 1,108 mun).

Mpumep 107. N-(3-(5-(Oxcazon-5-mn)-1H-0en3zo[d]umunazon-1-mn)-5-(1H-nuppoin-1-mm)penmn)nponan-
2-cynbdoHamu.

a) 3-(5-(Oxcazon-5'-nm)-1H-6en30[d] umunazon-1-wmm)-5-(1 H-tuppo:-1-um)aHummH.

K pactBopy coeannenns uz npumepa 106 (800 mr, 2,1 Mmmonb) B atanoine (15 M) go0aBnsSoT BOIHBIH pac-
tBop NaOH (0,72 r, 18,06 MMoub, 8,6 3KB.), 1 cMech HarpeBatoT mpu 85°C B TeueHue 5 4. CMeCh TacaT U dKCT-
parupyrot, kak B mpumepe 1d). PactBopuTens OTroHAIOT ¢ monydeHneM npoaykra ¢ 70%-aemM BexogoMm (0,5 ).

b)  N-(3-(5-(Oxcazon-5-un)-1H-6en30[dJumunazon-1-mn)-5-(1 H-mupposn- 1 -un)perwn) nponan-2-cyabdo-
HaMHJ.

K pactBopy coequnenus u3 npumepa 107a) (80 mr, 0,23 mmons) B IXM (2 mut) mobasnstor mupuaud (37
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mr, 0,47 mmoub, 2,0 3KB.), 3aTeM XJIOpH] ponaH-2-cyiabdonruna (39 mr, 0,28 mmons, 1,2 3kB.). CMech nepeme-
IIMBAIOT B TCUCHHUE | U W racsT W 3KCTPArupyroT Kak B mpuMepe 2b). PacTBopUTENb OTTOHSIOT, M OCTATOK OYH-
marot npemnaparusHoii BIYXKX ¢ monyuennem npoxykra ¢ 14% seixozom (14 mr). 'H SIMP (300 MI'i, IMCO-
de): 6 10,29 (c, 1H), 8,80 (c, 1H), 8,46 (c, 1H), 8,17 (c, 1H), 7,82-7,86 (m, 3H), 7,68 (c, 1H), 7,46-7,40 (m, 4H),
6,34 (1, 2H), 3,30 (M, 1H), 2,51-2,50 (M, 6H); XKX-MC (U3P): paccuntannas macca: 447,51; HalinenHnas macca:
448,1 [M+H]" (8y: 2,001 Mun).

[Tpumep 108. N-(3-(5-(Oxcazon-5-mn)-1H-6en30[ dJumunazon-1-nn)-5-( 1 H-muppon- 1 -um) perrn)-
[UKJIOTIPOTIaHCYIb(OHAMIT.

CoeauHeHHE TIOTYYalOT U3 CoenuHeHus u3 mpuMepa 106 ¢ mpuMeHeHneM MeTOAWKH W3 mpumepa 107 u
XJIopu/a maKonpomnancyaspormnta. 'H IMP (300 MI'n, IMCO-de): & 10,35 (¢, 1H), 8,87 (c, 1H), 8,52 (c, 1H),
8,22 (¢, 1H), 7,82 (m, 3H), 7,74-7,35 (M, 1H), 7,5-7,45 (M, 4H), 6,39 (T, 2H), 3,04-2,95 (M, 1H), 1,08-1,07 (M,
4H); )KX-MC (UDQP): paccunrannas mMacca: 445,49; naiinennas macca: 446,1 [M+H]" (y: 1,43 mun).

ITpumep 109.  N-(3-(5-(1-Merun-1H-nupazon-4-nin)-1H-6en30[dJumnnazon-1-nm)-5-(1H-nmuppon-1-
1) eHMIT)3TaHCY Tb(HOHAMHI L.

CoeanHeHue Moly4aroT U3 COeTUHEHMs U3 puMepa 87 ¢ NpuMeHEeHHeM METOAMK U3 mpumepa 88. 'H sIMP
(300 MI'r, AMCO-dg): 6 10,3 (c, 1H), 8,67 (c, 1H), 8,2 (c, 1H), 8,0 (¢, 1H), 7,95 (¢, 1H), 7,67-7,61 (M, 3H),
7,43-7,39 (M, 4H), 6,38 (c, 2H), 3,88 (c, 3H), 3,32 (xBapret, 2H), 1,27 (1, 3H); XKX-MC (U3P): paccuntanHas
macca: 446,52; naiinennas macca: 447,1 [M+H]" (By: 1,25 mumn).

[Tpumep 110. N-(3-(5-(1-MeTtun-1H-mmupazon-4-un)- 1 H-6en3o[ d Jumunazomn-1-wmn)-5-(1 H-muppon-1-
nin)heHnn ) mporan-2-cynb(poHaMu.

Coe/IMHEHHE TTOTYYAl0T M3 COSAMHCHUS U3 IIpuMepa 87 ¢ IPUMEHEHHEM METOAMK 13 npuMepa 88. 'H SIMP
(400 MI'u, IMCO-dy): 6 10,34 (c, 1H), 8,89 (c, 1H), 8,23 (¢, 1H), 8,01 (c, 1H), 7,97 (¢, 1H), 7,69-7,65 (M, 3H),
7,44-7,41 (m, 4H), 7,64 (n, 2H), 3,89 (c, 3H), 3,51-3,50 (M, 1H), 1,31 (m, 6H); XKX-MC (UDP): paccuntannas
macca: 460,55; Haiinennas macca: 461,1 [M+H]™ (y: 1,377 mun).

IIpumep 111. N-(3-(5-(1-HuxnonenTmi- 1 H-mupazon-4-wn)- 1 H-6en3o[ d Jumunazo:n- 1 -wm)-5-(1 H-muppon-1-
nin)eHnm )ameTaMuz.

Coe/IMHEHHE TTOTyYal0T ¢ IPUMEHEHHeM MeTouK 13 npumepa 87. 'H SIMP (300 MI'n IMCO-dq): & 10,45
(c, 1H), 8,96 (c, 1H), 8,34 (c, 1H), 8,04 (c, 1H), 7,98 (c, 1H), 7,91 (c, 1H), 7,83 (¢, 1H), 7,72-7,68 (M, 2H), 7,64
(c, 1H), 7,42 (T, 2H), 6,34 (1, 2H), 4,68-4,57 (M, 1H), 2,14 (c, 3H), 2,08-1,93 (M, 4H), 1,87-1,73 (m, 2H), 1,72-
1,60 (m, 2H); XKX-MC (UDP): paccunrannas macca: 450,53; naitnennas macca: 451,2 [M+H]" (y: 1,509 mun).

Mpumep 112. N-(3-(5-(1-(3-I'mapokcu-3-metnnoytun)-1H-1,2,3-tpuazon-4-un)-1H-6enzo[d [umunazon-1-
win)-5-(1H-nuppon-1-mm)penmn)aneramu.

CwMmecsk coemunenus u3 npumepa 99¢) (0,3 T, 0,88 Mmoib), 4-a3un0-2-MeTHIOyTaH-2-0J1a U3 MPOMEKYTOY-
Horo npumepa 6 (0,17 r, 1,06 mmoms, 1,2 3kB.), (L)-ackop6ar Hatpwmst (0,17 T, 0,88 MMoub, 1,0 5KB.) U IEeHTaTrHI-
pata cynbdara meau (0,11 1, 0,44 mmonb, 0,5 3kxB.) B JIXM (2 M), AMCO (2 mun) u Boze (2 M) IepeMennBaioT
B Teuenne 12 4 mpu KT. Cmech racsaT BoJoi, U 0caloK GUIBTPYIOT U cymiaT. HeounIeHHbIH IpoayKT OUHIIAIOT
npenapatuBHoit BIXKX ¢ momxydenneM npoxykra ¢ 48%-ubiv Beixozom (0,2 ). 'H SIMP (300 MI'n, JIMCO-d,):
610,42 (c, 1H), 8,86 (c, 1H), 8,68 (c, 1H), 8,23 (¢, 1H), 7,93-7,77 (m, 4H), 7,62 (c, 1H), 7,40 (1, 2H), 6,31 (T,
2H), 4,70 (1, 2H), 3,40 (yump.c, 1H), 2,48 (1, 2H), 2,11 (c, 3H), 1,16 (c, 6H); XKX-MC (UIP): paccunrannas
macca: 469,54; naiinennas macca: 470,2 [M+H]" (By: 0,666 Mum).

Mpumep 113. N-(3-(5-(1-(3-I'mapokcu-3-metnnoytun)-1H-1,2,3-tpuazon-4-un)- 1 H-6enzo[d [umunazon-1-
win)-5-(1H-nuppoa-1-mn)denmn)stancynbhoHamu.

a) 4-(4-(1-(3-Amuno-5-(1H-mmpposn-1-un)pennn)-1H-6en3o[d|umnnazon-5-mn)-1H-1,2,3-rpuazon-1-nn)-
2-MeTunoyTaH-2-0J1.

K pactBopy coeannenns u3z npumepa 112 (150 mr, 0,32 Mmonb) B atanone (10 M) 100aBisSIOT BOIHBIH
pactBop NaOH (160 mr, 4 mmons, 12,5 3xB.), 1 cMech HarpeBatoT rpu 80°C B Tedenue 2 4. CMech TacsT U 9KCT-
parupyrot, kak B mpumepe 1d). PacTBopuTens OTTOHAIOT C TOTydeHHEeM IPOIyKTa ¢ 58%-HbIM BeIxo10M (80 MT).

b) N-(3-(5-(1-(3-T'mmpokcu-3-merunodyTwn)-1H-1,2,3-tpuazon-4-wun)- 1 H-6en3o[d Jumunazon-1-nm)-5-(1H-
nuppoJi- 1 -nin)pernn)arancynbGoHamMuI.

K pactBOpy coenmuenus nu3 npumepa 113a) (100 mr, 0,234 Mmmoinb) B JIXM (5 M) mo0aBistoT MUPHIAH
(36 wmr, 0,47 MMOITB, 2 3KB.), 3aTeM XJOPH dTaHCYyIbGoHmMIa (23 Mr, 0,187 Mmob, 0,8 9kB.). CMech mepemMenin-
BaIOT B TECUCHHUE 2 U, TaCAT W IKCTPArUpyIoT, Kak B mpuMepe 2b). PacTBOpUTENs OTTOHSIOT, U OCTATOK OYHIIAIOT
npenapatuBHoit BOXKX ¢ nmomydenuneM npogaykra ¢ 10%-mbiv BeixogoM (12 mr). 'H SIMP (300 MI'u, IMCO-
de): 6 10,35 (c, 1H), 8,88 (c, 1H), 8,70 (¢, 1H), 8,25 (c, 1H), 7,93 (an, 1H), 7,78 (a, 1H), 7,68 (M, 1H), 7,45-7,41
(M, 4H), 6,34 (1, 2H), 4,52-4,46 (M, 2H) 3,37-3,30 (M, SH), 1,27 (T, 3H), 1,18 (¢, 6H); XKX-MC (U3P): paccun-
TaHHag Macca: 519,62; HaiinenHas macca: 520,2 [M+H]" (By: 1,17 muH).

Mpumep  114.  N-(3-(5-(1-Metun-1H-nupazon-4-un)- 1 H-6enzo[d Jumunaszon-1-wmn)-5-(1 H-nupazon-1-
win)peHuT)aneTaMu .

a) N-(3-Hutpo-5-(1H-nupazosn-1-ni)pennn)aneramua.

K pactBopy N-(3-Opom-5-autpodenun)arneramuna u3 npumepa 1c) (10 r, 38,6 mmons) B JIMD (100 mur)
nmobasmsttor nmpason (5,26 r, 77,2 mmonb, 2,0 5kB.), okcua meau(l) (1,104 r, 7,72 mmois, 0,2 3kB.) 1 KapOOHAT
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nesus (25,15 r, 77,2 mmornb, 2,0 9kB.), u cMech HarpeBaroT rpu 120°C B Tedenue 16 4. CMech TacsaT U SKCTParu-
pyot, kak B nmpumepe 1d). PacTBoputens OTTOHSIOT, M OCTATOK OYHINAIOT XpoMaTorpaduei Ha KOJOHKE Ha
cunnkaresneM (30% STHIALeTaT B TeKCaHe) ¢ MOTydeHHEeM COCTHHEHHs ¢ 86%-HbM BEIXog0M (8,2 1). 'H SIMP
(300 MI'u, AMCO-dy): & 10,62 (c, 1H), 8,7 (1, 1H), 8,5-8,48 (M, 2H), 8,32 (1, 1H), 7,84 (1, 1H), 6,62 (1, 1H),
2,08 (c, 3H); )KX-MC (M2P): paccuntanHas Macca: 246,22; HaitnenHas macca: 247,1 [M+H]" (By: 0,6 mMuH).

b) N-(3-Amuno-5-(1H-tupazosn-1-um)peHrn)aneramMmu.

K pactBopy coennnenus u3 npumepa 114a) (8,2 r, 33,3 mmoibp) B atanone (70 mi) 100aBIsAIOT TIOPOIIIOK
xkenesa (3,72 r, 66,6 mmons, 2,0 3kxB.) 1 50%-HBIH BOAHBINA pacTBOp XJopuaa Kaxeuus (15 mi). Cmecs nepeme-
muBaroT 1pu 100°C B Teuenune 4 4. CMech racsT U SKCTPArupyroT, kak B mpumepe 1d). PacTBoputens OTroHsIOT,
M OCTaTOK OYHMINAIOT XpoMaTorpadueld Ha KOJOHKE HaJ CHIIMKAreleM C MOydeHHEeM COeTUHEHHUS ¢ 99%-HbIM
BEIX0a0M (7,1 1). JKX-MC (UDP): paccunrannas Macca: 216,24; naitnennas macca: 217 [M+H]" (By: 0,12 mun).

¢) N-(3-((4-bpom-2-autpodenmn)amuno)-5-(1 H-mupazo:n-1-um)pennn)aneramus.

PactBOp coenunenus u3 npumepa 114b) (6,97 r, 32,23 mmons), 4-6pom-1-prop-2-aurpobensona (7,09 r,
32,23 mmous, 1,0 3kB.) u propuna kamus (1,87 r, 32,23 mmois, 1,0 5kB.) B JIM® Harperarot mpu 150°C B Teue-
Hue 4 4. CMech racaT M 3KCTParupyroT,Kak B mpumepe 2b). PacTBopuTens OTTOHSIOT ¢ MOTYYCHUEM HEOUHIIICH-
HOTO OCTaTKa, KOTOPHIH OYHIIAIOT XpoMaTorpadueil Ha KOJIOHKE Ha/l CHIIMKAreJieM ¢ TMOJIYyYCHUEM COSINHEHHS C
75%-mbM BoIxogoM (10 T). JKX-MC (U2P): paccunrtannas Macca: 416,23; Haiinennas macca: 417 [M+H]" (By:
1,65 mMun).

d) N-(3-((2-AmunO0-4-0pomdenmn)amuHo)-5-(1 H-mupaszon- 1 -wr)dhennn)anetamu.

K pactBopy coenmnenus u3 npumepa 114c) (10 r, 24,03 mmonn) B ataHose (70 Mur) 100aBISAIOT TTOPOIIOK
xenesa (2,68 1, 48,05 mmons, 2,0 3kB.) u 50%-HbI BOAHBIA pacTBOp xyopuaa kanenus (20 mir). Cmeck nepe-
memmBatoT npu 100°C B Teuenue 4 4. CMech racst ¥ SKCTparupyror kak B npumepe 1d). PacrBopurens oTrons-
0T, U OCTATOK IPHUMEHSIOT 0€3 OYMCTKH Ha CIEAYIONEeH CTaauu.

e) N-(3-(5-bpom-1H-6en30[d]umunazoan-1-wmn)-5-(1 H-tupazon-1-un)penmn)aneramMmu .

CwMmech coenuaeHus u3 npumepa 114d) (HeounineHHOTO, ¢ MPEABIAYIIEH CTaANN) U MYPaBbHHOW KHUCIIOTHI
(20 ma) Harpesatot npu 100°C B Teyenue 30 MuH. MypaBbHUHYIO KUCIIOTY OTTOHSIOT, M HEOUHMIICHHBII OCTaTOK
pacTBopsifoT B dTHianerare. Cloi 3THIAlETaTa MPOMBIBAIOT BOJAOM, HACKHIIICHHBIM PACTBOPOM COJIM W CYIIAT
HaJ CyIb(paToM HATPHs. PacTBOPHTENb OTFOHSIOT C MOTydEHHEM MPOAYKTa ¢ 84%-HemM BhIXOZOM (8,0 T). 'H
SAMP (300 MI'n, AMCO-dg): 6 8,72 (¢, 1H), 8,57 (1, 1H), 8,22 (m, 1H), 8,11 (¢, 1H), 8,01 (1, 1H), 7,87-7,79 (m,
3H), 7,66 (n, 1H), 7,51 (mn, 1H), 6,58 (1, 1H), 2,1 (¢, 3H); XKXX-MC (M3P): paccunrannas macca: 396,24; Haii-
nenHast Macca: 397 [M+H]" (By: 1,38 mum).

f)  N-(3-(5-(1-Metun-1H-nmupazon-4-wn)- 1 H-6en3o0[ d Jumunazo:n- 1 -wmn)-5-(1 H-mupazon- 1 -wm) dpenmn)are-
TaMUI.

PactBop coequnenus u3 npumepa 114e) (8,0 T, 20,19 mmoip) B 1,2-mumeTokcudtane (100 M) merasupyror
b6apboTupoBanuem N, B TeueHue 5 muH. JloOaBmsroT 1-metnn-4-(4,4,5,5-trerpamerni-1,3,2-1uokcaboponan-2-
win)-1H-mupazon (6,3 r, 30,29 mmoms, 1,5 3KB.), U CMeCh NETa3UPYIOT B TEUYCHHUE emie 5 MuH. [Jo0aBistoT
Pd(PPh;), (4,67 T, 4,04 mmob, 0,2 5kB.) 1 BOIHBIN KapOoHAT HaTpus (5,35 T, 50,5 Momb, 2,5 9KB.), U IPUMCHSIOT
MeToauKy u3 npumepa 1d). HeouunmieHHBIH 0CTATOK MPOIYKTa OYHINAIOT XpoMaTorpaduei Ha KOJOHKE HaJ CH-
JIMKATeIeM C MONyYeHHeM COeIUHeHHs ¢ 62%-HbM BEixogoM (5,0 T). 'H SIMP(300 MTI', CD;0D): & 9,21 (c,
1H), 8,35 (a, 1H), 8,13-8,08 (M, 3H), 8,0 (c, 1H), 7,94 (c, 1H), 7,88-7,76 (M, 4H), 6,73-6,69 (M, 1H), 3,98 (c,
3H), 2,23 (c, 3H); )KX-MC (MDP): paccunrannas macca: 397,43; maiinennas macca: 398,1 [M+H]" (By: 0,26
MUH).

Ipumep  115.  N-(3-(5-(1-Metun-1H-mmupazon-4-un)-1H-6en30[d|Jumumazon-1-wm)-5-(1 H-mupazon-1-
nn)pennn)merancynbGoHaMu.

a) 3-(5-(1-Metun-1H-nmupazon-4-mn)-1H-6en3o[ d Jumunazon- 1 -um)-5-(1 H-upazosn- 1 -uim)anuimiH.

K pactBopy coegmuenus u3 npumepa 114 (4,0 r, 10,06 mmoins) B aTanone (25 mun) mobasmstor 20%-Heli
BoaHbIH pacTBop NaOH (5 M), u peakimonnyto cmech HarpesatoT nipu 100°C B Teuenue 2 4. CMmech racsir u
IKCTParupyroT, Kak B mpumepe 1d). PacTBopuTelb OTTOHSIOT ¢ MONyYeHHEM MPOAYKTa ¢ 78%-HBIM BEIXOJIOM
(2,8 1).

b)  N-(3-(5-(1-Merun-1H-nmpa3zon-4-un)-1H-6en3o[ d Jumunazon-1-mm)-5-(1 H-mupazoin- 1 -mn)perm)me-
TaHCYIb(HOHAMU.

K pactBopy coennnenus n3 npumepa 115a) (50 mr, 0,14 mmons) B IXM nobasistor mupuaus (22 wmr, 0,28
MMoOIb, 2,0 5KB.), 3aTeM xJopua MeTtancynsponmia (19 mr, 0,169 Mmmons, 1,2 5xB.). CMech epeMenInBaioT B
TedeHue | 4, TacsAT M IKCTParupyroT, Kak B mpuMmepe 2b). PacTBOpUTENs OTTOHSIOT, M OCTATOK OYHINAIOT Ipemna-
patuBHOit BIXKX ¢ momyuennem npoaykra ¢ 20%-HbiM Bbixozom (12 mr). 'H SIMP (300 MI'n, CD;0D): & 8,68
(c, 1H), 8,35 (m, 1H), 8,02 (¢, 1H), 7,92 (c, 1H), 7,87 (¢, 1H), 7,84-7,81 (M, 1H), 7,77-7,73 (M, 2H), 7,71 (c, 1H),
7,67-7,63 (m, 1H), 7,5-7,48 (M, 1H), 6,58-6,55 (m, 1H), 3,93 (c, 3H), 3,12 (c, 3H); KXX-MC (U3P): paccunran-
Has Macca: 433,49; Haitnennas macca: 434,1 [M+H]" (By: 0,35 muH).

Ipumep  116.  N-(3-(5-(1-Merun-1H-mmupazon-4-un)-1H-6en30[dJumumazon-1-wm)-5-(1 H-mupazon-1-
1) heHnn ) mporan-2-cyab(poHaMu.

Coe/HEHHE TIOTYYAOT U3 COCIMHEHHs U3 mpumepa 114 ¢ mpuMeHeHneM MeToauk u3 mpumepa 115. 'H
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SAMP (300 MI', CD;0OD): & 8,65 (¢, 1H), 8,37 (n, 1H), 8,05 (c, 1H), 7,96 (c, 1H), 7,91 (c, 1H), 7,81 (M, 3H),
7,76-7,74 (m, 1H), 7,69-7,67 (m, 1H), 7,55-7,54 (m, 1H), 6,61-6,6 (m, 1H), 3,95 (c, 3H), 3,54-3,49 (M, 1H), 1,43
(m, 6H); XKX-MC (M3P): paccunrannas macca: 461,54; naiinennas macca: 462,1 [M+H]" (By: 0,7 MuH).

Mpumep  117.  N-(3-(5-(1-Metun-1H-nupazon-4-un)- 1 H-6enzo[d Jumunaszon-1-wmn)-5-(1 H-ntupazon-1-
11) (DS HUI ) IUKJIOTIPOTIAHCYITh (D OHAMHI.

CoenuHeHHE TOMYYalOT U3 COeMUHEHHS W3 mpuMepa 114 ¢ mpuMeHeHneM MeTOAWKH W3 mpumepa 115 u
xnopua muknonponancyibdonmta. 'H SIMP (300 MI'n, CD;0D): & 8,54 (c, 1H), 8,37 (1, 1H), 8,02 (c, 1H),
7,93 (m, 1H), 7,88 (¢, 1H), 7,82-7,8 (M, 3H), 7,72 (n, 1H), 7,65-7,62 (M, 1H), 7,53-7,52 (M, 1H), 6,6-6,59 (M, 1H),
3,95 (¢, 3H), 2,81-2,78 (M, 1H), 1,18-1,15 (M, 2H), 1,09-1,04 (M, 2H); XKXX-MC (UDP): paccunranHas macca:
459,52; maitnennas macca: 460,1 [M+H]" (By: 0,58 mum).

Ipumep  118.  N-(3-(5-(1-Merun-1H-mmupazon-4-un)-1H-6en30[d|Jumumazon-1-wn)-5-(1 H-mupazon-1-
win)enu)oeH3oncyabhoHamu.

CoeIMHEHHE TONYYAIOT U3 COCAMHEHHs U3 npuMepa 114 ¢ nmpuMeHeHHeM MeTouky u3 mpumepa 115. 'H
SAMP (300 MI'n, CD;0D): & 9,2 (c, 1H), 8,29 (1, 1H), 8,12 (c, 1H), 8,0 (c, IH), 7,96-7,93 (m, 3H), 7,83-7,75 (M,
4H), 7,69-7,65 (M, 1H), 7,61-7,54 (M, 3H), 7,45 (T, 1H), 6,58 (M, 1H), 3,98 (¢, 3H); XKX-MC (UDP): paccunran-
Has Macca: 495,56; Haiinennas macca: 496,2 [M+H]" (By: 1,28 muH).

Mpumep  119.  N-(3-(5-(1-Metun-1H-nupazon-4-un)- 1 H-6enzo[d Jumunaszon-1-wmn)-5-(1 H-nupazon-1-
w1)peHII) TUIepUIrH- 1 -cyIb(hoHaMuI.

CoeauHEeHHE MOyYaloT U3 COemMuHEeHUs u3 nmpuMmepa 114 ¢ mpuMeHeHneM MEeTOJIMKH u3 Tpumepa 115. 'H
SMP (300 MI'n, CD;0D): 6 8,92 (¢, 1H), 8,3 (n, 1H), 8,06 (c, 1H), 8,0 (c, 1H), 7,95 (¢, 1H), 7,88 (c, 1H), 7,77-
7,69 (m, SH), 7,45 (M, 1H), 6,56 (m, 1H), 3,92 (c, 3H), 3,28-3,27 (M, 4H), 1,6-1,49 (M, 6H); XKX-MC (UDP):
paccuntanHas Macca: 502,59; HaiinenHas macca: 503,1 [M+H]" (By: 0,1,33 mun).

IIpumep 120. 1-(Dypan-2-mimernn)-3-(3-(5-(1-metmn-1H-mupazon-4-nn)- 1 H-6en30[dJumunazon-1-wmm)-5-
(1H-mmupazodn-1-mr)dennn)MoIeBHHA.

K pactBopy coenmnaenus u3 npumepa 115a) (50 mr, 0,141 mmoinp) B JAXM (1 M) npu 0°C go6aBisioT
TOA (29 mr, 0,281 mMomnb, 2,0 5kB.) u 2-(m3onuanatometrun)Pypan (21 mr, 0,169 mmcib, 1,2 9kB.), U cMeCh
nepemernBaroT npu KT B Teduenue 16 4. PacTBopuTens ynansioT npu MOHMKEHHOM JIaBJICHUU W OCTATOK OYH-
maroT npenaparusHoit BIXKX ¢ monyuenuem coenunenue ¢ 15%-ubiM BhixomoM (10 mr). 'H SIMP (300 MI'w,
CD;0D): 6 9,16 (c, 1H), 8,35 (n, 1H), 8,1 (c, 1H), 8,0 (c, 1H), 7,95-7,94 (M, 2H), 7,91 (M, 1H), 7,87 (n, 1H), 7,8-
7,78 (m, 2H), 7,75-7,74 (M, 1H), 7,46 (n, 1H), 6,6-6,59 (m, 1H), 6,38-6,37 (M, 1H), 6,31-6,3 (M, 1H), 4,43 (c,
2H), 3,98 (c, 3H); )KX-MC (UDP): paccunrannas macca: 478,51; naiinennas macca: 479,0 [M+H]" (sy: 0,72
MHUH).

Mpumep 121. 1-(4-Propdennn)-3-(3-(5-(1-merun-1H-nmupazon-4-un)-1H-6en3o[dJumunazon-1-nn)-5-(1H-
Upa3odi-1-wr)heHnT)MoIeBIHA.

Coe/HEHHE MOTYYAIOT C IPUMEHEHHEM METOIMK 13 npumepa 120. "H SIMP (300 MI'n, CD;0D): 8 9,7 (c,
1H), 9,3 (c, 1H), 8,67 (¢, 1H), 8,62 (un, 1H), 8,21 (¢, 1H), 8,06 (c, 1H), 8,0 (c, 1H), 7,95 (c, 1H), 7,83-7,81 (M,
2H), 7,75-7,71 (m, 2H), 7,63-7,6 (M, 1H), 7,52-7,49 (m, 2H), 7,15 (T, 2H), 6,61-6,6 (M, 1H), 3,88 (c, 3H); XKX-
MC (MIDP): paccunrannas Macca: 492,51; Haiinennas macca: 493,2 [M+H]" (y: 1,37 mun).

Ipumep 122. N-(3-(5-(1H-ITupa3zosn-1-un)-1H-6en30[d|Jumunazon-1-mr)-5-(1 H-mupazon-1-wmr)dennn)-
arieTaMu/I.

K pactBopy coenunenust uz npumepa 114e) (200 mr, 0,505 mmons) B IM®P (20 M) n06aBisioT nHpas3on
(41 wr, 0,606 mmois, 1,2 3xB.), okera Meau(l) (0,7 mr, 0,0051 mmoins, 0,01 3kB.) u kKapOoHat ne3us (329 wmr,
1,01 mmomb, 2,0 9kB.), u cMech HarpeBatoT npu 110°C B Teuenne 12 y. CMech racsiT M 9KCTParupyroT, Kak B
npumepe 1d). PacTBopuTenb OTTOHSIOT, M OCTAaTOK OYMINAIOT MpenapatuBHOoi BOXKX ¢ moiyueHnem mpoaykra c
20%-mp1M BBIx00M (37 mr). 'H SIMP (300 MI'ty, CD;0D): & 8,9 (yump.c, 1H), 8,37-8,33 (M, 2H), 8,19 (¢, 1H),
8,13-8,12 (m, 1H), 8,06-8,05 (m, 1H), 7,92 (m, 2H), 7,86-7,85 (M, 1H), 7,8-7,78 (M, 2H), 6,61-6,57 (M, 2H), 2,22
(c, 3H); KX-MC (U3P): paccunrannas macca: 383,41; Haiinennas macca: 384,3 [M+H]" (By: 0,52 muH).

Ipumep 123. 1-(3-(5-(1H-ITupazon-1-mm)-1H-6en30[d]umumazosn-1-un)-5-(1 H-mupazosn-1-um)penrwn)-3-
(bypaH-2-MIMeTHIT)MOYECBHHA.

a) 3-(5-(1H-ITupazon-1-wmn)-1H-6en30[d]Jumunazon-1-nm)-5-( 1 H-nmupa3zon-1-na)aHuuH.

K pactBopy coenunaenus u3 mpumepa 122 (230 mr, 0,6 Mmoitb) B aTarose (20 M) 100aBISIOT BOJHBIN pac-
TBOp ruapokcuaa Hatpus (192 mr, 4,8 mmons, 8,0 3kB.), u cMech HarpeBatoT npu 90°C B Teuenue 3 4. CMmech
racsiT M OKCTPAarUpPyIoT, Kak B mpuMmepe 1d). PacTBopuTens OTTOHSIOT ¢ moydeHHEM MpoayKTa ¢ 73%-HBIM BbI-
xozxoM (150 mr).

b) 1-(3-(5-(1H-IInpazon-1-nn)-1H-6en30[dJumnnazon-1-mm)-5-(1 H-nmupazon-1-wmn)penwn)-3-(dypan-2-
WIMETWII)MOYEBHUHA.

K pacrBopy coenmnenust 3z npumepa 123a) (50 mr, 0,146 mmoins) B JIXM nobasmsitor TOA (45 wr, 0,439
MMoOJIb, 3,0 9KB. ), 3aTeM 2-(u3ormanaToMeTin)pypan (23 mr, 0,19 mmons, 1,3 3kB.). CMech MepeMEIINBAIOT B
TeueHne | 4, 3aTeM TacsT W SKCTParupylor, kak B npuMepe 1d). PacTBopuTens OTrOHSIOT, M OCTATOK OYMINAIOT
npenapatuBHOit BOXKX ¢ monyuennem npoxykrta ¢ 8%-meiM BeixozoM (5 mr). 'H SIMP (300 MI'n, CD;0D): &
8,92 (ymmp.c, 1H), 8,34-8,31 (m, 2H), 8,16 (c, 1H), 7,92-7,89 (m, 4H), 7,77 (M, 2H), 7,71 (M, 1H), 7,44 (M, 1H),
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6,57 (m, 2H), 6,36-6,35 (M, 1H), 6,29-6,28 (M, 1H), 4,41 (c, 2H); XKX-MC (U3P): paccuntannas macca: 464,48;
Haiinennas mMacca: 465,2 [M+H]" (sy: 1,35 mun).

Ipumep 124. 1-(3-(5-(1H-ITupazon-1-mn)-1H-6en30[d]umunazosn-1-un)-5-(1 H-mupazosn-1-um)penrwn)-3-
[UKJIOTICHTHIMOYEBHHA.

Coe/IMHEHHE TIOYYAl0T U3 COCAMHEHMs U3 mpuMepa 122 ¢ mpruMeHeHHeM MeToxuk u3 mpumepa 123. 'H
SAMP (300 MI'u, CD;0D): 6 9,21 (ymup.c, 1H), 8,35-8,33 (m, 2H), 8,22 (c, 1H), 7,98 (c, 2H), 7,93-7,88 (M, 2H),
7,78-7,77 (m, 2H), 7,73-7,72 (m, 1H), 6,59-6,58 (M, 2H), 4,08 (M, 1H), 1,99-1,96 (m, 2H), 1,75-1,71 (m, 2H),
1,68-1,33 (M, 2H), 1,52-1,49 (M, 2H); XKX-MC (M3P): paccuntannas macca: 452,51; Hafinennas macca: 453,3
[M+H]" (By: 1,42 mun).

[Tpumep 125. N-(3-(5-(1H-Umunazon-1-nmn)-1H-6en30[d |[umunazon-1-mr)-5-(1 H-mupazon- 1 -mm)de-
HUJT)aleTaMU/I.

CoeMHEHHE MOTYYAIOT U3 COSIMHEHHs 13 mpuMepa 1 14e) ¢ mpuMeHeHHeM MeToauK) u3 mpumepa 122, 'H
SAMP (300 MI'n, CD;0D): 6 9,43 (c, 1H), 8,77 (¢, 1H), 8,35 (1, 2H), 8,16 (M, 1H), 8,12 (c, 1H), 8,09-8,08 (M,
1H), 8,03-8,02 (m, 1H), 8,0 (¢, 1H), 7,98 (¢, 1H), 7,83-7,82 (m, 1H), 7,79-7,72 (M, 3H), 6,59-6,58 (m, 1H), 2,21
(c, 3H); KX-MC (U3P): paccunrannas macca: 383,41; naiinennas macca: 384,1 [M+H]" (By: 0,12 muH).

Mpumep  126.  N-(3-(5-(1-Metun-1H-nupazon-4-un)- 1 H-6en3o[d Jumunaszon-1-wmn)-5-(1 H-ntupazon-1-
1) peHUIT)3TaHCY Tb(HOHAMHU L.

CoenuHEeHHE MOTyYaloT U3 CoeMuHeHus u3 nmpuMmepa 114 ¢ mpuMeHeHneM MEeTOIuKH u3 Tpumepa 115. 'H
SMP (400 MI'u, CD30D): 6 9,13 (c, 1H), 8,36 (x, 1H), 8,10 (c, 1H), 8,02 (c, 1H), 7,94 (c, 1H), 7,88-7,78 (m,
5H), 7,58 (¢, 1H), 6,61-6,50 (M, 1H), 3,97 (c, 3H), 3,31 (xBapret, 2H) 1,40 (1, 3H); )KX-MC (U3P): paccunran-
Has Macca: 447,51; Haitnennas macca: 448,1 [M+H]" (By: 0,49 mun).

Ipumep 127. N-(3-(5-(1-(IIuxmonponmmerwn)- 1 H-nmupa3zon-4-nmn)-1 H-6en3o[dJumunazon-1-wmm)-5-(1H-
mupas3od-1-wr)heHni)aneTaMul.

PactBop coenmuenus u3 npumepa 114e) (0,5 r, 1,26 mmoinp) B 1,2-mumeTokcmdTane (10 M) merasupyror
O6apboTupoBanuem N, B TeucHHe 5 MuH. J[00aBIAIOT COCTUHEHUE U3 MPOMEXKyTOoUHOTO puMepa 9 (0,47 T, 1,89
MMOJIb, 1,5 3KB. U cMech JierasupyroT B TedeHue eme 5 muH. Jlodasusror Pd(dppf)Cl, (0,2 r, 0,25 mmons, 0,2
9KB.) ¥ BOJHBIH KapOonat Hatpus (0,27 T, 2,52 MMOJIb, 2 9KB.), U IPUMEHSIOT METOANKY U3 npumepa 1d). He-
OUUILEHHBIN OCTAaTOK MPOAyKTa ounmaroT npenapatiuBHoit BOXKX ¢ nomxydyenuem npoaykra ¢ 11%-HbIM BBIXO-
nom (60 mr). 'H SIMP (300 MI'n, IMCO-de): & 10,52 (c, 1H), 8,82-8,73 (m, 1H), 8,59 (x, 1H), 8,23-8,15 (m,
3H), 8,03-7,92 (m, 2H), 7,83-7,74 (m, 2H), 7,72-7,59 (m, 2E), 6,59 (c, 1H), 4,23 (n, 2H), 2,12 (¢, 3H), 1,25-0,78
(M, SH); XKX-MC (U3P): paccuntannas macca: 437,50; HaiinenHas macca: 438,2 [M+H]" (By: 0,812 Mun).

Ipumep  128.  N-(3-(5-(1-(TTunepuann-4-un)- 1 H-mupazon-4-un)- 1 H-6en30[d Jumumazon-1-mm)-5-(1H-
upa3od-1-wr)heHni)aneTaMul.

a) tper-bytun  4-(4-(1-(3-aneramumo-5-(1H-mupazon-1-mr)dennn)- 1 H-6en3o[ dJumunazon-5-wmm)-1H-
Upa3od- 1 -wr)munepuauH- 1 -kapookcuaaT

PactBop coenmuenus u3 npumepa 114e) (0,6 T, 1,51 Mmonp) B 1,2-mumeTokcmdTane (20 M) Iera3upyroT
G6ap6otupoBanreM N, B TeueHne 5 MuH. J[00aBISAIOT COeAMHEHUS U3 TTPOMEXYTOUHOTO pumepa 5 (0,85 1, 2,27
MMOJIb, 1,5 9KB.), M cMecCh AerasupyrT B TedcHue eme 5 muH. JJobasnsaror Pd(dppf) Cl, (0,25 1, 0,302 mmons,
0,2 skB.) u BomHbIN kapOoHat Hatpus (0,5 T, 4,53 MMoub, 3,0 3KB.), H IPUMCHSIOT METOAUKY W3 mpumepa 1d).
Heounmennslil octaTok npoaykra ounmarot npenapatusHoid BOXKX ¢ nmonyuenneM npoaykra ¢ 35%-HbIM BbI-
xoa0M (0,3 1).

b) N-(3-(5-(1-(ITunepuann-4-un)- 1 H-nmupazon-4-mn)- 1 H-6en3o[ d [umunazon- 1 -mm)-5-(1 H-nupa3zon-1-
win)peHuT)aneTaMu .

K pactBopy coenunaenus u3 npumepa 128a) (300 mr, 0,53 mmoinb) B JIXM (4 M) npu 0°C 106aBisioT
TpUPTOpYKCYCHYIO KucaoTy (0,6 mi), u cMech niepememuBaioT mpu KT B Teuenue 6 4. PacTBopuTens OTTOHSIOT,
¥ OCTAaTOK OYMIIAIOT mpenapatnBHoit BIYKX ¢ momydennem npoaykta ¢ 89%-mbiM BeixogoM (220 mr). 'H SIMP
(300 MI'y, AMCO-de): 6 10,50 (c, 1H), 8,84 (c, 1H), 8,73-8,63 (M, 1H), 8,61 (1, 1H), 8,52-8,38 (m, 1H), 8,35 (c,
1H), 8,20 (¢, 1H), 8,07 (un, 1H), 8,01 (¢, 1H), 7,87-7,83 (m, 2H), 7,73-7,65 (m, 2H), 6,62 (1, 1H), 4,36 (M, 1H),
3,50-3,35 (m, 2H), 3,17-3,10 (M, 2H), 2,32-2,21 (M, 4H), 2,14 (c, 3H); XKX-MC (UDP): paccunranHas macca:
466,54; naiinennas macca: 467,2 [M+H]" (sy: 0,128 mun).

ITpumep 129.  N-(3-(5-(1-(1-(Metuncynbhonmmn)nunepuua-4-wi)- 1 H-nupazon-4-mn)-1 H-6enso[d]-
nmunazon-1-ui)-5-(1H-mmpazon-1-nm)pennn)aneramu.

K pacrtBopy coenunenus n3 mpumepa 128 (80 mr, 0,171 mmons) B IXM (10 mu) no6asistor nupuaux (27
mr, 0,34 MMonb, 2 9KB.) u XJopun Metancyabpormia (19 mr, 0,171 mmoins, 1 3kB.). CMech MepeMENIUBAIOT B
TeYeHHUE 4 4, TacAT M IKCTPArUPYIOT, Kak B puMepe 2b). PacTBOpUTENs OTTOHSIOT, M OCTATOK OYHUINAIOT Ipera-
patuHoOit BOXKX ¢ momydennem mpoxykra ¢ 19%-mbiM BeixogoMm (18 mr). 'H SIMP (300 MI't, IMCO-dg): &
10,52 (c, 1H), 10,06 (c, 1H), 8,58 (n, 1H), 8,43 (c, 1H), 8,24 (c, 1H), 8,06-8,00 (M, 3H), 7,89 (c, 1H), 7,83 (x,
1H), 7,78-7,74 (m, 2H), 6,62 (1, 1H), 4,36 (M, 1H), 3,01-2,94 (M, 6H), 2,30 (c, 3H), 2,13 (c, 3H), 2,10-2,01 (M,
2H); )KX-MC (MDP): paccuntanHas Macca: 544,63; Haiinennas macca: 545,2 [M+H]" (By: 0,40 Mum).

[Tpumep 130. N-(3-(5-(Oxcazon-5-un)-1H-6en30[ dJumugazon-1-nm)-5-(1 H-nupazon- 1 -um)penrn)-
arieTaMu/I.
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a) N-(3-(4-Dopmun-2-aurpodennnamuno)-5-(1 H-nmmpazon- 1 -nm)pennn)aneramu .

PactBop coenunennst uz npumepa 114b) (0,35 , 1,62 mmoins), 4-¢pTop-3-HuTpodbensanpaeruna (0,24 T,
1,62 mmoutb, 1,0 2kB.) 1 propuna kamms (94 mr, 1,62 mmons, 1,0 5kB.) B JIM® (2 mun) Harpeatot nipu 130°C B
tedeHue 4 4. CMecCh TacsT ¥ SKCTPAarupyroT, kak B mpuMepe 1d). PacTBopuTrens OTTOHSIIOT, U OCTATOK OYHIIAIOT
xpomarorpadueii Ha komonke (60-120 cummkarens, 40% >3THmaneraT B rekcaHe) C IOIyYEHHEM IPOAYKTa C
51%-ubM BBIXOAOM (0,3 T). 'H IMP (300 MI'u, AMCO-dy): 6 10,29 (c, 1H), 10,03 (c, 1H), 9,87 (c, 1H), 8,71
(M, 1H), 8,43 (m, 1H), 8,05 (c, 1H), 7,92 (», 1H), 7,76 (c, 1H), 7,60 (c, 1H), 7,54 (c, 1H), 7,27 (c, 1H), 6,55 (c,
1H), 2,10 (c, 3H).

b) N-(3-(2-Hutpo-4-(okcazon-4-mn)pennnamuno )-5-( 1 H-mupazon- 1 -wn) dpenrn)ane ramMmu .

K pactBopy coemnnenus uz npumepa 130a) (0,3 r, 0,824 MMoib) B MeTaHoIIe (8 MIT) 1OOABISAIOT KapOOHAT
kanus (0,18 T, 0,904 mmors, 1,1 3kB.), 1 cMech nepemenuBarT B TedeHue 10 mun npu KT. J[o0aBisroT nsorma-
HU Toryoncynsponmwmetuna (0,124 r, 0,904 mmodb, 1,1 3KB.), ¥ CMECh KUIATAT ¢ OOPATHBIM XOJOMITEHIKOM
B TeueHue 4 4. PacTBOpHUTENH OTTOHSIOT, M BOY 100aBISIOT K HEOUHILICHHOMY MPOIyKTy. CMech 3KCTparupyror,
kak B npuMepe 1d). PacTBoputens OTroHSIOT, M OCTaTOK OYMINAIOT XpoMarorpadueil Ha kononke (60-120 cunn-
Karenb, 40% dTHIANETaT B TeKCAHE) C MOMyYeHHeM MpOoAyKTa ¢ 75%-HbM BhixozoM (0,25 r). 'H SIMP (300
MTI'n, AMCO-dg): 6 10,23 (c, 1H), 9,57 (¢, 1H), 8,46-8,40 (m, 3H), 7,94-7,89 (m, 2H), 7,76-7,72 (M, 2H), 7,57 (c,
1H), 7,49 (c, 1H), 7,42 (n, 1H), 6,55 (T, 1H), 2,01 (c, 3H).

¢) N-(3-(2-Amuuo0-4-(okcazomn-4-wmn)penmnaMuno )-5-( 1 H-mupa3zon- 1 -un)denmn)aneramu .

K pactBopy coequnenns u3 npumepa 130b) (0,25 r, 0,62 mmoip) B MeTanomne (15 mi) u stwnanerate (7
M) nobasisttotr 10% Pd/C (30 Mr), u peakIMOHHBIN cOCyl MPOAYBAIOT a30TOM B TeueHHe 5 MuH. CMech 3aTeM
TUAPUPYIOT ¢ MpuMeHeHrneM H, OamtoHa B Tedenune 4 4. CMech QUIBTPYIOT depe3 CJIod IenuTa, U GpuibTpar
KOHIICHTPUPYIOT C MOTyYeHNEM coefnHeHns ¢ §6%-HbIM BeIxogom (0,2 T).

d) N-(3-(5-(Oxca3zoun-5-un)-1H-6en30[dJumumazon-1-mn)-5-(1 H-mupazon- 1 -mn)hennn)aneramu.

Cwmech coeannenns u3 npumepa 130c) (0,2 r, 0,54 MMoIb) 1 MypaBbHHOM KHCJIOTHI (3 MII) HAarpeBaroT MpH
100°C B Teuenue 30 MuH. MypaBbHHYIO KUCIIOTY OTTOHSIOT, U OCTATOK PacTBOPSAIOT B ATUianeTrare. Ciaoi 3Tumi-
arieraTa IMPOMBIBAIOT BOJIOW, HACHIIICHHBIM PAcTBOPOM COJIM W CyIIAT Hall CylbhaToM HaTpus. PacTBopuTensb
OTTrOHAIOT, M OCTATOK OYMIIAIOT npenapatusHoii BOXKX ¢ nmomydyennem npoaykra ¢ 6%-HbIM BbIxoaoM (12 mr).
'H SIMP (300 MI', IMCO-dg): & 10,47 (c, 1H), 8,80 (ymmp.c, 1H), 8,60 (x, 1H), 8,46 (c, 1H), 8,24 (c, 1H),
8,17 (c, 1H), 8,94 (c, 1H), 7,86-7,81 (m, 3H), 7,78-7,76 (M, 2H), 6,60 (T, 1H) 2,12 (c, 3H); XKX-MC (UIP): pac-
cunTanHas Macca: 384,39; naiinennas macca: 385,1 [M+H]" (By: 0,39 mun).

[Tpumep 131. N-(2',4'-Iudrop-5-(6-(1-metnn- 1 H-mupazon-4-un)-3H-umunazo[4,5-b jrupuaua-3-
n1)OndeHnIT-3 -1 )areTaMuI.

a) N-(5-(5-bpom-3-autponupuana-2-uiaMuHo)-2',4'-mud TopOnd eHmII-3 -1 )areTaMu .

PactBop coenuuenus u3 mpumepa le) (1,07 r, 4,08 Mmmoinb), 5-6pom-2-xnop-3-aurpormmpuanna (0,97 T,
4,08 mmoutb, 1,0 okxB.) u dpropuaa xamus (0,24 r, 4,08 mmois, 1,0 3xB.) B IM® (30 M) HarpeBaroT nipu 130°C B
TedeHue 5 4. CMech racaT M IKCTParupyroT, kak B mpumepe 1d). PacTBoputens OTTOHAIOT ¢ MOJIyYCHHEM He-
oumIIeHHoro npoaykra (1,8 r).

b) N-(5-(3-AmuHO0-5-0pomnupuauH-2-unamuHo)-2',4'-nudropoudenu-3 -m)ameraMmu.

K pactBopy coenunenns u3 npumepa 131a) (1,8 r, 3,8 mmons) B TT'® (30 mir) 1o6GaBnsroT pacTBOp XJIOpH-
nma ammonwust (0,83 T, 15,5 mMons, 4 3kB.) B Boae (15 mu) u muek (1,02 1, 15,5 MMons, 10 3kB.). CMmech mepeMe-
mmBaroT npu KT B Teuenue 3 4 u puinbTpyroT. CMech TacsT M 9KCTparupyroT, kak B npuMepe 1d). PactBopurens
OTTOHSIOT C MOJYYCHHUEM NMPOAYKTa ¢ 97%-HbIM BBIXOAOM (1,6 T).

¢) N-(5-(6-bpom-3H-umumazo[4,5-bmupunun-3-wmn)-2',4'-mudTopoudeHmn-3 -mu)aneTaMmuI.

Cwmech coenuaenus u3 npumepa 131b) (1,6 r, 3,7 MMoIb) M MypaBbUHOM KUCITOTHI (15 MJT) HarpeBarT nMpu
90°C B Teuenne 1 4. MypaBbHHYIO KHCIIOTY 3aT€M OTTOHSIIOT, I HEOUHIIICHHBI OCTATOK PACTBOPSIIOT B dTHJIAIIS-
tate. Cioil aTHaneTaTa MPOMBIBAIOT BOIOH, HACHIIIIEHHBIM PACTBOPOM COJIH M CyIIAT HaJ Cylb(aToM HATPHSL.
PacTBOpHTENb OTTOHSIOT C TIOTYdeHHEM MPOAyKTa ¢ 79%-HbiM BhixozoM (1,3 T). 'H SIMP (300 MI'y, IMCO-
de): 6 10,43 (c, 1H), 9,0 (c, 1H), 8,55 (¢, 1H), 8,24 (c, 1H), 7,89 (x, 1H), 7,75-7,65 (m, 2H), 7,48-7,41 (M, 2H),
7,27-7,26 (ar, 1H), 2,1 (c, 3H).

d) N-(2",4"-Androp-5-(6-(1-metnn-1H-nmpazon-4-nn)-3H-umnaazo[4,5-b | nupuaus-3-un)ondennn-3-
WIT)aneTaMuI.

PactBop coennnenus uz npumepa 131c) (75 mr, 0,17 Mmmons) B 1,2-aumerokcudtane (10 min) perazupyror
b6apboTupoBanuem N, B Teuenue 5 muH. JloOaBmsroT 1-metnn-4-(4,4,5,5-trerpamerni-1,3,2-nuokcaboponan-2-
wn)-1H-mupazon (42 mr, 0,203 mMmoms, 1,2 9KB.), U CMeCh JCTasupylOT B TeUcHHE eme 5 MuH. JJobamisror
Pd(dppf)Cl, (28 mr, 0,033 mmoutb, 0,2 9KB.) 1 BOIHBINH KapOoHaT HaTtpus (54 mr, 0,507 mmons, 3,0 9KkB.), U TIpH-
MEHSIOT MeTOANKY u3 mpuMepa 1d). HeounmeHHbIH 0CTaTOK MPOMYyKTa OUHIIAIOT MpernapatuBHo BOXKX ¢ mo-
nydeHueM npoaykra ¢ 20%-HeIM BBIXOAOM (15 wmr). 'H saMP (300 MI'u, AMCO-d): & 10,39 (c, 1H), 8,94 (c,
1H), 8,71 (n, 1H), 8,41 (m, 1H), 8,3 (c, 2H), 8,05 (c, 1H), 7,88 (c, 1H), 7,75-7,68 (M, 2H), 7,48-7,42 (at, 1H),
7,29-7,25 (ar, 1H), 3,89 (c, 3H), 2,1 (c, 3H); XKX-MC (MDP); paccuntannas macca: 444,15; nHalineHHas macca:
445,1 [M+H]" (By: 1,39 mun).

[Tpumep 132. N-(2',4'-Iudrop-5-(6-(1-metnn- 1 H-mmupazon-4-un)-3H-umunazo[4,5-b jrupuaua-3-
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wi1)OudeHn-3-mrMeraHcyIbpOoHaMuUI.

a) 2'4"-Tndrop-5-(6-(1-metnn-1H-nupazon-4-un)-3H-umunazo [4,5-b] nupuaun-3-un)ondenni-3-aMmuH.

K pactBopy coenunenus u3 npumepa 131 (0,5 1, 1,1 mmois) B 3Tanoze (10 mi1) 700aBISIOT BOIHBIN pac-
tBop NaOH (392 wmr, 9,79 MmMoinb, 8,9 3kB.), 1 cMech HarpeBatoT npu 85°C B Teuenne 2 4. CMeCh TacaT u dKCT-
parupyroT, kak B npumepe 1d). PactBoputens oTToHSIOT ¢ momydeHHeM npoaykra ¢ 79%-uemM BerxogoMm (0,35
r).

b) N-(2',4'-Iudrop-5-(6-(1-metmn-1H-mupazon-4-un)-3H-umunazo[4,5-b jrupuaua-3-nn)oud eHmn-3-
WI)METaHCyTb(HOHAMUI.

K pactBopy coenunenus u3 nmpumepa 132a) (70 mr, 0,174 mmoins) B JIXM (5 M) nobasisitor mupuanH (28
mr, 0,348 mmonb, 2,0 3kB.), 3aTeM Xjopua MeTtaHcyiabponmna (22 mr, 0,192 mmons, 1,1 3kB.). Peakuunonnyro
CMECh MIEPEMEIUBAIOT B TCUCHHE | 9, TacAT M 3KCTPArupyroT, Kak B mpuMmepe 2b). PacTBoputenb OTrOHSIOT, U
OCTATOK OUHINAKOT HpenapatuBHoii BAYXKX ¢ momyuennem npomaykra ¢ 8%-ubiM BeixogoM (7 mr). 'H-SIMP (300
MI', CD;0D): 6 8,8 (ymmp.c, 1H), 8,7 (c, 1H), 8,32-8,28 (m, 1H), 8,12 (c, 1H), 7,95 (c, 1H), 7,9-7,85 (M, 1H),
7,8-7,77 (c. 1H), 7,7-7,6 (m, 1H), 7,53-7,49 (m, 2H), 7,18-7,05 (m, 2H), 3,96 (c, 3H), 3,13 (c, 3H); KX-MC
(UDP): paccunrtannas macca: 480,12; naiinennas macca: 481,3 [M+H]" (By: 1, 38 mun).

IIpumep 133. N-(2',4'-Tudrop-5-(6-(1-meTmn-1H-mupa3zon-4-un)-3H-umunazo[4,5-b jrupuaun-3-wun)onde-
HWI-3-HJ1)3TaHCYTb(DOHAMUI.

Coe/IMHEHHE TIONYYA0T 3 COCAUHEHMs W3 mpuMepa 131 ¢ mpuMeHeHneM MeToauky u3 mpumepa 132. 'H
SAMP (300 MI'u, AMCO-dg): & 8,8 (¢, 1H), 8,7 (n, 1H), 8,29 (1, 1H), 8,11 (c, 1H), 7,95 (c, 1H), 7,86 (1, 1H),
7,8-7,77 (m, 1H), 7,7-7,49 (m, 4H), 7,05-7,18 (M, 1H), 3,96 (c, 3H), 3,29 (xBapter, 2H), 1,37 (1, 3H); KXX-MC
(MDP): paccuntanHas macca: 494,13; Haiinennas macca: 495,1 [M+H]" (By: 1,46 Mun).

[Tpumep 134. N-(2',4'-Iudrop-5-(6-(1-metnn-1H-mmupazon-4-un)-3H-umunazo[4,5-b Jrupuaua-3-
n1)0ndeHmT-3-1)0eH30ICYTb(HOHAMU.

CoenuHeHMe NOTYy4aoT U3 COeAUHEHNs U3 mpuMepa 131 ¢ npuMeHeHneM MeToquKu 13 npumepa 132, XKX-
MC (U3P): paccunrannas Macca: 542,13; naitnennas macca: 543,1 [M+H]" (By: 1,64 mun).

Mpumep  135.  N-(5-(6-(1-LUuknonentuin-1 H-mupazon-4-nn)-3H-umunazo[4,5-bnmupunun-3-un)-2',4'-
TUPTOpOUPCHUI-3-1T)alle TAMU.

CoenuHeHHE MOTYYalOT M3 COeAMHEHUs 13 npuMepa 131c¢) ¢ npuMeHeHneM MeToArKU n3 npumepa 131d).
'H-SIMP (300 MI', IMCO-dg): & 10,43 (c, 1H), 8,92 (c, 1H), 8,73-8,74 (n, 1H), 8,44-8,40 (M, 1H), 8,30-8,25
(M, 1H), 8,05 (c, 1H), 7,25-7,9 (m, 6H), 3,59-3,50 (M, 1H), 2,11 (c, 3H), 2,02-1,93 (m, 2H), 1,88-1,83 (M, 4H),
1,71-1,66 (M, 2H); XKX-MC (MDP): paccuntanHas macca: 498,20; Haiinennas macca: 499.2 [M+H]" (sy: 1,63
MUH).

[Tpumep 136. N-(2',4'-Tudrop-5-(6-(1-(munepuaua-4-wun)- 1 H-mupazon-4-un)-3H-umunazo[4,5-b]-
MTUPHTAH-3-WT) O EHIIT-3-1IT )ale TaM U I,

a) tper-bytun 4-(4-(3-(5-aneramuno-2',4'-nudropoudennn-3-mn)-3H-umumazo[4,5-bmupuaua-6-mn)-1H-
Upa3od- 1 -wr)munepu - 1 -kapookcuaaT

PactBop coenunenus u3 npumepa 131c¢) (150 mr, 0,338 mmons) B 1,2-mumMerokcudTane (20 Min) nerazupy-
0T OapbotupoBanmeM N, B Tedenue S5 wMuH. JloOaBmsroT Tper-Oytmn 4-(4-(4,4,5,5-terpamerun-1,3,2-
Jmrokcadbopoan-2-wmin)- 1 H-mupa3zon- 1 -wn)munepuans- 1 -kapookcunar (153 mr, 0,406 mmons, 1,2 3kB.),, B cMeCh
JIerasupyroT B TeueHue emie 5 MuH. Jlo6aBisror PA(PPhs), (55 mr, 0,068 mmons, 0,2 3KB.) M BOAHBIA KapOOHAT
Hatpus (107 mr, 1,01 mmous, 3,0 9KB.), ¥ IPUMEHAIOT MeTOAUKY U3 puMepa 1d). Heounmmennsiii ocratok mpo-
IyKTa moxy4datoT ¢ 48%-ueM BeIxogoM (100 mr).

b) N-(2'.4'-Hudrop-5-(6-(1-(munepuaun-4-wmn)-1H-mupazon-4-mn)-3H-umunazo[4,5-b|nmupuana-3 -mm)ou-
(heHn-3-mm)areTamMu/I.

K pactBopy coenunenus u3 npumepa 136a) (100 mr, 0,16 mmons) B 1,4-auokcane (5 mi) npu 0°C mobas-
nsitor HCl B auokcane u nepememuBaioT npu KT B Teuenue 2 4. PacTBOpUTENb OTTOHAIOT U OCTATOK OYHIIAIOT
npenapatuBHOit BOXKX ¢ momydenneM npoaykra ¢ 30%-HbM BeixogoM (25 mr). 'H SIMP (300 MI'y, JIMCO-
de): 6 10,2 (c, 1H), 8,95-8,91 (M, 1H), 8,78-8,75 (M, 2H), 8,48-8,30 (M, 3H), §,15-8,10 (M, 1H), 7,84-7,64 (M,
3H), 7,48-7,38 (m, 1H), 7,30-7,20 (m, 1H), 4,6-4,45 (m, 1H), 3,2-3,0 (M, 4H), 2,3-2,05 (M, 7H) ; )KX-MC (U3P):
paccunranHas macca: 513,21; naiinennas macca: 514,2 [M+H]" (By: 0,21 mun).

Mpumep 137. N-(5-(6-(1H-IInpazon-1-nn)-3H-umnnazo[4,5-b]mupuaun-3-un)-2',4'-nudropoudenmun-3-
WIT)aneTaMuI.

K pactBopy coequnenus: u3 npumepa 131c) (1,5 r, 3,3 mmons) B AM® (20 M) mobasinstot rmupaszodn (0,22
r, 3,3 Mmoib, 1 3kB.), okcun meau(l) (0,243 1, 1,69 mmons, 0,5 5kB.) u kapOonat nesus (1,73 r, 5,3 mmons, 1,6
9KB.) ® 3aTeM HarpesaioT 1pu 90°C B Teuenue 12 4. CMech TacsiT B 3KCTParupyoT, kak B nmpumepe 1d). Pactso-
pHUTEIb OTTOHSIOT, M OCTaTOK OYMIIAIOT XpoMmaTorpaduer Ha komonke (60-120 cumukarens, 70% sTumaneraT B
reKcane) ¢ ToTydeHHeM TPOAYKTa ¢ 35%-mbiM BbixonoM (0,5 T). "H SIMP (300 MI', IMCO-dq): & 10,4 (c, 1H),
9,05-8,97 (M, 2H), 8,68-8,60 (M, 2H), §,32-8,25 (ymmp.c, 1H), 7,92-7,8 (M, 2H), 7,75-7,65 (M, 2H), 7,48-7,38 (M,
1H), 7,30-7,20 (M, 1H), 6,63-6,60 (M, 1H), 2,1 (¢, 3H); KX-MC (MU3P): paccunrannas macca: 430,14; Haiinen-
Hasg Macca: 431,1 [M+H]" (By: 1,46 mun).

IIpumep 138. N-(2',5'-Mudrtop-5-(5-(1-meTmi-1H-nupazon-4-nn)-1 H-6en30[dJumunazon- 1 -wmmn)oundermn-3-
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WIT)aneTaMuI.

a) N-(2',5'-Tudrop-5-aHutpodudennn-3-um)aneraMmus.

PactBop N-(3-6poM-5-HuTpodennn)aneramua u3 npumepa 1c) (0,8 r, 3,07 mmoins) B 1,2-mTuMeTOKCHITAHE
(15 mm) merasupyrot 6apbotupoBanueM N, B TeueHrne 5 MuH. Jlo6aBisioT 2,5-nudTopheHmI00pOHOBYIO KHCIIO-
Ty (0,58 1, 3,69 MmO, 1,2 3KB.), U cMeCh JeTa3upyioT B TeueHue emie 5 muH. Jlobasmsror Pd(dppf)Cl, (0,5 T,
0,615 mmomb, 0,2 5kB.) 1 BogHbI kapboHaT HaTpus (0,98 T, 9,23 Mmomb, 3,0 9KB.), U MPUMEHSIOT METOJHUKY U3
npumepa 1d). HeounmieHHbIH 0CTaTOK MPOAYKTa OYUIIAIOT XpoMaTorpadueit Ha kosoHke (60-120 cumukarens,
25% STHIALETaT B TEKCAHE) C TOTydeHHeM TIPOayKTa ¢ 67%-HeiM BhixogoM (0,6 r). 'H SIMP (300 MI'n, IMCO-
de): 6 10,56 (c, 1H), 8,65 (1, 1H), 8,14 (c, 1H), 8,06 (¢, 1H), 7,56-7,52 (m, 1H), 7,47-7,37 (M, 2H), 2,12 (c, 3H).

b) N-(5-Amuno-2',5'-nudropdbudennn-3-m)aneTamMmu.

K pactBopy coenunenus n3 npumepa 138a) (0,6 r, 2,05 mmonns) B Meranoste (10 mur) u aTrnanerare (3 mun)
no6asisiror 10% Pd/C (100 Mr), u peakIMOHHBIN cOCy/l NPOIYBalOT a30TOM B TeueHune 5 MuH. CMech 3aTeM ruj-
pupytoT ¢ npumenenneMm H, 6auiona B teuenue 12 4. CMmech QUIBTPYIOT Yepe3 cJIoi IenuTa U GUIbTpaT KOH-
HEHTPUPYIOT C NOIyYeHHeM coeuHeHus ¢ 93%-HpIM BeixogoMm (0,5 ).

¢) N-(5-(4-bpom-2-aurpodenunamuno)-2',5'-mudropoudeHmn-3-mi)areraMu.

PactBop coenmuenus u3 npumepa 138b) (0,5 r, 1,9 mmons), 4-6pom-1-dprop-2-auTpodbenscna (0,42 r, 1,9
MMoJtb, 1,0 2kB.) u propuna xamus (0,11 r, 1,9 mmons, 1,0 5xB.) B IM® (2 M) Harpesatot npu 130°C B Tede-
HHUe 5 4. CMech TacsAT M IKCTPArupyroT, kak B mpumepe 1d). PacTBopuTens OTTOHSAIOT, M OCTATOK OYHIIAIOT XPO-
MaTorpaduer Ha kojoHke (60-120 cunmkarens, 30% STHmaneraT B TeKcaHe) ¢ MOITydeHHEM MPoAyKTa ¢ 57%-
HbIM BBIXOZI0M (0,5 T).

d) N-(5-(2-Amuno-4-6pompennnamuno)-2',5'-mudTopordeHn-3-m)amneTaMul.

K pacrBopy coexnnenus us npumepa 138c) (0,5 r, 1,08 mmons) B TT'® (10 mur) mobGaBnsioT pacTBOp XJjo-
puna ammonus (0,46 r, 8,67 mmonb, 8 3kB.) B Bone (2 mur) u nimHKa (0,57 T, 8,67 MMob, 8 3kB.). CMech mepeMe-
mmBaroT npu 45°C B TeueHue 2 4 u GuabTpyroT. OunbTpaT pa3daBisSiOT BOJOW U IKCTParupyroT, Kak B puMepe
1d). PactBopuTEnh OTTOHSAIOT C ONTyYeHNEM NpoayKTa ¢ 86%-HbIM BeIxoaoM (0,4 1).

e) N-(5-(5-bpom-1H-6en30[dJumunazon-1-mn)-2',5'-nudropOud eHrn-3 -1t )ane raMmu,1.

Cwmech coeanHenus u3 npumepa 138d) (0,4 r, 0,93 MMoIIb) 1 MypaBEMHOI KHCIIOTHI (4 MII) HarpeBaloT MPH
100°C B Teuenue 30 MuH. MypaBbUHYIO KACIOTY OTTOHSIOT, H OCTaTOK PacTBOPSIOT B dTwianerare. Ciaon dTHII-
arieraTa IPOMBIBAIOT BOJOW, HACHIIIEHHBIM PACTBOPOM CONHM W CyIIaT Hall cyilb(paToM HaTpus. PactBopuTens
OTFOHSIOT C TIONY4EHHEM MPOIYKTa ¢ 85%-HbiM BEIxozoM (0,35 r). 'H SIMP (300 MI'u, IMCO-de): & 10,42 (c,
1H), 8,75 (¢, 1H), 8,04 (z, 2H), 7,86 (c, 1H), 7,69 (n, 1H), 7,64-7,56 (m, 3H), 7,54-7,38 (M, 1H), 7,37-7,31 (M,
1H), 2,12 (c, 3H).

f) N-(25'-Iudrop-5-(5-(1-mermn-1H-mupazon-4-mn)- 1 H-6en3o[dJumunazon- 1 -wmr)oudennn-3-mm)amera-
MU/

PactBop coenuuenus u3 npumepa 138¢) (100 mr, 0,226 mmons) B 1,2-mumerokcudTane (10 min) nerazupy-
10T OapOoTupoBanueMm N, B Teuenue 5 muH. JlobapnstoT 1-metun-4-(4,4,5,5-rerpamerni-1,3,2-auokcabopoinan-
2-un)-1H-tmupazon (57 mr, 0,27 mmomns, 1,2 3KB.), B CMECh JAErasUpyIOT B TeUeHHE cile 5 MUH. J[00aBisOT
Pd(dppf)Cl, (37 wmr, 0,045 mmoms, 0,2 3kB.) U BonHbIN kKapOoHat HaTpus (71 mr, 0,678 MMons, 3,0 3KB.), U IpU-
MEHSIOT METOAMKY U3 npuMepa 1d). HeounmmeHHbIH ocTaToK MpOAyKTa OunIIaoT npenaparusHoit BOXKX ¢ no-
nydenneM npoaykTa ¢ 20%-usv BeixogoM (20 mr). 'H SIMP (300 M, IMCO-dq): & 10,4 (c, 1H), 8,64 (c, 1H),
8,20 (c, 1H), 8,07 (¢, 1H), 7,99 (c, 1H), 7,94 (c, 1H), 7,8-7,68 (M, 2H), 7,6-7,45 (m, 4H), 7,27 (T, 1H), 3,88 (c,
3H), 2,12 (c, 3H); XKX-MC (U3P): paccuntanHas Macca: 443,45; Hafinennas macca: 444,1 [M+H]" (sy: 1,147
MUH).

IMpumep 139. N-(2',5'-HudTop-5-(5-(1-(2-mopdhommuaosTHN)- 1 H-Mtupazon-4-un)-1 H-6en3o[dJumuaazon-1-
W1)0ndeHnIT-3 -1 )areTaMuI.

PactBop coenuuenus uz mpumepa 138e) (5 r, 11,34 mmons) B 1,2-mumetokcudtane (100 mit) merasupyror
OGap6otupoBanneM N, B Teuenue 5 muH. JloGammsior 4-(2-(4-(4,4,5,5-tetpamerii-1,3,2-1rokcaboporan-2-mi)-
1H-mmupa3zon-1-wn)stun)mopdomnun (4,2 T, 13,61 mmonb, 1,2 3KB.), B CMECh JICTa3UPYIOT B TCUYCHUC CIIC 5 MHUH.
Ho6asmstor Pd(PPhs), (1,3 1, 1,13 mmouns, 0,1 3kB.) 1 BoAHBIH kKapOoHat Hatpus (2,4 T, 22,67 MMoJb, 2,0 3KB.),
Y TIPUMEHSIIOT METOIMKY M3 npumepa 1d). HeounmieHHbIH ocTaTOK MpoIyKTa OYMINAIOT npenapatuBHoi BOXKX
C TOTydYeHHEeM MPOAYKTA ¢ 37%-HbIM BEIX0A0M (2,3 T). 'H SIMP (400 MI'ty, JIMCO-de): 8 10,42 (c, 1H), 8,87 (c,
1H), 8,34 (¢, 1H), 8,17 (¢, 1H), 8,13 (c, 1H), 8,05 (c, 1H), 7,80-7,53 (m, 2H), 7,66-7,58 (m, 3H), 7,46-7,44 (M,
1H), 7,38-7,32 (m, 1H), 4,59 (T, 2H), 3,76-3,67 (M, 4H), 3,43-3,39 (m, 2H), 2,54-2,44 (M, 4H), 2,07 (c, 3H); XKX-
MC (U2P): paccuuranHas macca: 542,58; Haiinennas macca: 543,3 [M+H]" (By: 0,22 muH).

IMpumep 140. N-(2',5'-HudTop-5-(5-(1-(2-mopdhommuaosTHN)- 1 H-Mtmpazon-4-un)-1 H-6en30[dJumuaazon-1-
n1)0ndeHNIT-3 -1 )METaHCYIIb(OHAMU.

a) 2',5'-udrop-5-(5-(1-(2-mopdomunodTHIN)- 1 H-tupazon-4-mn)- 1 H-6en3o[ d Jumunazon- 1 -um)oudenmn-3-
aMUH.

K pactBopy coenunenus u3 mpumepa 139 (2,2 r, 4,0 mmons) B atanome (100 mi1) 106aBISIOT BOJHBIN pac-
tBop NaOH (2,0 T, 50 mmoums, 12,5 3kB.) u cMech HarpeBaroT nipu 100°C B Teuenue 4 4. CMech raciaT U dKCTpa-
rupyloT Kak B npuMmepe 1 (d). PactBopurens oTroHsIOT ¢ mosrydenueM npoaykra ¢ 90% sexonom (1,8 r).
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b)  N-(2.5-HAudrop-5-(5-(1-(2-mopdomunosTun)- 1 H-nmupazon-4-mn)-1H-6enzo[dJumunazomn-1-wmm)oude-
HWJI-3-WI)MeTaHcyab(QoHamMuI.

K pactBopy coenunenus u3 npumepa 140a) (100 mr, 0,2 mmois) B JIXM (2 M) gobasisroT mupuaud (32
mr, 0,4 Mmmoutb, 2,0 9KB.), 3aTeM xiopua metancynbdonuia (30 mr, 0,26 Mmoib, 1,3 3kB.). CMech epeMenmBa-
IOT B Te4eHHE | 4, TacAT U dKCTParupyioT, Kak B mpuMmepe 2b). PacTBopuTens OTTOHSIOT, U OCTATOK OYHUINAIOT
npenapatuBHOit BIXKX ¢ mosnyuenuem npoaykra ¢ 26%-HeiM BhixonoM (30 mr). 'H SIMP (400 MI'n, CD;0D): &
9,34 (c, 1H), 8,25 (c, 1H), 8,06-8,05 (M, 2H), 7,86,7,80 (c, 2H), 7,74-7,73 (m, 1H), 7,68 (M, 1H), 7,60-7,59 (M,
1H), 7,44-7,39 (m, 1H), 7,33-7,27 (M, 1H), 7,24-7,19 (M, 1H), 4,69 (1, 2H), 3,94-3,88 (M, 4H), 3,76 (1, 2H), 3,54-
3,40 (v, 4H), 3,19 (c, 3H); XKX-MC (UDP): paccuntaHHas Macca: 578,63; HaiinenHas Macca: 579,3 [M+H]" (By:
0,26 MuH).

Mpumep 141. N-(2,5"-Hudrop-5-(5-(1-(2-mopdomaunostnn)-1H-nupazon-4-un)-1H-6en3o[d Jumunazon-1-
wi1)OudeHn-3-mr)aTaHcy b OHaMUI.

Coe/IMHEHHE TONYYAIOT U3 COCAMHEHHs U3 npuMepa 139 ¢ npuMeHeHneM MeTomuky u3 mpumepa 140. 'H
SAMP (400 MI't, IMCO-dg): 6 10,34 (c, 1H), 8,69 (c, 1H), 8,27 (c, 1H), 8,01 (c, 1H), 7,98 (¢, 1H), 7,72-7,61 (M,
5E), 7,51-7,44 (m, 2H), 7,39-7,35 (m, 1H), 4,27 (T, 2H), 3,58 (1, 4H), 3,32-3,28 (M, 2H), 2,77 (T, 2H), 2,45 (™,
4H), 1,22 (1, 3H); XKX-MC (1DP): paccunrannas macca: 592,66; Haiinennas macca: 593,2 [M+H]" (By: 0,332
MHUH).

IMpumep 142. N-(2',5'-Hudrop-5-(5-(1-(2-mopdhommuaosTHN)- 1 H-mtupazon-4-un)-1 H-6en30[dJumuaazon-1-
n1)0udeHmT-3 -1 mpornan-2-cyiab(poHaMuI.

Coe/IMHeHHE TIONYYAI0T 3 COCAUHEHMs W3 mpuMepa 139 ¢ mprMeHeHHeM MeTOAuKH u3 mpumepa 140. 'H
SAMP (400 MI'n, AMCO-dg): & 10,35 (¢, 1H), 8,79 (¢, 1H), 8,37 (¢, 1H), 8,15 (¢, 1H), 8,07 (c, 1H), 7,74-7,62 (M,
5H), 7,54 (c, 1H), 7,51-7,45 (m, 1H), 7,41-7,35 (M, 1H), 4,61 (T, 2H), 3,70-3,63 (M, 6H), 3,52-3,42 (M, 3H), 3,40-
3,28 (v, 2H), 1,43 (1, 6H); XKX-MC (MDP): paccunTanHas Macca: 606,69; Haiinennas Macca: 607,4 [M+H]" (By:
0,55 mun).

Mpumep 143. N-(2,5'-Hdudrop-5-(5-(1-(2-mopdoaunostrin)-1H-nupazon-4-wun)- 1 H-6en3o[d Jumunazon-1-
1) OUeHMIT-3 -1 [IUKJIONPOTIaHC Y Ib(hOHAMUI.

CoenuHeHHE MOTy4yarOT U3 COEAUHEHUs u3 mpumMepa 139 ¢ mpumeHeHunem Metoauku w3 npumepa 140 u
xJIopuja mEKmonponancyishormta. 'H SIMP (400 MI'n, IMCO-de): & 10,31 (c, 1H), 8,76 (c, 1H), 8,36 (c, 1H),
8,14 (c, 1H), 8,07 (¢, 1H), 7,73 (a, 1H), 7,67-7,63 (M, 4H), 7,55 (¢, 1H), 7,50-7,45 (m, 2H), 4,60 (T, 2H), 3,99-
3,79 (m, 2H), 3,69-3,63 (M, 6H), 3,20-3,17 (M, 2H), 2,91-2,88 (M, 1H), 1,1-1,0 (x, 4H); XKX-MC (UDP): paccuu-
TaHHag Macca: 604,67; HaiineHHas Macca: 605,4 [M+H]" (By: 0,48 muH).

IIpumep 144. N-(5-(5-(1-2-(Jumetrnamuno)atmn)- 1 H-mupazon-4-wm)- 1 H-6en3o[d Jumunazon-1-um)-2',5'-
I TopOUBEHIIT-3 -1 )areTaMu/I.

Coe/IMHEHHE TTOyYal0T U3 COSAMHEHHs U3 mpuMepa 138¢) ¢ mprMeHeHHeM MeToxuKy u3 npumepa 139. 'H
SMP (400 MI'y, AMCO-dg): 6 10,42 (c, 1H), 8,74 (c, 1H), 8,34 (c, 1H), 8,16 (c, 1H), 8,12 (c, 1H), 8,04 (c, 1H),
7,79-7,73 (m, 2H), 7,64-7,57 (M, 3H), 7,45-7,42 (m, 1H), 7,36-7,34 (M, 1H), 4,56 (1, 2H), 3,62 (1, 2H), 3,84 (c,
6H), 2,12 (c, 3H); XX-MC (UDP): paccunrannas mMacca: 500,54; maiimennas macca: 501,2 [M+H]™ (sy: 0,22
MUH).

[Tpumep 145. N-(5-(5-(1H-ITupazon-1-un)-1H-6en30[dJumunazon-1-wun)-2',5'-nudTopoudenrn-3-
WIT)aneTaMuI.

K pactBopy coenunenns u3 npumepa 138e) (2,5 r, 5,67 mmouns, 1 5kB. ) B JIM® (10 M) modaBisioT nupa-
301 (0,77 1, 11,3 mmonb, 2 3kB.), okcun meau(l) (1,62 r, 11,3 mmons, 2,0 5kB.) u kapOonar ne3us (3,67 1, 11,3
MMOJIb, 2,0 3KB.),  cMech HarpeBaroT mpu 90°C B TeueHue 48 u. CMech racsir U 3KCTParupyoT, Kak B mpumepe 1
d). PacTBopuTENb OTTOHSIOT, M OCTAaTOK OYMINAIOT NpenapatuBHoii BOXKX ¢ moxydenuem npoaykra ¢ 79%-HbIM
oixozioM (1,92 r). 'H SIMP (400 MI', CD;0D): & 10,43 (c, 1H), 8,84 (c, 1H), 8,60 (1, 1H), 8,24 (c, 1H), 8,12
(c, 1H), 7,97-7,82 (m, 3H), 7,76 (¢, 1H), 7,63-7,60 (m, 2H), 7,49-7,32 (m, 1H), 6,56 (c, 1H), 2,10 (c, 3H); XKX-
MC (MIDP): paccunrannas Macca: 429,42; Haiinennas macca: 430,2 [M+H]" (y: 1,45 mun).

[Tpumep 146. N-(5-(5-(1H-ITupposn-1-un)-1H-6en30[dJumunazon-1-mm)-2',5'- nudpropoud enmn-3-
WiT)aneTaMul.

K pactBopy coenunenwus u3 nmpumepa 138e) (250 mr, 0,57 mmois, 1 9kB.) B JIM® (1 mur) qobaBisioT mupa-
301 (77 mr, 1,13 MmMoub, 2 3kB.), okeua Meau(l) (162 mr, 1,13 MmMomnb, 2,0 9kB.) u kapOonar ne3us (367 mr, 1,13
MMOJIb, 2,0 3KB.), 1 cMech HarpeBatoT npu 90°C B Teuenne 48 4. CMech racsT U dKCTParupyror, Kak B IpuUMepe
1d). PacTtBopuTens OTrOHSIOT, U OCTATOK OYHIIAIOT mpenapaTuBHOi BIXX ¢ moxyuenuem mponykra ¢ 45%-
HBIM BBIXOZOM (110 MmT). 'H aMmP (400 MI'u, AMCO-dg): 6 10,45 (c, 1H), 8,81 (c, 1H), 8,15 (¢, 1H), 8,00 (x,
1H), 7,86-7,80 (M, 2H), 7,66-7,62 (M, 3H), 7,46-7,44 (M, 4H), 6,29 (T, 2H), 2,13 (c, 3H); XXX-MC (M3P): pac-
cunrtaHHas Macca: 428,43; HalneHHas Macca: 429,1 [M+H]" (By: 1,647 Mun).

Mpumep  147.  N-(3-(benzodypan-2-mn)-5-(5-(1-merun-1H-nmupazon-4-un)-1H-6en3o[dJumunazon-1-
win)peHuT)aneTamMu .

a) N-(3-(benzodypan-2-mi)-5-HATpOPEeHIIT )alleTAMHU.

PactBop N-(3-0poM-5-HuTpodenn)aneramua u3 npumepa 1c) (2 v, 7,7 Mmmomns) B 1, 2-mTUMETOKCHITaHE
(25 wmu) nmerasupyior OapbotupoBanueM N, B TeueHue 5 muH. JloGammsror 2-(6eH30dypan-2-mn)-4,4,5,5-
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teTpametni-1,3,2-nuokcaboponan (2,45 r, 10 mmonb, 1,3 3KB.), M CMECh NETa3UPYIOT B TEUCHHE CIIC 5 MUH.
Ho6asmstor Pd(dppf)Cl, (0,63 1, 0,77 Mmmons, 0,1 3kB.) 1 BoaHBIA KapOoHat Hatpus (2,45 r, 23,1 mMois, 3,0
9KB.), ¥ TIPUMEHSIOT MeTOMUKy U3 npumMepa 1d). HeounmeHHbI# ocTaTOK MPOAYyKTa MPUMEHSIOT cpa3y Ha clie-
JyIOILEeN CTaauu.

b) N-(3-Amuno-5-(6en3o¢ypan-2-mi)heHnn)ameraMus.

K pactBopy coennnenus u3 npumepa 147a) (1,8 r, 6,08 mmonn) B aTanone (30 mur) 700aBISIOT XJIOPHT
kanbis (1,35 1, 12,16 mmoms, 2 5kB.) u opomok xene3a (0,7 T, 12,16 MMob, 2 3KB.), © CMECh HarpeBarOT TPH
100°C B Teuenne 2 94 U QuIbTpytoT. OUIBTpAT pa30aBISIIOT BOJIOW U DKCTPArUpyIoT, Kak B nmpumepe 1d). Pac-
TBOPHTEIb OTTOHSIOT, U OCTATOK OYMIAIOT XpoMmarorpaduerd Ha kosoHke (100-200 HelTpasbHAs OKHUCH aTFOMH-
HUA, 4% MeTaHoJ B XJI0podopMe) ¢ moaydeHneM mpoaykra ¢ 90%-uemv Beixogom (1,45 r).

¢) N-(3-(benzodypan-2-ui)-5-(4-6pomM-2-HUTpOPEHMIAMHUHO ) (heHIIT)alETAMHI.

PactBop coenunennst u3 npumepa 147b) (1,45 r, 5,45 mmoins), 4-6pom-1-¢pTop-2-uuTpobensona (1,2 T,
5,45 mmoms, 1,0 3kB.) u propuna kamus (0,32 1, 5,45 mmons, 1,0 5xB.) B IM® (5 M) Harpesatot mpu 100°C B
TeueHne 12 4. CMech TacsT U 9KCTparupyor, kak B npumepe 1d). PacTBopurens OTTOHSIOT, M OCTaTOK OYHINAIOT
xpomarorpadueit Ha komonke (60-120 cummkarens, 40% >3TUmanerat B rekcaHe) C IONyYEHHEM IPOAYKTa C
59%-upM BEIXOIOM (1,5 T).

d) N-(3-(2-Amuno-4-6poMpennnamuHo)-5-(06enzodhypan-2-mi)peHrn)arneTaMu/.

K pactBopy coenmnenus u3 npumepa 147¢c) (1,45 r, 3,12 mmons) B ataHode (35 mi1) 100aBISIOT XJIOPHT
kanbius (0,69 T, 6,24 MMoub, 2 9KB.) B opomok xene3a (0,36 T, 6,24 MMOIb, 2 3KB.), 1 CMECh HArpeBaloT MPH
100°C B Teuenne 2 94 U QuIbTpytoT. OUIBTpAT pa30aBISIIOT BOJOW U DKCTPArUpyIoT, kKak B nmpumepe 1d). Pac-
TBOPHTEIb OTTOHSIOT, H OCTaTOK IIPUMEHSIOT Cpa3y Ha CIEAYIOIIeH CTaauu.

¢) N-(3-(benzodypan-2-mn)-5-(5-6pom-1H-6en30[d Jumuaazon-1-mi)dheHun)aneTaMmu .

Cwmech coennHenus u3 npumepa 147d) (1,36 r, 3,2 MMoJIb) 1 MypaBEMHOM KHCIIOTHI (2 MII) HarpeBaloT MPH
100°C B Teuenue 30 MuH. MypaBbHHYIO KUCIIOTY OTTOHSIOT, U OCTATOK PacTBOPSAIOT B ATUianerare. Ciaoi 3Tumi-
arieraTa IMPOMBIBAIOT BOJOW, HACHIIICHHBIM PAcTBOPOM COJIM W CyIIAT Hall Cynb(haToM HaTpus. PacTBopuTensb
OTTOHSIOT C TIOIy4eHneM npoaykra ¢ 61%-uemm Berxomom (0,85 1).

f)  N-(3-(benzodypan-2-un)-5-(5-(1-metmi- 1 H-mupazon-4-un)-1 H-6en30[dJumumazon- 1 -mm)dhennn)are-
TaMUI.

PactBop coemunenus u3 npumepa 147e) (0,8 r, 1,8 Mmoinp) B 1,2-gumerokcudTane (20 Mir) mera3upyroT
OGapbotupoBanneM N, B Teuenue 5 muH. JloGammsioT 1-metnn-4-(4,4,5,5-terpamerui-1,3,2-arokcaboposian-2-
nn)-1H-mmpazon (0,56 1, 2,7 MMonb, 1,5 2KB.), U CMeCh JETa3WpyIOT B TedeHHe emle 5 MuH. Jlo0aBisioT
Pd(PPh;), (0,207 r, 0,18 mmoub, 0,1 3kB.) 1 BoaHbIH kKapOoHat Hatpus (3,8 T, 3,6 MMOIIB, 2,0 9KB.) U IPUMCHSIFOT
MeTouKy u3 npuMepa 1d). HeounimeHHsIi ocTaTok MpoayKTa ounmiaoT npenapatusHod BOXX ¢ nomyuennem
ancTOro MpoayKTa ¢ 75%-HbeM BbixozoM (0,6 T). 'H SIMP (300 MI'y, IMCO-dg): & 10,46 (c, 1H), 8,78 (c, 1H),
8,21 (M, 2H), 8,06 (c, 1H), 8,01 (c, 1H), 7,96 (c, 2H), 7,74-7,64 (M, 3H), 7,63-7,59 (M, 2H), 7,34-7,31 (M, 2H),
3,89 (c, 3H), 2,15 (c, 3H); KX-MC (UDP): paccuntannas macca: 447,49; maiinennas macca: 448,1 [M+H]" (sy:
1,397 mun).

Ipumep 148. N-(5-(5-(1-Metun-1H-tupazon-4-wn)-1H-0en3o0[d Jumunason-1-wmm)oudenwn-3-um)amera-
MU/

a) N-(5-Hurtpobudenwmn-3-un)amneraMu.

PactBop N-(3-6pom-5-autpodenmn)aneramuga u3 npumepa 1c) (1 r, 3,87 Mmonb) B 1,2-mTUMETOKCHITAHE
(20 M) pgerasupyrot GapbotupoBanueM N, B TeueHue 5 MuH. J[oOaBisroT GpeHmnooponoByio kuciory (0,61 r,
5,04 mmodb, 1,3 9KB.), B CMECh AeTa3upyroT B TedeHue euie S muH. Jfobasmstor Pd(dppf)Cl, (0,63 1, 0,77 MMob,
0,2 5kB.) u BomHbIH kKapOoHaT HaTpwst (1,23 r, 11,6 MMoub, 3,0 3KB.), U IPUMEHSIOT METOIUKY U3 mpuMepa 1d).
HeounrieHHbIH ocTaTOK NPOAYyKTa OYMINAIOT XpoMaTorpaduei Ha komoHke (60-120 cunmkarens, 50% stunane-
TaT B reKCaHe) ¢ Moy4eHneM npoaykra ¢ 61%-ueM Berxoqom (0,6 r).

b) N-(5-AMuHOOH(pEeHMIT-3-MIT)alleTAMU]I.

K pactBopy N-(5-HuTpoOudenmi-3-mwi)anetamuaa (1,2 r, 4,68 mmoins) B TT'® (10 mir) 7006aBIsSIOT pacTBOp
xyopuna ammonus (2 r, 37,4 mmonsb, 8 3kB.) B Bogae (2 mi) u nuHK (2,36 T, 37,4 MMoIth, 8 9KkB.). CMech mepeMe-
mmBaroT npu 45°C B TeueHne 2 4 u GuabTpyroT. OunbTpaT pa3daBisSIOT BOXOW U KCTParupyloT, Kak B puMepe
1d). PacTBOpuTENH OTTOHSIOT ¢ MOJTY4YeHHEM NMPOAYKTa ¢ 94%-HbIM BBhIXOOM (1 T).

¢) N-(5-(4-bpom-2-autpodeHnnaMmuto )ondeHnII-3 -1 )areTaMuI.

PactBop N-(5-amunoOudenwmn-3-un)aneramuaa (1 r, 4,54 mmons), 4-6poMm-1-hrop-2-uutpodenszona (1,03
T, 4,54 mmoub, 1,0 9kB.) u propuaa kamus (0,26 t, 4,54 mmons, 1,0 5kB.) B IM® (5 M) HarpesaroT npu 100°C B
tedeHue 12 9. CMech TacsT B 9KCTParupyoT, Kak B ipuMepe 1d). PacTBOpUTENs OTTOHSIOT U OCTATOK OYHINAIOT
xpomarorpadueii Ha komonke (60-120 cwmmkarens, 50% 3TUNAneTaT B IeKCaHE) C MOJYYCHHEM MPOAYKTA C
52%-ubIM BeIXOJOM (1 T).

d) N-(5-(2-AmuHO0-4-0poMQeHMITAMUHO )Or() SHIIT-3 1T )allE TAMH/T.

K pacrBopy coexnnenus us npumepa 148c) (1,0 r, 2,35 mmons) B TT'® (10 mur) mobGaBinsiioT pacTBOp XJjo-
puna ammonus (1,18 r, 18,8 mmonsb, 8 3kB.) B Boge (2 mun) u nuHK (1 1, 18,8 MMonb, 8 3kB.). CMech mepeMeniu-
BatoT npu 45°C B Teuenue 2 9 u puiabTpyroT. GuibTpaT paz0aBiIsIOT BOJOH U AKCTPAarupyloT, Kak B puMepe |
d). PactBopuTENH OTTOHAIOT C TONTydeHHEM poayKTa ¢ 43%-HpM BbIxooM (0,4 1).
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e) N-(5-(5-bpom-1H-6en30[d]umunazon- 1 -mn)oudeHu-3 -m)ameTaMmu .

Cwmech coeanHenus u3 npumepa 148d) (0,4 r, 1,01 MMonb) U MypaBbHHON KucioTHI (10 MiT) HarpeBaroT
mpu 100°C B Tedenune 2 4. MypaBbHHYIO KUCJIOTY OTTOHSIOT, H HEOUHIIEHHBIH OCTATOK PAacTBOPSIOT B dTHIIAIIS-
tate. Cioil aTHaneTaTa MPOMBIBAIOT BOIOH, HACHIIIIEHHBIM PAaCTBOPOM COJIH M CyIIAT HaJ Cylb(aToM HATPHSL.
PacTBOpuTENHs OTTOHSIOT, M OCTATOK OYHMINAIOT Xpomartorpadueil Ha komonke (60-120 cunukarens, 50%-HbIiA
STHJIAIETAT B TeKCaHE) C MOTyUYeHnEeM poaykTa ¢ 85%-ueM BeIxogoM (0,35 1).

f) N-(5-(5-(1-Metun-1H-nupazon-4-wmn)-1H-6er30 [d] nmuaazon-1-mwr)oudennn-3-m)amnetaMul.

PactBop coenunenus u3 mpumepa 148e) (400 mr, 0,99 mmois) B 1,2-numerokcudTane (10 M) merasupyroT
O6apboTupoBanuem N, B Teuenue 5 muH. JloOaBmsroT 1-metnn-4-(4,4,5,5-rerpamerni-1,3,2-nuokcaboponan-2-
win)-1H-mupazon (220 wmr, 1,05 mmoms, 1,2 9KB.), U cMech JErasupyloT B TeUcHHE emie 5 MuH. JJobamisror
Pd(PPh;), (230 mr, 0,197 mmois, 0,2 5kB.) U BonHbIH kapOoHat Hatpus (320 mr, 3,01 mMois, 3,0 5kB.), U TIpu-
MEHSIOT METOAMKY U3 npuMepa 1d). HeounmmeHHsIH ocTaToK MPOAYKTa OuUIIaoT npenaparusHoit BOXKX ¢ no-
JydeHneM mpoxykTa ¢ 12%-ubiM BeixomoM (50 mr). 'H SIMP (300 MI'n, IMCO-dg): & 10,36 (c, 1H), 8,68 (c,
1H), 8,18 (c, 1H), 8,02-7,97 (M, 2H), 7,93-7,88 (M, 2H), 7,75-7,67 (c, 3H), 7,61-7,49 (M, 4H), 7,43 (T, 1H), 3,87
(c, 3H), 2,12 (c, 3H); XKX-MC (UDP): paccunrannas macca: 407,47; naiinennas macca: 408,1 [M+H]" (8y: 1, 67
MUH).

IIpumep 149. N-(4'-Mertokcu-5-(5-(1-metmi-1H-mupa3zon-4-nn)-1H-6en30[d|Jumumazon- 1 -wm)oudenmn-3-
Wi)aneTaMul.

a) N-(4'-Metoxkcu-5-autpodudennmn-3-mi)ane TaMmuI.

PactBop N-(3-6poM-5-HuTpodenunn)aneramuaa u3 npumepa 1c) (1 r, 3,8 MMmonb) B 1,2-mUMETOKCHITaHE
(20 M) nerazupyroT 6apboTupoBanreM N, B TeueHue 5 MuH. Jl00aBISIOT 4-METOKCU(PESHMIOOPOHOBYIO KHCIIOTY
(0,69 1, 4,4 mmons, 1,1 3kB.), U cMech Nera3upyroT B TeueHue eme 5 muH. Jobasmsror Pd(dppf)Cl, (0,31 1, 0,38
MMmodib, 0,1 9KkB.) U BoaHBIH KapOoHaT HaTpus (1 T, 9,5 MMOIb, 2,5 9KB.), ¥ IPUMCHSIOT METOAUKY H3 MPUMEpa
1d). HeounieHHBIH 0CTaTOK MPOAYKTA OUUIIAIOT XpoMaTorpaduei Ha koioHke (60-120 cunukarens, 40%-Hbli
STHJIALIETAT B TEKCaHe) C IOJTydyeHneM poaykra ¢ 73%-ueiM BeIxozoM (0,3 r).

b) N-(5-AMuHO-4'-MeTOKCHON ) CHII-3 - T ) alle TAMUA,

K pactBopy N-(4'-meTokcu-5-uutpobudenun-3-mmaneramuzaa (4 r, 13,98 mmons) B atanone (50 mi) no-
GasistroT Xsopun kameius (3,1 T, 27,96 MMounb, 2 9kB.) u mopomok xene3a (1,45 r, 27,96 MMonb, 2 9KB.), U
cMmech HarpeBaroT Tipu 100°C B Teuenue 2 4 U GUALTPYIOT. PUIBTpAT pa30aBIAIOT BOJOW M IKCTPATUPYIOT, KaK
B pumepe 1d). PacTBopuTens OTrOHSIOT ¢ MoTydeHHeM poayKTa ¢ 87%-HbM BbxoaoM (3,1 1).

¢) N-(5-(4-bpom-2-autpodeHnnaMuHo )-4'-MeTOKCHON(EHIIT-3 -HIT)alle TaM U,

CoenuHeHre TOMYYaloT U3 coequHeHus u3 npumepa 149b) (3,1 r, 12,11 MMop) ¢ IpUMEHEHHUEM METOIN-
K1 U3 mpuMepa 148c¢) ¢ momydeHneM yKa3aHHOTO B 3ar0JOBKE COSIMHEHMS ¢ 52%-HbIM BBIX0I0M (2,9 T).

d) N-(5-(2-AmuHO0-4-0poMPEHUITAMUHO )-4'-METOKCHOU (P CHII-3 -1 ) alle TAM A,

K pactBopy coenunenus n3 npumepa 149c) (2,9 r, 6,37 mmons) B tanone (30 mi1) n00aBIAIOT XJIOPUA
kanpius (1,4 T, 12,74 MModb, 2 9KB.) u mopomiok xene3a (0,66 T, 12,74 MMoITb, 2 3KB.), ¥ CMECh HarpeBaroT Mpu
100°C B Teuenue 2 4 1 GuibTpytoT. PuibTpar pa3daBiIsAIOT BOJOH U SKCTParupyroT, Kak OMUCAHO B puMepe |
d). PacTtBOpuTENH OTTOHSIOT C MOJNyYEHWEM HEOUMIIEHHOTO OCTaTKa, KOTOPBIN NMPUMEHSIOT cpa3y Ha cIenylo-
IIEeH CTaJauH.

e) N-(5-(5-bpom-1H-6en30[dJumuna3zon- 1 -um)-4'-MeTOKC MO EHIMIT-3 -1T )arie TaM U .

CoenuHEeHHE TOTYJaroT U3 coeanHenus u3 npumepa 149d) (2,7 r, 6,37 MMOJIb) ¢ MPUMEHEHHEM METOINKH
u3 npuMepa 148e) ¢ momydenueM npoaykra ¢ 79%-HbIM BBIXOIOM (2,2 T).

f)  N-(4'-Metokcu-5-(5-(1-mermn-1H-mupazon-4-mn)- 1 H-6en3o[d Jumuaazon- 1 -wmr)oudennn-3-mm)amera-
MU/

CoequHEHNE TIOJTy4YaroT U3 COeANHEHUs U3 puMepa 149¢) ¢ nmpuMeHeHHeM MeToUKH 13 mpumepa 148f) ¢
ToJTydeHreM poayKTa ¢ 67%-ubM BixozoM (0,54 T). 'H SIMP (300 MI', IMCO-dq): & 8,48 (c, 1H), 7,96-7,84
(M, 4H), 7,74-7,45 (m, 7TH), 7,01 (1, 2H), 3,93 (¢, 3H), 3,83 (c, 3H), 2,19 (c, 3H); XKXX-MC (UDP): paccunrannas
macca: 437,49; naiinennas macca: 437,9 [M+H]" (By: 0,89 mumn).

IMpumep 150. N-(3",4"-AudTop-5-(5-(1-metnin-1H-nmpazon-4-nn)-1H-6en30[dJumunazon- 1 -wn)oudennn-3-
WIT)aneTaMuI.

a) N-(3',4'-Tudrop-5-aHutpodudennn-3-um)aneraMmus.

PactBop N-(3-0pom-5-Hurpodenmn)anetamuna u3 npumepa 1¢) (0,7 r, 2,69 Mmoitp) B 1,2-mTuMeTOKCHITaHE
(15 mm) merasupyror 6apbotupoBanueM N, B Teuenue 5 MuH. Jlo6aBmisioT 3,4-nudTopheHmIO0POHOBYIO KHCIIO-
Ty (0,5 1, 3,23 MMoITB, 1,2 9KB.), B CMeCh JerasupyioT B TedeHue eme 5 muH. JJobasnsior Pd(dppf)Cl, (0,44 T,
0,54 Mmmomnb, 0,2 5kB.) U BoxHbIA kKapOoHaT Hatpus (0,86 r, 8,07 Mmmonb, 3,0 3KB.), U IPUMEHSIOT METOTUKY H3
npumepa 1d). HeounmieHHbIH 0CTaTOK MPOAYKTa OYUIIAIOT XpoMaTorpaduei Ha kosoHke (60-120 cumukarens,
25% sTHnaneTar B reKcaHe) C MoIydeHreM IpoaykTa ¢ 76%-ueM BerxogoM (0,6 ).

b) N-(5-Aamuno-3',4'-mudropordenni-3-mn)anetraMmu.

K pactBopy coenunenus u3 npumepa 150a) (0,6 r, 2,05 mmons) B Metanoste (10 mur) u aTrmanerare (2 i)
nobasisiror 10% Pd/C (100 Mr), u peakIIMOHHBIN cOCy/ NPOIYBalOT a30TOM B TeueHne 5 MuH. CMmech 3aTeM ruj-
pupytoT ¢ npumeHenueMm H, 6amiona B Teuenue 12 4. Cmech QUIBTPYIOT 4epe3 CiIoi 1enuTa, U GUIbTpar KOH-

-50 -



026183

HEHTPUPYIOT IIPH NOHIKECHHOM JIaBJICHHH C TIOJTydeHneM coeanHeHus ¢ 93%-upiM BeixoaoMm (0,5 ).

¢) N-(5-(4-bpom-2-aurpodenunamuno)-3',4'-mudropoudeHmn-3-mi)aeraMu.

CoenuHeHre TOMY4aloT U3 coenuHeHus u3 npumepa 150b) (3,1 r, 12,11 MMob) ¢ IpUMEHEHHUEM METOIN-
KH 13 mpuMepa 148¢) ¢ momyuennem npoaykra ¢ 57%-ubv Boixozom (0,5 r). 'H SIMP (300 MI'i, IMCO-dq): &
10,16 (c, 1H), 9,43 (c, 1H), 8,23 (m, 1H), 7,69-7,58 (m, 3H), 7,41-7,38 (m, 2H), 7,29-7,26 (M, 2H), 7,19 (c, 1H),
2,04 (c, 3H).

d) N-(5-(2-Amuno-4-6pompennnamuno)-3',4'-mudTopordeHrt-3-mi)aneTaMul.

CoenuHeHHE TOMYYaloT U3 coequHenus u3 npumepa 150¢) (0,5 r, 1,08 MMoIb) ¢ MpUMEHEHHEM METOIUKH
n3 npumepa 148d) ¢ momy4uernem npoaykra ¢ 86%-HeM BeIxogom (0,4 ).

e) N-(5-(5-bpom-1H-6en30[d|Jumunazon-1-mn)-3',4'-mudropOud eHmn-3-un)ameraMu .

CoenuHeHne nomydaroT u3 coeanHenus u3 npumepa 150d) (0,4 T, 0,93 MMoI1b) € IPUMEHEHHEM METOUKH
u3 npumepa 148e) ¢ nosrydenneM npoaykra ¢ 97%-ueiM BerxonoM (0,4 r).

f) N-(3'.4-Audrop-5-(5-(1-metun-1H-nupazon-4-mn)-1H-6en30[dJumMunazon-1-mm)ondennn-3-ui)anera-
MU,

CoenuHeHHE TOyYaloT U3 coeanHenus u3 npumMepa 150e) (0,1 r, 0,226 MMOJIB) ¢ IPUMEHEHUEM METOIUKH
u3 npumepa 148f) ¢ momyuennem npoxykra ¢ 30%-HeM BeIxogoM: (30 mr). 'H SIMP (300 MI'w, IMCO-dg): &
10,43 (c, 1H), 9,03 (c, 1H), 8,24 (c, 1H), 8,09 (c, 1H), 8,01 (¢, 1H), 7,97 (¢, 1H), 7,90-7,85 (c, 2H), 7,76-7,74 (M,
1H), 7,71 (c, 1H), 7,68-7,66 (m, 1H), 7,61-7,59 (M, 2H), 3,88 (c, 3H), 2,13 (c, 3H); ’KX-MC (U3P): paccunTan-
Has Macca: 443,45; HaitnenHas macca: 444,1 [M+H]" (sy: 1,3 Mun).

IIpumep 151. N-(2',6'-qudtop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1 H-6en30[dJumumazon- 1 -wmn)oudermn-3-
WiT)aneTaMul.

a) N-(2',6'-Jlucdrop-5-HuTpoOueHMIT-3 -1 )areTaMul.

PactBop N-(3-Opom-5-Hutpodennn)ameramun u3 npumepa lc) (20 r, 77 mmoins) B 1,2-mTUMETOKCHITaHE
(250 M) merasupyrot GapboruposanueM N, B TeueHue 5 muH. JJoOaBisror 2,6-andTopdeHna00poHOBYIO KH-
cioty (14,6 r, 92,4 mmonsb, 1,2 3KB.), M CMeCh JIeTa3upyroT B TeueHue enie 5 muH. Jlooasmsatot Pd(dppf)Cl, (6,28
r, 7,7 Mmoutb, 0,1 3kB.) 1 BOIHBIA KapOoHaT HaTpus (24,49 r, 231 MMoib, 3,0 9KB.), M IPUMEHSIIOT METOAMKY U3
npumepa 1d). HeounieHHsIl 0CTaTOK NMPOAYKTa OYMINAIOT XpoMmarorpadueil Ha kosoHke (60-120 cumkarens,
30% sTunanerar B rekcaHe) ¢ MnojydeHueM npoxaykra ¢ 94%-ueiM BeixogoMm (21,2 1). XKX-MC (UDP): paccun-
TaHHAS Macca: 292,24; HaiinenHas Macca: 293,1 [M+H]" (By: 1,49 mun).

b) N-(5-Amuno-2',6'-nudropdbudennn-3-m)aneTamMmu.

CoerHeHHe MOTYJaroT U3 coenHeHns u3 nmpumepa 151a) (21 r, 72 MMoJIb) ¢ TPUMEHEHUEM METOJIUKH W3
npumepa 148(b) ¢ momyuennem npoaykra ¢ 95%-uem BerxogoMm (18 ).

¢) N-(5-(4-bpom-2-aurpodenumnamuno)-2',6'-nudropond eHn-3-wmn)arneTaMu/.

CoearHEeHHE TTOJIYYaloT U3 coeAMHEeHUs 13 mpuMepa 151b) (8 T, 30,5 MMoIb) ¢ IpUMEHEHUEM METOIVKH U3
npumepa 148c) ¢ nmomyuenunem npoaykra ¢ 96%-ubm BeixogoMm (13,5 r).

d) N-(5-(2-Amuno-4-6pompennnamuno)-2',6'-nudropoudenun-3-mr)aneTaMua.

CoenuHeHHE TIONTy4aloT U3 coequHeHus u3 npumepa 151c) (13,5 1, 29,22 MMoI1b) C TPUMEHEHHEM METOIU-
ku u3 npumepa 148d) ¢ nomyuennem npoaykra ¢ 95%-ubiM BeixogoM (12 1).

e) N-(5-(5-bpom-1H-6en30[dJumunazon-1-mn)-2',6'-nud TopOud eHII-3-1T)ane TaMu 1.

CoenuHeHHE TIOTYYArOT U3 coequuenus u3 npumepa 151d) (12 r, 27,84 MMoIb) ¢ MPUMEHEHHEM METOAUKH
n3 npumepa 148e) ¢ momygenuem mpoxaykra ¢ 96%-upmm Berxonom (11,8 r).

f) N-(2,6'-Iudrop-5-(5-(1-mermn-1H-mupazon-4-mn)- 1 H-6en3o[d Jumunazon- 1 -wmr)oudennn-3-mm)amera-
MU/

CoenuHEeHHE TOTYYaloT U3 coeauHeHus u3 npumepa 151e) (2,5 r, 5,67 MMoJIb) ¢ MPUMEHEHHEM METOIUKH
u3 mpumepa 148f) ¢ nomyuyennem npoxykra ¢ 84%-ubiM BexogoM (2,1 T). 'H SIMP (400 MI'n, IMCO-d): &
10,39 (c, 1H), 8,56 (¢, 1H), 8,18 (¢, 1H), 8,05 (c, 1H), 7,97 (c, 1H), 7,92 (¢, 1H), 7,71-7,47 (m, 5H), 7,27 (T, 2H),
3,85 (¢, 3H), 2,09 (c, 3H); KX-MC (1UDP): paccuntaHHas Macca: 443,45; HaiinenHas macca: 444,0 [M+H]" (sy:
1,34 mMun).

ITpumep 152. N-(5-(5-(1H-ITnpazon-1-nm)-1H-6en30[d|Jumunnazon-1-nm)-2',6'-nupropoudennn-3-
WIT)aneTaMuI.

K pactBopy coennnenus u3 npumepa 151e) (2,5, 5,67 mmois) B JIM® (20 M) mobasisttot nupason (0,96
r, 14,18 mMmoms, 2,5 3kB.), okcun meau(l) (0,81 r, 5,67 mmois, 1 9kB.) u kapOoHaT ne3us (4,6 T, 14,18 MMoIb,
2,5 9kB.), u cMech HarpeBatoT pu 90°C B TeucHue 48 4. CMech racsTt U 3KCTparupyoT, kak B mpumepe 1d). Pac-
TBOPHUTEINH OTTOHSIOT, U OCTATOK OYHIIAOT IpenapatuBHoit BOXKX ¢ nmorydennem npoaykra ¢ 91%-HbIM BBIXO-
nom (2,2 ). 'H SIMP (300 MI't, IMCO-dq): & 10,43 (c, 1H), 8,67 (c, 1H), 8,57 (n, 1H), 8,20 (z, 1H), 8,06 (c,
1H), 7,92-7,88 (M, 1H), 7,77-7,74 (m, 3H), 7,53-7,49 (M, 2H), 7,30-7,25 (M, 2H), 6,54 (1, 1H), 2,1 (¢, 3H); XKX-
MC (MI3P): paccunrannas Macca: 429,42; Haiinennas macca: 430,1 [M+H]" (y: 1,50 mun).

Ipumep 153. N-(3-(1-Metun-1H-tmmpazon-4-wun)-5-(5-(1-metun- 1 H-nmupazon-4-wn)- 1 H-6enzo[d Jumu-
na3ou-1-um)denrn)aneraMus.

a) N-(3-(1-Metwu-1H-miupa3zoin-4-ni)-5-HuTpodeHn )aneTaMu .

PactBop N-(3-Opom-5-aurpodenmn)aneramuna (0,5 r, 1,9 mmons) B 1,2-mumerokcusTane (20 mir) gerasu-
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pylor OapbotupoBanreM N, B Teuernme S5 wmuH. JloGapmsior 1-metmin-4-(4,4,5,5-tetpamerni-1,3,2-
nmuokcaboponan-2-wmin)-1 H-mupaszon (0,513 1, 2,47 MMons, 1,3 9KB.), U CMECh JIETa3UPYIOT B TCUCHHE CIIIC 5 MUH.
Ho6asnstor Pd(dppf)Cl, (0,155 1, 0,19 mmoms, 0,1 3kB.) u BomHbIi KapOonat Hatpus (0,5 r, 4,75 mMonb, 2,5
9KB.), U IPUMEHSIOT METOANKY U3 mpuMepa 1d). HeouumeHHbI 0cTaTOK MPOIyKTa OYHIIAIOT XpomMaTorpaduei
Ha KosoHKe (60-120 cmmkarens, 30%-HbIH dTHIAETAT B TEKCAHE) C MOIyYEHHEM POayKTa ¢ 81%-HBIM BBIXO-
nom (0,4 1).

b) N-(3-Amuno-5-(1-metun-1H-mupazon-4-wmm)deHun)aneTaMuI.

K pactBopy coennuenus n3 npumepa 153a) (0,4 r, 1,54 Mmomb) B 3Tanone (25 mur) 700aBISIOT XJIOPHT
kanpius (0,34 r, 3,08 mmob, 2 5kB.) U nopormiok xene3a (0,16 T, 3,08 MMoub, 2 3KB.), U CMECh HArPEBAIOT IPU
100°C B Teuenue 2 4 u GuabTpytoT. PUibTpaT pazdoaBiIsAIOT BOAOH M HKCTParkupyroT, kak B nmpumepe 1d). Pac-
TBOPHTEIIb OTTOHSIOT C IOJydeHHeM Ipoxaykra ¢ 85%-ubM BbixogoM (0,3 1). XKX-MC (M3P): paccunrannas
macca: 230,27; Haitnennas macca: 231,1 [M+H]" (By: 0,225 mun).

¢) N-(3-(4-bpom-2-aurpodenmnamuno)-5-(1-mermn- 1 H-nupazon-4-wmn)peHnn)areraMu.

PactBop coenunenns n3 npumepa 153b) (0,3 r, 1,3 mmoins), 4-6pom-1-pTop-2-HuTpodbensona (0,29 r, 1,3
MMoJTb, 1,0 9kB.) 1 propuna kamus (0,075 r, 1,3 mmons, 1,0 3xB.) B IM® (5 mur) Harpesatot npu 100°C B Teue-
Hue 12 4. CMech racsaT U DKCTPArupyloT, kak B nmpuMepe 1d). PacTBOpuTeNs OTTOHSIOT, U OCTATOK MPUMEHSIOT
cpa3sy Ha CJIeIyIOIIel CTaInu.

d) N-(3-(2-Amuno-4-6poMpennmamuno )-5-(1-meTuin- 1 H-nmupaszon-4-wi) e )aneTaMu.

K pactBopy coemunenus u3 npumepa 153¢) (0,6 T, 1,3 MmMonb) B dtanosie (20 M) TOOABISIOT XJIOPHT
kanbius (0,29 T, 2,6 MMoIIb, 2 9KB.) U mopomok skene3a (0,14 r, 2,6 MMOJIb, 2 9KB.), U CMECh HAarpeBalOT MPHU
100°C B Teuenue 2 4 u QuabTpytoT. PUIIbTpaT pazdoaBiIsAIOT BOAOH M HKCTPAarupyroT, kak B nmpumepe 1d). Pac-
TBOPHUTEIb OTTOHSIOT, M OCTATOK MPUMEHSIOT cpa3y Ha CICIYIONICH CTaIuu.

e) N-(3-(5-bpom-1H-6en3o[d]umunazon-1-mm)-5-(1-metnn- 1 H-nupazon-4-wm)penwmn)aneramu.

Cwmech coeauHenus u3 nmpumepa 153d) (0,52 r, 1,3 MMoI1b) 1 MypaBEMHOI KHCIIOTHI (2 MII) HarpeBaloT MPH
100°C B Teuenue 30 MuH. MypaBbHHYIO KUCIIOTY OTTOHSIOT, U OCTaTOK PacTBOPSAIOT B ATUianerare. Ciaoi 3Tumi-
arieTaTa IPOMBIBAIOT BOJOW, HACHIIIEHHBIM PACTBOPOM CONHM W CyIIaT Hall cynb(haToM HaTpus. PactBopuTens
OTTOHSIOT C MOJy4eHHneM npoaykra ¢ 54%-ueiM BeixomoM (0,28 1). JKX-MC (MDP): paccumranHas macca:
410,27; maitnennas macca: 411,0 [M+H]" (By:0,84 mum).

f) N-(3-(1-Metun-1H-mmupazon-4-mm)-5-(5-(1-metun-1H-mupazon-4-mn)- 1 H-6en3o[ d Jumunazosn-1-wmm)de-
HUJT)alleTaMHI.

PactBop coequnenus u3 npumepa 153¢e) (0,15 r, 0,365 mmonn) B 1,2-gumerokcndTane (10 MiT) merasupyror
O6apboTupoBanuem N, B Teuenue 5 muH. JloOaBmsroT 1-metnn-4-(4,4,5,5-rerpamerni-1,3,2-nuokcaboponan-2-
win)-1H-mmmpazon (0,091 r, 0,439 mMMmonb, 1,2 3KB.), ¥ CMECh JEra3upylT B TeUeHHUE emie 5 mMuH. [100aBIsAOT
Pd(PPh;), (0,043 1, 0,037 mmous, 0,1 3kB.) u BoaHbI KapOonat Hatpus (0,077 r, 0,73 mmons, 2,0 3kB.), U Tpu-
MEHSIOT METOAMKY U3 npuMepa 1d). HeounmmeHHbIH ocTaToK MpOAyKTa OunIIaoT npenaparusHoit BOXKX ¢ no-
nydennem poaykta ¢ 12%-usmv BeixogoM (18 mr). 'H SIMP (300 MTI'r, CD;0D): & 9,39 (c, 1H), 8,10-7,91 (m,
6H), 7,80-7,77 (m, 3H), 7,63 (c, 1H), 3,96 (c, 6H), 2,20 (¢, 3H); KX-MC (U3P): paccunrannas macca: 443,45;
Haiinennas mMacca: 411,46 [M+H]" (y: 0,28 mun).

Ipumep 154. N-(3-(5-(1-Metun-1H-nmupa3zon-4-nn)-1 H-6en3o[dJumunazon-1-wmm)-5-(2-okconmupuana-
1(2H)-un)denmn)aneraMu.

a) N-(3-Hutpo-5-(2-oxcommpuana- 1 (2H)-wmm)denmn)aneramu.

K pactBopy N-(3-6pom-5-auTtpodenmn)aneramuaa (1 r, 3,85 mmois), mupunua-2-ona (0,4 r, 4,24 MMOJIb,
1,1 akB.), kap6onata kanmus (1 r, 1,3 mmons, 1,0 5kB.) u Hioguna mexu(l) (10 mr) B Tomyoste (20 mur) moOaBisSIOT
TpaHc-nukinorekcwaunamMun (5 mr, 0,039 mmois, 0,01 2kB.), 1 cMech HarpeBatoT mpu 100°C B Tedenne 16 .
CMech TacsT U SKCTPArupyroT, Kak B mpumepe 1d). PacTBOpUTENs OTTOHSIOT, M OCTATOK OYHIIAOT XpOMATorpa-
¢ueii Ha kononke (60-120 cumkarens, 50%-HbIH 3THUIANETAT B TEKCAHE) C TOJyYeHUEM NPOAYKTa ¢ 95%-HbIM
BbIXoq0M (1 T).

b) N-(3-Amuno-5-(2-oxconupuaua-1(2H)-un)penmn)aneramua.

K pactBopy coenunenust u3 npumepa 154a) (1,2 r, 4,4 mmois) B atanose (20 mut) u Boge (2 mir) gobasis-
10T xyopun kanbims (0,98 r, 8,8 MMois, 2 9KkB.) U mopomiok xenesa (0,46 T, 8,8 MMoIb, 2 3KB.), M CMECh Harpe-
BaroT nipu 100°C B Teuenue 4 9 u punbTpyroT. PuibTpaT pa30aBiIsgIOT BOJOW W OKCTPArHPYIOT, KaK B IPUMEpe
1d). PactBopuTtens OTTOHAIOT ¢ odydeHneM IpoaykTa ¢ 89%-ueM BeixogoM (0,95 1). XKX-MC (U3P): paccun-
TaHHAs Macca: 243,26; HaiineHHas Macca: 244,1 [M+H]" (8y: 0,19 mun).

¢) N-(3-(4-bpom-2-autpodenunnaMmuno)-5-(2-okcomupuaut- 1 (2H)-wmm)penmn)aneTamu .

PactBop coemunenus u3 npumepa 154b) (0,95 r, 3,9 mmons), 4-6pom-1-dprop-2-auTpobenzona (0,86 T, 3,9
MMmodb, 1,0 3kB.) 1 propuma xamus (0,23 r, 3,9 mmoins, 1,0 5xB.) B IM® (1 M) HarpeBarot mpu 150°C B Teue-
HUe 2 4. CMeCh TacsAT U IKCTPArupyroT, kKak B mpumepe 1d). PacTBopuTeNnb OTTOHSIOT, U OCTATOK OYHUIIAIOT XPO-
Matorpadueir Ha konouke (100-200 cunukarens, 1%-Hb1i Metanon B JIXM) ¢ monyuenueM mpoaykra ¢ 69%-
HBIM BbIXOZOM (1,2 T).

d) N-(3-(2-Amuno-4-6pompennnamino)-5-(2-okconnpuans-1(2H)-nn)penmn)aneramu.

K pactBopy coeamnennst n3 npumepa 154c) (1,2 1, 2,7 mmous) B aTaHone (20 mu) H0OaBISIOT XJIOPUA
kaneius (0,6 T, 5,4 Mmmonb, 2 9kB.) U mopomiok skene3a (0,28 T, 5,4 MMonb, 2 9KB.), U CMECh HarpeBaroT MPH
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100°C B Teuenue 4 4 u puapTpyroT. CMeCh racsiT 1 SKCTparupyroT, kak B npumepe 1d). PactBopurens oTronsto
Y HEOUHIIICHHBIH OCTATOK MPUMCHSIOT Cpa3y Ha CICAYIOIICH CTaIHH.

¢) N-(3-(5-bpom-1H-6en30[dJumunazon-1-nm)-5-(2-okcomupuaun- 1 (2H)-wmn)dpenmn)anetamui.

Cwmech coenuaenus u3 npumepa 154d) (1,12 1, 2,7 MMOb) 1 MypaBbHHOHN KHACIOTHI (1 MJI) HarpeBarOT Mpu
100°C B Teuenne 2 4. MypaBbUHYIO KHCIOTY OTTOHSIOT, U OCTaTOK PAaCTBOPSIOT B dTHianeraTe. Caoi dTuiame-
TaTa IMPOMBIBAIOT BOJOH, HACHIIIEHHEIM PAcTBOPOM COJIM M CyIIaT HaJ cyib(aTtom HaTpus. PacTBopurens otro-
HSIOT C MOJy4eHHeM npoxaykra ¢ 61%-aemM BeIxogoM (0,7 1). dKX-MC (UDOP): paccunrannas macca: 423,26;
HaiinenHas Macca: 424,9 [M+H]" (By: 1,065 mun).

f)  N-(3-(5-(1-Metun-1H-mupazon-4-un)-1H-6en30[ d Jumunazon- 1 -mn)-5-(2-okconupunus- 1 (2H)-wmn) de-
HUJT)aleTaMU/I.

PactBop coenunennst uz npumepa 154e) (0,7 r, 1,65 mmonb) B 1,2-numerokcustane (10 mir) gerasupyror
b6apboTupoBanuem N, B Teuenue 5 muH. JloOaBmsroT 1-metnn-4-(4,4,5,5-rerpamerni-1,3,2-quokcaboponan-2-
wn)-1H-mmpazon (0,41 1, 1,98 mmomb, 1,2 3KB.), U CMECh NIETa3UPYIOT B TEYCHHUE emie 5 MuH. [Jo0aBistoT
Pd(PPh;), (0,19 1, 0,165 mmons, 0,1 3kB.) 1 BoaHbI# kapOonat Hatpus (0,35 r, 3,3 MMoib, 2,0 3KB.), U TIpUMe-
HSIOT METOANKY M3 mpuMepa 1d). HeodumeHHbIi 0cTaTOK MPOAYKTa OYHUINAIOT TpenaparuBHoii BOXX ¢ momy-
YeHHeM npoaykTa ¢ 64%-upiM BbxogoM (0,45 T). 'H AMP (300 MI'r, CD30D-dy): 6 9,35 (c, 1H), 8,29-8,28 (m,
1H), 8,11 (c, 1H), 8,00 (c, 1H), 7,94 (a, 1H), 7,86-7,83 (M, 2H), 7,77-7,73 (M, 2H), 7,67-7,63 (M, 1H), 7,59 (T,
1H), 6,70-6,67 (M, 1H), 6,55 (ut, 1H), 3,96 (c, 3H), 2,20 (c, 3H); XX-MC (M3P): paccuntannas macca: 424,45;
HaiinenHas Macca: 425,2 [M+H]" (By: 0,23 mun).

IIpumep 155. N-(3-(5-(1-Metun-1H-nmpazon-4-un)-1H-6en30[dJumunazon-1-mm)-5-(1H-1,2,4-rpuazon-1-
nin)eHnmn )ameTaMuz.

a) N-(3-Hutpo-5-(1H-1,2,4-tpuazon- 1 -un)peHnn)aneraMuz.

K pactBopy N-(3-0Opom-5-aurpodenmn)anetamuaa (5 r, 19,3 mmons) B JJM® (50 mi) mobasmsror 1,2,4-
tpuasoin (3,3 r, 48,25 Mmmous, 2,5 3kB.), okcua Meau(l) (0,56 T, 3,86 mMous, 0,2 9kB.) U kapOoHaT ne3us (12,5 T,
38,6 MMoIIb, 2 3KB.), M cMech HarpeBatoT pu 90°C B Teuenne 48 4. CMech TacsT ¥ SKCTParupyroT, Kak B IIpHMe-
pe 1d). PacTBopuTens OTrOHSIOT, M OCTATOK OYMIIAIOT XpoMaTorpaduei Ha xononke (60-120 cunukarens, 30%-
HBIIl STHJIALIETaT B TeKCaHe) C MOJydeHHeM Ipoaykra ¢ 86%-HbM BbixogoM (4,1 r). XKX-MC (U3P): paccun-
TaHHAS Macca: 247,21; HaiinenHas mMacca: 248,0 [M+H]" (By: 0,257 muH).

b) N-(3-Amuno-5-(1H-1,2,4-rpua3zosn- 1 -un)denmn)aneraMu.

K pactBOpy coennnenus u3 npumepa 155a) (4,1 r, 16,6 mmoins) B TT'® (50 mur) u meranose (10 mi) mo-
GasstroT xmopua ammonust (0,88 r, 16,6 mmonp) u nmak (1,08 T, 16,6 MMons). Cmech nepememuBaroT pu KT B
TeYeHHNE HOUH U QUIBTPYIOT. UILTPAT pa30aBISIIOT BOJIOM M SKCTPArupyoT, kak B mpumepe 1d). PactBoputens
OTTOHSIOT, M OCTATOK OYHMIIAIOT XpoMaTorpaduer Ha konoHke (60-120 cunmukarens, 3% mertanon B JIXM) ¢ mo-
JIy4eHueM npoaykra ¢ 94%-usM BeIxoaoM (3,4 1).

¢) N-(3-(4-bpom-2-aurpodenmnamuno)-5-(1H-1,2,4-tpuazo:n-1-wn)henun)aneramu.

PactBOp coemuuenus w3 mpumepa 155b) (3,43 r, 15,67 mmons), 4-6pom-1-pTop-2-HuTpodeH3ona (3,4 T,
15,67 mmons, 1,0 3kB.) u Gpropuna kamus (0,91 r, 15,67 mmons, 1,5 3xB.) B JIM® (5 M) Harpepatot mipu 80°C B
TeueHue 7 4. CMech TacsT U SKCTPArupyroT, kak B mpumepe 1d). PacTBopuTens OTTOHSIOT, U OCTATOK OYHIIIAIOT
xpomarorpadueii Ha komonke (60-120 cunukarens, 4% meranon B IXM) ¢ nonydeHneM npoaykra ¢ 80%-HeM
BbIXOAOM (5,2 T).

d) N-(3-(2-Amuno-4-6pompennnamuno)-5-(1H-1,2,4-tprazon- 1 -um)peHrn)arne raMmu,I.

K pactBopy coemunenus u3 npumepa 155¢) N-(3-(4-6pom-2-aurpodenmnamuno)-5-(1H-1,2,4-tpuazon-1-
nn)ennn)aneramuaa (5,2 r, 12,5 mmoins) B aTanosne (100 mit) 106aBisroT Xaopua kanbius (2,78 T, 25 MModb, 2
9KB.) ¥ MopomIok xene3a (1,3 r, 25 Mmodb, 2 9KB.), B cMech HarpeBatoT rpu 100°C B Teuenue 4 9 1 QUIBTPYIOT.
OubTpaT pa3zdoaBISLIOT BOAOH M AKCTPArupyroT, Kak B mpumepe 1d).

PacTBOpHTENE OTTOHSIOT, 1 HEOUYHIIICHHBIA OCTATOK IPUMCHSIFOT CPa3y Ha CIICAYIOIICH CTa M.

e) N-(3-(5-bpom-1H-6en30[dJumunazon-1-mn)-5-(1H-1,2 ,4-tprazon-1-wn)peHmn )ane TaMus.

CwMmech coenunenus u3 mpumepa 155d) (4,84 r, 12,5 mmois) 1 MypaBbuHO# KucnoTs! (10 Mir) HarpeBaroT
npu 80°C B TedeHue 2 4. MypaBbHHYIO KUCIOTY OTTOHSIIOT, M OCTaTOK PacTBOPSAIOT B dTmianerate. Cioi aTui-
arieraTa IMPOMBIBAIOT BOJIOW, HACHIIICHHBIM PacTBOPOM COJIM W CyIIAT Hall Cyimb(haToM HaTpus. PacTBopuTens
OTTOHSIOT C MOJYYCHNEM MPOAYKTa C 85%-HBIM BBIXOAOM (4,2 T).

f) N-(3-(5-(1-Metwmi-1H-mmupa3zon-4-nn)-1 H-6en3o[dJumunazon-1-mm)-5-(1H-1,2,4-tpruazomn- 1 -wn)penmn)-
arieTaMu/I.

PactBop coequnenus u3 mpumepa 155¢) (100 mr, 0,25 mmois) B 1,2-numerokcudTane (10 M) merasupyroT
OGap6otupoBanneM N, B Teuenue 5 muH. JloGammsioT 1-mertnun-4-(4,4,5,5-terpamerui-1,3,2-arokcaboposian-2-
win)-1H-mupazon (62 mr, 0,3 mMMoms, 1,2 3KB.), U CMeCh JAEra3UpylOT B TeucHHE cmie 5 muH. [JobaBistor
Pd(PPh;), (35 wr, 0,03 Mmmoms, 0,12 3kB.) u BogHbIH kapOoHat Hatpus (0,53 1, 0,5 Mmonb, 2,0 3KB.), 1 IpuUMe-
HSIOT MeToAuKy 13 npuMepa 1d). HeounineHHsli ocTaTok NpoayKTa ouninaroT npenaparuHoit BOXX ¢ momy-
genneM mpoaykTa ¢ 50%-mbiM BeixogoM (50 Mr). 'H SIMP (400 MI'n, IMCO-dq): & 10,50 (c, 1H), 9,36 (c, 1H),
8,77 (¢, 1H), 8,28 (c, 1H), 8,19-8,18 (M, 2H), 8,00-7,93 (m, 4H), 7,72 (1, 1H), 7,60 (nx, 1H), 3,86 (c, 3H), 2,11
(c, 3H); KX-MC (U3P): paccunrannas Macca: 398,42; naiinennas macca: 399,4 [M+H]" (By: 0,13 muH).
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[Mpumep 156. N-(3-(5-(1-Metuin-1H-nupazon-4-un)-1 H-6en3o[d Jumunazoon-1-wmm)-5-(truazon-2-ui) peHnn)-
arieTaMu/I.

a) N-(3-Hurpo-5-(4,4,5,5-rerpamerni-1,3,2-muokcadbopoiaan-2-mui)peHIT )are TaM /I,

PactBop N-(3-6poMm-5-auTpodennn)aneramuaa (2,1 r, 8,1 Mmmons) B 1,2-muMmetokcudTane (25 mi) aeraszu-
pytoT 6ap6oTupoBanreM N, B TeueHue 5 muH. JfobaBnstor Ouc(muHakomaTo)audopon (3,09 r, 12,15 mmons, 1,3
9KB.), M1 CMECh JIera3upyloT B TeueHue eme 5 muH. Jlobasmsator Pd(dppf)Cl, (0,066 1, 0,081 mmoms, 0,1 2kxB.) 1
arnetar kanmus (2,38 r, 24,3 MMoIb, 3 9KB.), M IPUMEHSIIOT METOAUKY u3 npumepa 1d). HeounmenHsIid ocTaTok
MPOAYKTa OYHIAIOT XpoMmaTorpadueii Ha kosonke (60-120 cunukarens, 30%-HbIi STHIAIIETAT B TEKCAHE) C TO-
nydeHueM npoaykra ¢ 60%-HsiM BeixogoM (1,5 r).

b) N-(3-Hutpo-5-(Trason-2-mn)deHrn)aneTaMmu/.

PactBop coenunennst u3 npumepa 156a) (2,8 r, 9,14 mmonn) B 1,2-numerokcustane (10 mir) gerasupyror
b6apboTupoBanuem N, B Teuenue 5 MuH. JJobasmsror 2-0pomrtuazon (1 r, 9,14 mmons, 1 9KB.), U cMeCh Jiera3u-
pytot B Teuenue enie 5 muH. Jlob6asnsaror Pd(dppf)Cl, (0,74 1, 0,91 mmoins, 0,1 9KB.) 1 BOAHBIN KapOOHAT HATPUS
(1,9 1, 18,2 Mmoub, 2 5KB.), U IPUMEHSIOT METOAUKY M3 puMepa 1d). HeounineHHbIi 0cTaTOK MPOIYKTa OYH-
maroT xpomarorpadueii Ha xoonke (60-120 cunukarens, 40% 3TunaneTar B reKCane) ¢ HOIy9eHHEeM IPOIYKTa
¢ 33%-ubiM BbixozoM (0,8 T). 'H SIMP (300 MI'w, JAMCO-dy): 6 10,64 (c, 1H), 8,65 (T, 1H), 8,55 (T, 1H), 8,34
(1, 1H), 8,04 (m, 1H), 7,94 (7, 1H), 2,13 (c, 3H).

¢) N-(3-AMuHO-5-(THa307-2-11)heHIIT )alle TAMHI.

K pactBopy coequnenus u3 npumepa 156b) (0,8 r, 3,03 mmomnn) B Meranosie (25 mur) u atunanerare (10
min) pob6asmsttor 10% Pd/C (300 mr, 0,1 3KB.), 1 peakIMOHHBIA COCYI MPOAYBAIOT a30TOM B TCUYECHHE 5 MHH.
CMech 3aTeM THAPUPYIOT ¢ MpuMeHeHneM H, 6amona B Teuenue 12 4. CMech QUIBTPYIOT Uepe3 CIIO IeNnuTa U
(UIBTPAT KOHUEHTPHPYIOT C MONyYEeHHEM CoemuHeHus ¢ 71%-mpiM BhixomoMm (0,5 r). 'H SIMP (300 MI,
IAMCO-dy): 6 9,83 (c, 1H), 7,86-7,85 (m, 1H), 7,71-7,70 (m, 1H), 7,35 (c, 1H), 7,04 (c, 1H), 6,88 (c, 1H), 5,45
(ymmp.c, 2H), 2,03 (c, 3H).

d) N-(3-(4-Bpom-2-HuTpoheHHITaAMHUHO)-5-(THa30JI-2-11) e HIIT )alle TAMUI.

PactBOp coemmnenus u3 mpumepa 156¢) (0,5 r, 2,14 mMmons), 4-Opom-1-prop-2-aurpodbensona (0,47 r,
2,14 mmons, 1,0 3kB.) u ¢propuna kamus (0,19 r, 3,21 mmodns, 1,5 3xB.) B JIM® nHarpesatoT npu 80°C B TeucHHe
7 4. CMech TacsT U 9KCTParupyror, kak B npumepe 1d). PacTBoputens OTTOHSIOT, M OCTATOK OYMIIAIOT XPOMaTO-
rpa¢ueit Ha komoHke (60-120 cuimkarens, 40%-HBIH THIALIETAT B TEKCAaHE) C MOJMYUYCHUEM MPOayKTa ¢ 24%-
HbIM BBIXOA0M (0,22 T).

¢) N-(3-(2-AMuu0-4-6poMdpeHmIaMuHO)-5-(Tra301-2 -11)(heHUT )are TaM U .

K pactBopy coennnenus n3 npumepa 156d) (0,22 r, 0,507 mmoinp) B TT'® (15 M) moGaBisioT pacTBOp
xynopuna ammonus (0,11 r, 2,02 mmons, 4 3kxB.) B Boxe (5 mn) u nuuk (0,13 1, 2,02 MMoutb, 4 9kB. ). CMech mie-
pememmBaroT nipu KT B Teuenne HOUM U QUIbTpyroT. OUinbTpar pa30aBisAiOT BOJOW M IKCTPArupyroT, Kak B
npumepe 1d). PactBopuTens oTroHsIOT ¢ osrydenneM npoaykra ¢ 83%-ueiM BerxoxoMm (0,17 1).

) N-(3-(5-bpom-1H-6en30[dumuaazosn-1-ni)-5-(Trazon-2-nmi)peHmn)aneraMmu.

CwMmech coeannenns u3 npumepa 156e) (0,17 r, 0,42 MMonb) M MypaBbMHON KHCIIOTHI (3 MJI) HarpeBaroT
npu 80°C B TeueHue 2 4. MypaBbUHYIO KUCIOTY OTTOHSIOT, U HEOUUIIIEHHBIN OCTATOK PACTBOPSIOT B dTUJIALIETA-
Te. Cnol sTHianeraTa MPOMBIBAIOT BOJOW, HACHIIICHHBIM PAaCTBOPOM COJH M CYIIAT HaJ CyJIb(aToM HATPHsL.
PacTBOpUTENIb OTIOHSIOT C TOTY4EHHEM HPOAYKTa ¢ 86%-HbiM Bhixomom (0,15 r). 'H SIMP (300 MI'i, IMCO-
de): 6 10,52 (c, 1H), 8,77 (c, 1H), 8,32 (¢, 1H), 8,07-8,00 (m, 3H), 7,90-7,87 (m, 2H), 7,66-7,63 (M, 1H), 7,55 (c,
1H), 2,13 (c, 3H).

g) N-(3-(5-(1-Metun-1H-nmupazon-4-mn)-1 H-6en3o[d Jumunazon- 1 -ui)-5-(Trazon-2-ui ) eHrTare TaMu I,

PactBop coenmnenus u3 mpumepa 156f) (0,2 r, 0,48 mmons) B 1,2-mumeTokcudTane (15 mir) merazupyror
O6ap6otupoBanneM N, B Teuenue 5 muH. JloGaBmsioT 1-metnn-4-(4,4,5,5-terpamermi-1,3,2-arokcaboposian-2-
nn)-1H-mmpazon (0,15 r, 0,73 mmomns, 1,5 5KkB.), U cMech NErasupyloT B TedeHHEe eme 5 MuH. Jl00aBisioT
Pd(PPhs), (0,11 1, 0,096 MMoub, 0,2 5kB.) 1 BoaHbIH kapOoonat Hatpus (0,1 r, 0,96 mmonb, 2,0 9KB.), 1 IpUMe-
HSIOT MeToAuKy 13 npuMepa 1d). HeounineHHbIi ocTaToK NpoayKTa ounInaroT npenaparuHoit BOXX ¢ momy-
geHHeM MpoaykTa ¢ 1,5%-HbIM BbIXomoM (3 Mmr). 'H IMP (300 MI'u, CD;0OD): 6 8,20-8,11 (M, 2H), 8,05-7,82
(M, 5H), 7,68-7,61 (M, 3H), 7,55-7,45 (M, 1H), 3,88 (c, 3H), 2,12 (c, 3H); XKX-MC (1DP): paccuntanHas macca:
414,48; naitnennas macca: 415,0 [M+H]" (y: 0,31 mun).

ITpumep 157. N-(3-(1H-Nunon-3-mn)-5-(5-(1-merun-1H-upazon-4-ui)-1H-6en3o[d [umunazon-1 -
win)peHuT)aneTaMu .

a) N-(3-Hutpo-5-(1-(penuncynbponnn)-1 H-ungon-3-ui)dpennn)aneraMmua.

PactBop N-(3-6pom-5-uutpodennn)aneramuaa (0,38 r, 1,48 mmons) B 1,2-mumerokcudtane (15 mur) nera-
3upytoT OapbotupoBanneM N, B TedeHwe 5 mwuH. JloGamisior 1-(dpenwmncynbdonnn)-3-(4,4,5,5-reTpamMerni-
1,3,2-nmnokcaboponan-2-win)-1 H-unnon (0,68 r, 1,77 mmonb, 1,2 3KB.), B cMeCh JIETa3supyIOT B TEUCHHUE eIe 5
muH. Jlo6asmsiror Pd(dppf)Cl, (0,12 1, 0,148 Mmouts, 0,1 9kB.) u BogHbIi KapOoHat Hatpus (0,47 T, 4,45 MMOITb,
3,0 2KB.), ¥ MPUMEHSIOT METOANKY W3 TipuMepa 1d). HeounmieHHbI 0CTaTOK MPOAYKTa OYHIIAIOT XpOMaTOrpa-
¢ueit Ha koonke (60-120 cumukarens, 30%-HbIH STHIIAIIETAT B TEKCAHE) C MOIYUYCHUEM MPOAYKTa ¢ 77%-HBIM
BbIxoaoM (0,5 r).
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b) N-(3-Amuno-5-(1-(dpernncynsdonnn)-1 H-unnomn-3-um)dennn)aneramu.

K pacrBopy coeannenus u3 npumepa 157a) (1 r, 2,29 mmons) B meranone (10 mix) nodasustor 10% Pd/C
(100 wmr, 0,1 2KB.), ¥ peaKIMOHHBIA COCYIl MPOIYBAIOT a30TOM B TeueHHe 5 MUH. CMech 3aTeM THIPHUPYIOT C
npuMmenenreM H, 6ammona B Teuenue 12 4. CMech QUIBTPYIOT Yepe3 CIIOH eauTa, i GUIbTPaT KOHIICHTPUPYIOT
¢ moxryueHneM coeauaeHus ¢ 89%-upM Berxonom (0,83 r).

¢) N-(3-(4-bpom-2-aurpodenunamuno)-5-(1-(dpenmicynbponnn)- 1 H-uamon-3-mn)pennn )ameraMmu.

PactBop coemunenust u3 npumepa 157b) (0,83 1, 2,04 mmoinb), 4-6poMm-1-prop-2-autpobensona (0,45 T,
2,04 mmoms, 1,0 2xB.) u propuna kamus (0,12 r, 2,04 mmons, 1,0 2xB.) B IM® (10 M) HarpeBarot npu 130°C B
TeueHne 5 4. CMech racsT M 9KCTparupyroT, kak B npumepe 1d). PacTBopuTenb OTTOHSIOT, U OCTATOK OYMINAIOT
xpomarorpadueii Ha koonke (60-120 cunukaresnb, 30%-HbBIH THIIALIETAT B TEKCAHE) C MOTYYCHHEM TIPOIYKTA C
48%-nbIM BbIXOJ0M (0,6 T).

d) N-(3-(2-Amun0-4-6pomdenmTaMuHo)-5-( 1 -(permncynbdonmn)- 1 H-unmon-3-wmwn)peHnn)aneraMu.

K pacrBopy coenunenust uz npumepa 157¢) (0,61 r, 1 mmons) B TT'® (10 mi) u meranone (10 mir) nobas-
JSIOT pacTtBop xiopuna ammonus (0,53 r, 10 mmons, 10 3kB.) B Boge (5 mur) u uake (0,63 T, 10 MMoub, 10 5kB.).
Cwmech nepememnBaroT npu KT B TedeHne 6 94 u GuibTpyroT. PuibTpaT pa3daBisioT BOAOH U IKCTPArHpyIOT,
kak B mpumepe 1d). PacTBopuTens OTrOHSIOT ¢ orydeHueM mnpoxaykra ¢ 70%-ubm Bexonom (0,4 1).

e) N-(3-(5-bpom-1H-6en30[dJumunazon-1-mm)-5-(1-(penmncynbdonnn)- 1 H-uanon-3-wmr)dennn)amera-
MU/

Cwmech coenuaenus u3 npumepa 157d) (0,4 r, 0,7 Mmmois) 1 MypaBbuHOM KUCITOTHI (10 MJT) HarpeBarOT MpU
100°C B Teuenue 30 MuH. MypaBbHHYIO KUCJIOTY OTTOHSIOT, 1 HEOUHIICHHBIN OCTATOK PACTBOPSIOT B dTHIIAIS-
tare. Cio0i aTHIIanerara MpoOMBIBAIOT BOAO, HACHIILICHHBIM PAaCTBOPOM COJIM M CyIIAT HaJ Cyiab(aToM HaTpwHs.
PacTBOpuTEns OTTOHSAIOT C MOTyYeHHEM NpoayKTa ¢ 73%-HbIM BeIxogoM (0,3 ).

f) N-(3-(5-(1-Merun-1H-nupazon-4-un)-1H-6en3o[d[umunazon-1-um)-5-(1-(penuncynsponm)-1H-
WHJ0JI-3-1iT)peHIIT)arie TaM K.

PactBop coenuuenns w3z mpumepa 157¢) (0,3 T, 0,5 mmons) B 1,2-mumerokcudtane (15 mur) gerasupyror
O6apbotupoBanneM N, B Teuenue 5 muH. JloGaBmsioT 1-metnun-4-(4,4,5,5-terpamermi-1,3,2-arokcaboposian-2-
nn)-1H-mmpazon (0,13 1, 0,62 mmomnb, 1,2 dKB.), © CMeCh NErasupyloT B TeUeHHEe eme 5 MuH. Jl00aBisioT
Pd(PPhs), (0,057 T, 0,05 mMoub, 0,1 9kB.) 1 Boaubiid kapboHat Hatpus (0,16 T, 1,54 mmons, 3,0 9kB.), U IpuUMe-
HSIOT MeTOANKY U3 mpuMmepa 1d). HeouumeHHBI 0CTaTOK MPOIYKTa OYHMIIAIOT XpoMmaTorpadueld Ha KOJOHKE
(60-120 cunukarens, S0%-HbIi STHIANIETAT B TeKcaHe) ¢ morydeHneM npoaykra ¢ 100%-usmm Beixogom (0,29 ).
JXKX-MC (MDP): paccunTanHas Macca: 586,66; HaiinenHas macca: 587,2 [M+H]" (By: 1,53 mun).

g) N-(3-(1H-Unpon-3-un)-5-(5-(1-metmn-1H-mupazon-4-mn)-1 H-6en3o[d Jumunazon-1-wr)denun)armera-
MU

K pacrtBopy coenunenus uz npumepa 157f) (0,3 r, 0,5 mmonsb, 1 5kB.) B TT'® (10 M) u meranosne (10 mur)
nobasisiror kapoonar nesus (0,33 T, 1 Mmonsb, 2 9kB.), U cMech nepememmBaioT pu KT B Teuenne 12 4. Cmech
racsT M SKCTparupyroT, kak B npuMepe 1d). PacTBopuTens OTrOHSIOT C MOTy4eHHEM POYKTa ¢ 7%-HBIM BBIXO-
mom (15 mr). 'H SIMP (400 MI't, IMCO-dg): & 11,52 (c, 1H), 10,33 (c, 1H), 8,65 (c, 1H), 8,19 (c, 1H), 8,04-
7,89 (M, 4H), 7,68 (1, 1H), 7,60-7,58 (m, 2H), 7,49-7,47 (m, 3H), 7,21-7,13 (M, 2H), 3,88 (c, 3H), 2,13 (c, 3H);
XKX-MC (MDP): paccunTannas Macca: 446,50; Haiinennas macca: 447,1 [M+H] * (By: 0,55 mun).

ITpumep 158. N-(3-(6-MeTokcurmupuana-3-uin)-5-(5-(1-metun- 1 H-mupazon-4-wn)- 1 H-6en30[dJumunazon-
1-un)denwn)arneramMmu.

a) N-(3-(6-MeTokcunpuauH-3-11)-5-HUTPOPESHUIT )alle TAMHI.

PactBop N-(3-6pom-5-autpodernun)aneramuaa (1 r, 3,86 Mmonp) B 1,2-mumeTokcmdTane (20 M) aeraszu-
pytoT OapOormpoBanuieM N, B TedeHwe 5 MHH. J[00aBIAIOT (6-METOKCUITHUPHUINH-3-MIT)OOPOHOBYIO KHCIIOTY
(0,77 1, 5,0 mmons, 1,3 9KkB.), U cMech nerasupyrotT B TeueHue 5 muH. Jobasisror Pd(dppf)Cl, (0,630 1, 0,77
MMoub, 0,2 9KkB.) 1 BogHbIH kapOonat Hatpus (1,23 T, 11,58 mmons, 3,0 9KB.), ¥ IPUMEHSIOT METOIUKY U3 TIPHU-
mepa 1d). HeounmieHHBII OCTaTOK NMpoAyKTa OYHMIIAIOT Xpomarorpadueid Ha konoHke (60-120 cumkarens,
40%-HBI STHIIALIETAT B TEKCAHE) C MOIydeHHeM npoaykra ¢ 81%-ubM BeixogoMm (0,9 ).

b) N-(3-AMun0-5-(6-MeTOKCUIIMPUANH-3-1I1)PEeHIIT)alleTaM I L.

K pactBopy coeannenus uz npumepa 158a) (0,9 r, 3,13 mmons) B Metanoue (50 mit) no6asisror 10% Pd/C
(250 Mr) 1 peakIIMOHHBIN COCYT IPOAYBAIOT a30TOM B TedeHHe 5 MUH. CMech 3aTeM THAPUPYIOT C IPUMEHEHHUEM
H, 6aymona B Teuenune 4 4. CMech QUIBTPYIOT Yepe3 CIOW MeTUTa, U PIIbTPAT KOHIIEHTPUPYIOT C MOTyICHUEM
coenuHeHUs ¢ 99%-apIM BbIX0H0M (0,8 T).

¢) N-(3-((4-bpom-2-autpodennn)aMuHo )-5-(6-Me TOKCUITUP U IUH- 3 -11 )P SHIIT )arie TaM U,

PactBop coemunenus u3 npumepa 158b) (0,8 r, 3,11 mmoms), 4-6pom-1-dhrop-2-HuTpoben3ona (0,68 T,
3,11 mmous, 1,0 5kxB.) u dpropuna xamus (0,18 T, 3.111 mmons, 1,0 5kB.) B IM® (5 M) Harpesarot ripu 90°C B
teuerne 20 4. CMech TacsT U SKCTparupyor, kak B npumepe 1d). PacTBopurens OTTOHSIOT, M OCTaTOK OYMINAIOT
xpomarorpadueii Ha kononke (60-120 cunukaresnb, 40%-HBIH THIALIETAT B TEKCAHE) C MOTYYCHHEM TIPOIYKTA C
42%-upM BBIXOZOM (0,6 T), KX-MC (UDP): paccumtanHas macca: 457,28; Haiinennas macca: 458,9 [M+H]"
(By: 1,71 mun).

d) N-(3-((2-AmMuHO-4-0poMpeHmIT)aMHHO ) -5 -(6-METOKCHITUPUIUH-3 -1T) D SHILT ) allC TAMHA/.

K pactBopy coemunenus uz mpumepa 158c¢) (0,3 r, 0,66 mmons) B aTanone (20 miu) u Boxe (5 mi) mobas-
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nsroT xyopua kaieiwus (0,73 T, 6,6 Mmons, 10 3kxB.) u mopomrok xene3a (0,36 T, 6,6 Mmonb, 10 3kB.), 1 cMech
HarpeBaroT 1pu 90°C B Teuenue 6 4 u GpuibTpyroT. @uibTpaT pazdoaBIAIOT BOJOH U AKCTPArHpYIOT, Kak B MpPHU-
Mepe 1d). PacTBopuTENs OTTOHSIIOT, M HEOUHIIICHHBIN OCTATOK MPUMEHSIOT Cpa3y Ha CIIEIYIOIIEH CTaIHH.

¢) N-(3-(5-bpom-1H-6en30[d]Jumuazon-1-nm)-5-(6-Me TOKCUTTUPHU T H-3 -1T) (D eHUIT )alie TaM U,

Cwmech coequnennst u3 npumepa 158d) (0,26 r, 0,61 MMOiIb) U MypaBbHUHON KHCIOTHI (5 MJT) HarpeBaroT
mpu 100°C B Tedenune 2 4. MypaBbHHYIO KUCJIOTY OTTOHSIOT, H HEOUHIIEHHBIH OCTATOK PAacTBOPSIOT B dTHIIAIIS-
tate. Cioil aTHaneTaTa MPOMBIBAIOT BOJIOH, HACHIIIIEHHEIM PAaCTBOPOM COJIH M CyIIAT HaJ Cylb(aToM HATPHSL.
PacTBOpuTens OTTOHSIOT, M OCTATOK OYMINAIOT Xpomartorpadueil Ha komonke (60-120 cunukarens, 10%-HbIiA
MeTaHoJI B Xjiopodopme) ¢ noayueHneM npoaykra ¢ 86%-ubM BeixoxoM (0,23 1). XKX-MC (UDP): paccunTan-
Has Macca: 437,29; naiinennas macca: 438,0 [M+H]" (By: 1,52 muH).

f)  N-(3-(6-Merokcunupunus-3-mn)-5-(5-(1-meTwmn-1H-nupazon-4-nn)-1H-6en3o[d Jumunazon- 1 -mm)de-
HUJT)aleTaMUI.

PactBop coenunennst uz npumepa 158e) (0,22 r, 0,5 mmoib) B 1,2-aumerokcustane (20 mit) gerasupyror
O6apboTupoBanuem N, B Teuenue 5 muH. JloOaBmsroT 1-metnn-4-(4,4,5,5-rerpamerni-1,3,2-quokcaboponan-2-
nn)-1H-mmpazon (0,11 1, 0,55 mmomns, 1,1 5KkB.), U cMech NIErasupyloT B TedeHHEe eme 5 MuH. Jl00aBisioT
Pd(PPhs), (0,116 T, 0,1 mmoms, 0,2 5kB.) 1 BoaHbIi kapOooHat Hatpus (0,16 T, 1,5 MmMmois, 3,0 9KB.), ¥ IPUMEHSI-
0T MeToauKy u3 npumepa 1d). HeounmmeHHbIH 0cTaTOK MPOAyKTa OYHMIIAIOT npenapatnBHoi BOXXX ¢ momyde-
HUEeM mpoaykTa ¢ 18%-HbIM BeIXOHOM (40 MT). 'H sIMP (300 MTI', AMCO-dg): 6 10,4 (c, 1H), 8,82 (c, 1H),
8,55 (¢, 1H), 8,23 (c, 1H), §8,1-8,04 (M, 2H), 7,98-7,91 (M, 2H), 7,85 (¢, 1H), 7,74-7,65 (M, 3H), 6,97 (1, 1H),
3,92 (¢, 3H), 3,88 (¢, 3H), 2,12 (¢, 3H); KX-MC (UDP): paccunrannas macca: 438,48; naiinennas macca: 439,1
[M+H]" (By: 0,4 mMun).

Mpumep 159. N-(5-(5-(1H-IInpazon-1-nn)-1H-6en3o0[d]umnnazon-1-nm)-2',4"-qudrop-[1,1'-6ndennn]-3-
WT)TIPOTTHOHAMHI,

K pactBopy coeannenns u3 npumepa 29a) (0,5 r, 1,3 mmons) B IM® (10 M) nobasmsitor TATY (0,98 T,
2,6 mmonb, 2,0 3kB.), 3ateM JJUIIDA (0,5 r, 3,9 Mmmounb, 3 3kB.) U mponmoHOBYt0 Kucioty (0,19 r, 2,6 Mmmons, 2,0
9kB.). CMech nepeMeImBaioT B TeUeHHe 4 4, 3aTeM raciT M 3KCTparupyror, kak B npumepe 1d). PactBopurens
OTTrOHAIOT, M OCTAaTOK OYMIIAIOT npenapatusHoii BOXKX ¢ nmomydyennem npoaykra ¢ 9%-HeM BbIxoaoM (50 mr).
'H SIMP (300 MI', IMCO-dg): 8 10,12 (c, 1H), 8,9-8,8 (c, 1H ), 8,6 (1, 1H), 8,2 (c, 1H), 8,12 (c, 1H), 7,95 (x,
1H), 7,89-7,82 (M, 2H), 7,8-7,7 (m, 2H), 7,55 (¢, 1H), 7,45-7,40 (M, 1H), 7,3-7,22 (M, 1H), 6,6-6,52 (c, 1H), 2,4
(xBapter, 2H), 1,15 (1, 3H); )KX-MC (12P): paccuntanHas Macca: 443,45; Haiinennas Macca: 444,1 [M+H]"
(By: 1,58 mun).

IMpumep 160. N-(5-(5-(1H-ITupazosn-1-nn)-1H-6en30[d]Jumunazon-1-mn)-2',4'-mudrop-[ 1,1'-0udenmn]-3-
WIT)U300y TUPaMHUI.

CoC/IMHeHHE TIOTYYAIOT W3 COSAMHEHHS U3 MpuMepa 29a) ¢ IPUMEHEHHeM METONHK u3 mpuMepa 159. 'H
SAMP (300 MI'i, IMCO-dg): & 10,28 (c, 1H), 8,8 (¢, 1H), 8,58 (m, 1H), 8,22 (a, 1H), 8,11 (c, 1H), 7,95 (x, 1H),
7,92 (m, 1H), 7,87 (1, 1H), 7,82 (c, 1H), 7,78 (¢, 1H), 7,53 (c, 1H), 7,45 (n, 1H), 7,25 (c, 1H), 6,55-6,54 (m, 1H),
2,67-2,58 (M, 1H), 1,12 (m, 6H); XKXX-MC (U3P): paccumrannas macca: 457,47; HaiinenHas macca: 4581
[M+H]" (By: 1,6 Mun).

MMpumep 161. N-(5-(5-(1H-IInpazon-1-nn)-1H-6en3o[d]umnnazon-1-nm)-2',4'-qudrop-[ 1,1'-6ndennn]-3-
WJT) IMKJIOTIPONIaHKapOOKCaMHUI.

CoeIMHEHHE TIONYYAKOT U3 COSIMHEHHUs M3 mpuMepa 29a) ¢ MpUMEHEHHeM MeTOauK m3 mpumepa 159. 'H
SAMP (300 MI'u, IMCO-dg): 8 10,63 (c, 1H), 8,72 (c, 1H), 8,57 (n, 1H), 8,21 (1, 1H), 8,08 (c, 1H), 7,93-7,74 (m,
5H), 7,52 (c, 1H), 7,46-7,39 (m, 1H), 7,29-7,23 (M, 1H), 6,55 (c, 1H), 1,85-1,79 (m, 1H), 0,87 (1, 4H); KX-MC
(MDP): paccuntanHas Macca: 455,46; Haiinennas macca: 456,1 [M+H]" (By: 1,58 mum).

IMpumep 162. N-(5-(5-(1H-ITupazosn-1-nn)-1H-6en30[d]Jumunazon-1-mn)-2',4'-mudrop-[ 1,1'-6udenmn]-3-
W) TABAJIaM U,

Coe/IMHEHHE TIOTYYAIOT W3 COSAMHEHHS U3 IMpuMepa 29a) ¢ IMPUMEHEHHeM METONHK w3 mpuMepa 159. 'H
SMP (400 MI'n, IMCO-dg): & 9,65 (c, 1H), 8,74 (c, 1H), 8,0 (m, 1H), 8,23 (1, 1H), 8,17 (c, 1H), 8,01 (c, 1H),
7,95-7,92 (m, 1H), 7,84-7,81 (m, 1H), 7,78-7,72 (M, 2H), 7,54 (c, 1H), 7,48-7,42 (m, 1H), 7,29-7,25 (M, 1H),
6,57-6,56 (M, 1.H), 1,27 (c, 9H); ’KX-MC (UDP): paccunranHas Macca: 471,5; naiinennas macca: 472,2 [M+H]"
(By: 1,68 mun).

Mpumep 163. N-(5-(5-(1H-IInpazon-1-nn)-1H-6en3o[d]umunnazon-1-nm)-2',4'-qudrop-[ 1,1'-6ndennn]-3-
wi)-2-MopdonrHOaeTaM I L.

K pactBopy coeanHenus uz npumepa 29a) (0,1 r, 0,26 mmoins) B JIM® (3 mu) nobasnsror EDC (74 wr,
0,39 mmois, 1,5 skB.), HOBt (70 mr, 0,52 mmonb, 2 3kB.), 3atem JUIIDA (0,1 r, 0,77 mmonb, 3 9kB.) U 2-
MOP(OIMHOYKCYCHYIO KHCIOTY (mpoMexyTounslii mpumep 10) (56 mr, 0,39 mmouns, 1,5 skB.). CMmech nepeme-
MIMBAIOT B TeUeHUe 12 4, 3aTeM TacsT U dKCTPArupyoT, Kak B npumepe 1d). PacTBoputens OTroHSIOT, U HEOUH-
IEHHBIH OCTATOK OYMIIAIOT MpenapatieHoit BOJKX ¢ monydenneM npoxykra ¢ 27%-HbIM BeIxoxoM (36 mr). 'H
SMP (400 MI', D,0): & 8,74 (c, 1H), 8,60 (x, 1H), 8,24 (n, 1H), 8,14 (c, 1H), 7,96-7,91 (m, 2H), 7,84-7,76 (M,
3H), 7,57 (¢, 1H), 7,49-7,40 (m, 1H), 7,35-7,22 (m, 1H), 6,56 (M, 1H), 3,66 (1, 4H), 3,61-3,59 (M, 4H), 3,21 (c,
2H); )KX-MC (MDP): paccuntanHas Macca: 514,53; Haiinennas macca: 515,1 [M+H]" (By: 0,53 Mum).

-56 -



026183

Mpumep 164. N-(2',4-Audtop-5-(5-(1-(1-mermnmunepunuu-4-mn)-1H-1,2,3-rpuazon-4-umn)-1H-6enzo-
[d]umunazon-1-mn)-[ 1,1'-6udennn]-3-wmn)aneTaMmu.

Cwmech coequnaenus u3 npumepa 17¢) (0,7 r, 1,8 mmons), 4-a3uno-1-metunmunepuauaa (0,3 , 2,17 MMoIIb,
1,2 okB.), ackopbara Hatpus (0,35 r, 1,8 mmois, 1,0 2kB.) 1 nentaruapata cyibdara meau (0,22 T, 0,9 MMoITB,
0,5 skB.) B JIMCO, JIXM u Boze (1:1:1, 3 M) nepememmuBaior B Teuenne 12 4 nmpu KT. Cmech racsaT BoaoH, u
BBINABIINHA 0CaOK QUIBTPYIOT U CYIIAT C MOTYYCHHEM HEOUYHIIEHHOTO MPOIYKTa, KOTOPBIN MMEePEeKPUCTAIITH30-
BBIBAIOT M3 JMATHIOBOr0 3(GHpa ¢ MoMydeHneM npoxykta ¢ 71%-upiM Beixogom (0,67 r). 'H SIMP (300 MI',
JAMCO-dy): 6 10,41 (c, 1H), 8,75 (c, 2H), 8,28 (n, 1H), 8,11 (¢, 1H), 7,95-7,92 (m, 1H), 7,81-7,74 (m, 2H), 7,53
(c, 1H), 7,45 (m, 1H), 7,27 (M, 1H), 3,66-3,62 (M, 1H), 3,26-3,22 (M, 4H), 2,87 (c, 3H), 2,27-2,22 (M, 4H), 2,12
(M, 3H); XKX-MC (UDP): paccuntaHHas Macca: 527,57; HaiinenHas Macca: 528,2 [M+H]" (By: 0,19 mum).

Mpumep 165. N-(2',.4-Audrop-5-(5-(1-(1-mermnmunepunuu-4-un)-1H-1,2,3-rpuazon-4-un)-1H-6enzo-
[d]umunazon-1-nm)-[1,1'-6udennn]-3-mn)stancyabonamun.

a) 2' 4'-NMudrop-5-(5-(1-(1-metnnnunepuann-4-un)-1H-1,2,3-tpuazon-4-mn)- 1 H-6en3o[dJumunazon-1-
wn)-[1,1'-6udennn]-3-amMmun.

PactBop coennnenust u3 npumepa 164 (0,48 r, 0,91 mmomns) B 6H. HCI (10 mi1) HarpeBatot npu 70°C B Te-
genue 3 4. Cmech racat pactBopoM NaHCO; u skcTparupyroT, kak B nmpumepe 1d). PacTBopuTenb OTTOHSIOT ¢
MOJy9eHNEM NpoaykTa ¢ 27%-abM BerxogoM (0,12 ).

b) N-(2'.4-Oudrop-5-(5-(1-(1-meTrmnmunepuaun-4-mn)-1H-1,2,3-tpuazon-4-un)- 1 H-6en3o[dJumunazon-1 -
nn)-[1,1'-6udennn]-3-mn)sTaHcyabhOHAMUI.

K pactBopy coenunenwus u3 nmpumepa 165a) (60 mr, 0,123 mmoinb) B IXM (2 M) qobasmnstor mupuauH (19
Mr, 0,246 Mmoib, 2,0 9KB.), 3aTeM xyopu dTancyiabhormna (19 mr, 0,148 mmons, 1,2 9kB.). Peaknmro oTciexu-
BatoT ¢ momortbio KXMC. [Tocne 3aBepIieHus peakuu pacTBOPUTEIHh YAAISIOT MPH MOHMKCHHOM JTABJICHUH, U
HCOYHIICHHBIA MPOAYKT OYHIIAIOT (ami-xpomarorpadueii (¢ mpuMeHeHHeM 2%-HOT0 METaHOJa B XJIOPOQOp-
Me) ¢ mosryueHueM npoaykra ¢ 13%-uemM BeixogoM (9 mr). dKX-MC (U3P): paccunrannas macca: 577,65; Haii-
nenHas Macca: 578,2 [M+H]" (By: 0,42 mun).

ITpumep 166. N-(2",4"-Audrop-5-(5-(1-(1-merunmunepunna-4-mn)-1H-1,2,3-rpuazon-4-mn)-1H-
oenzo[d]umunazon-1-mn)-[1,1'-0nudernn]-3-mn)uKIonponancyIbGpoHaMu/I.

CoeHEeHHE TTOTYYal0T U3 COeMUHEHUS U3 puMepa 164 ¢ mpuMeHeHneM METOAMK U3 rpuMepa 165 u xjo-
puma mukionpomnancyinbdonmta. XKX-MC (UOP): paccunrannas macca: 553,61; Haiimennas macca: 554,2
[M+H]" (By: 0,57 mun).

IIpumep 167. N-(2'.4'-Hudrtop-5-(5-(1-uzonponwmi-1H-nmupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
Oudenw]-3-mn)aneTaMmuI.

CoennHeHHE TOMYYAIOT U3 COCTUHEHUS M3 MPOMEXYTOYHOTO mpruMmepa 12 ¢ mpuMeHeHHEeM METOIHKH W3
npumepa 8. 'H SIMP (300 MI'n, IMCO-dq): & 10,43 (c, 1H), 9,12 (¢, 1H), 8,34 (c, 1H), 8,12 (c, 1H), 8,02-7,97
(m, 2H), 7,81 (c, 1H), 7,75-7,67 (m, 3H), 7,55 (¢, 1H), 7,47-7,41 (M, 1H), 7,29-7,22 (m, 1H), 4,52-4,45 (M, 1H),
2,10 (c, 3H), 1,45 (1, 6H); )KX-MC (UDP): paccuntannas macca: 471,5; Haiinennas macca: 471,6 [M+H] (By:
1,4 mun).

Mpumep  168.  N-(2',4'-Hdudrop-5-(5-(1-mermn-1H-nupa3zon-3-un)-1H-6en30[d Jumunazon-1-mn)-[1,1'-
oudenn|-3-mn)aneTamMu/.

a) N-(5-((4-Auerun-2-aurpodenun)amuno)-2',4'"-nudrop-[ 1,1'-6udennn|-3-wmwn)aneramu.

PactBop coemunenus u3 npumepa le) (0,6 T, 2,28 mmoisb), 1-(4-dprop-3-aurpodenun)stanona (0,4 T, 2,28
MMotb, 1,0 3kB.) u ¢propuna kamus (0,26 T, 4,56 mmonb, 2,0 3kB.) B JIM® narpesatot npu 80°C B Teuenue 7 4.
CMech TacsAT B SKCTParupyioT, kak B mpumMepe 1d). PacTBopuTeNb OTTOHSIOT, B OCTATOK OYHIIAIOT XpOMaTOrpa-
¢ueit Ha Kosonke: (60-120 cunmkarens, 1%-HBIit METaHOT B XJI0podopMe) € TTOIydeHHEM MPOAyKTa ¢ 68%-HbIM
BoixozioM (0,66 ). 'H SIMP (300 MI'u, IMCO-d): & 10,18 (c, 1H), 9,83 (c, 1H), 8,63 (1, 1H), 8,01 (M, 1H),
7,71 (c, 1H), 7,59 (m, 2H), 7,35 (M, 1H), 7,27-7,16 (M, 3H), 2,52 (¢, 3H), 2,05 (c, 3H).

b)  (E)-N-(5-((4-(3-(AnmeTnnaMuHO JakprIow)-2-HuTpodhenni)amMmuno)-2',4'-nudrop-[ 1,1'-6ndennn]-3-
WIT)aneTamMuI.

K pacrBopy coenunenust u3 npumepa 168a) (0,66 r, 1,55 mmons) B IM® (4 mi) u stanone (4 min) nobas-
mrotr IM® numernnanerans (7 mu) n nepemernuBatoT pu 110°C B Tedenue 12 4. CMech 9KCTparupyor, Kak B
npumepe 1d). PacTBopuTenb OTrOHSIOT ¢ ModydeHHeM nponykra ¢ 89%-ubeiM BeixogoM (0,66 T), KOTOpBIH Npu-
MEHSIIOT Cpa3y Ha CIEYIOIEH CTaauu.

c) N-(2.4-Audtop-5-((4-(1-metnn-1H-nmupazon-3-wmm)-2-aurpodenin)amuno)-[ 1,1'-6npennn]-3-nn)ame-
TaMUI.

K pactBopy coeaunenns u3 npumepa 168b) (0,66 r, 1,37 mmoins) B aTanose (15 mir) 1o0aBISIOT METHII-
ruapasuH (7 mn) u nepememuBaioT mpu KT B Teuenne Houn. CMecCh racsT OXJIKIESHHONW BOMIOH, M TIOTy4EeHHOE
TBEpIOE BEIIECTBO (HIBTPYIOT, IPOMBIBAIOT BOJAOI M MPUMEHSIOT Ha ciexytomei cragun. 'H SIMP (300 MI'w,
JAMCO-dy): 6 10,12 (c, 1H), 9,52 (c, 1H), 8,19 (n, 1H), 7,73-7,60 (m, 2H), 7,59-7,54 (m, 2H), 7,46-7,35 (M, 3H),
7,30-7,14 (m, 2H), 6,44 (#, 1H), 3,85 (c, 3H), 2,05 (c, 3H).

d) N-(5-((2-Amuno0-4-(1-metmn-1H-mupazon-3-wn)denmn)amuno)-2',4'-nudrop-[ 1,1'-6udennn]-3-nn)ame-
TaMU/I.
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K pacrBopy coexannenus us npumepa 168c) (0,5 r, 1,07 mmons) B TT'® (20 mur) mo6GaBisioT pacTBOp XJjIo-
puna ammonus (0,23 r, 4,28 mMob, 4 3kB.) B Boje (10 M) u mmnk (0,28 T, 4,28 MMoIb, 4 3kB.). CMech mepeMe-
muBaroT npu KT B Tedenune 4 94 u GunbTpyioT. PuibTpaT pa3daBisSIiOT BOJOW W SKCTPATHPYIOT, KaK B IPUMEpe
1d). PacTBopuTens OTTOHSIOT ¢ MOIydeHHeM HpoxykTa ¢ 65%-upmM BexomoM (0,3 r). XKX-MC (UDP): paccun-
TaHHAs Macca: 433,45; HaiinenHas mMacca: 434,1 [M+H]" (By: 0,49 mun).

e) N-(2',4'-Iudrop-5-(5-(1-metnn-1H-mmupazon-3-un)-1 H-6en3o[d Jumumazon-1-wun)-[ 1, 1'-6udenwmn]-3-
WT)aneTaMul.

Cwmech coenuaenus u3 nmpumepa 168d) (0,3 r, 0,69 MMob) 1 MypaBBHHOHN KHUCIOTHI (3 MJI) HarpeBaroOT MPHU
100°C B Teuenue 2 4. MypaBbUHYIO KUCIOTY OTTOHSIOT, 1 HEOUHUILEHHBIN OCTAaTOK SKCTPAarupyroT B dTUIALETA-
Te. PacTBOpUTENE OTTOHSIOT, M OCTaTOK ounInaroT npenapatuBHoid BOXXX ¢ momydyenuem npoaykra ¢ 9%-HbIM
BBIx010M (28 Mr). 'H SIMP (300 MT'y, IMCO-dq): & 10,42 (c, 1H), 8,81 (c, 1H), 8,10 (c, 1H), 7,96 (c, 1H), 7,83-
7,72 (m, 3H), 7,54-7,42 (m, 4H), 7,30-7,25 (M, 1H), 6,45 (1, 1H), 3,9 (¢, 3H), 2,13 (c, 3H); X)KX-MC (U3P): pac-
cunTanHas Macca: 443,45; naiinennas mMacca: 443,7 [M+H] (sy: 1, 37 mun).

IMpumep 169. N-(5-(5-(4,5-Aurnapo-1H-nmunazon-2-wn)- 1 H-6enzo[ dJumunazon-1-wn)-2',4'-nudrop-[1,1'-
oudenn|-3-mn)aneTamMmu/.

a) N-(5-((4-(4,5-Auruapo- 1 H-umumazon-2-mn)-2-autpodenmn)amuno)-2',4'-nuprop-[ 1,1'-6udpennn]-3-
WiT)aneTaMul.

K pactBopy coequnenus u3 npumepa 22a) (200 mr, 0,49 mmois) B IXM (10 M) mpu 0°C 106aBisioT 3TH-
neaauamud (0,036 mi, 0,54 mmods, 1,1 3kB.), 3aTem N-Opomcykumaumuz (95 mr, 0,54 mmons, 1,1 3kB.). CMmech
TIEPEMEIIUBAIOT B TeUeHHUE 12 4, TacsAT BOJOW M dKCTParupyIoT, Kak B mpuMepe 2b). PacTBoputens OTTOHSIOT, U
OCTaTOK OYMIIAIOT Xpomartorpadueit Ha xomoHke (60-120 cunmkarens, 20% MeTaHOIN B XJI0podopMe) ¢ TOTyde-
H1eM npoaykra ¢ 50%-uemM BeixogoM (0,11 r). XKX-MC (UDP): paccuntannas macca: 451,43; naiinennas mac-
ca: 452,1 [M+H]" (sy: 0,63 mun).

b)  N-(5-((2-Amuno-4-(4,5-nurunpo- 1 H-umunazon-2-mn)dermn)amuno)-2',4'-nudrop-[ 1,1'-0udennn]-3-
WIT)aneTaMuI.

K pactBopy coenunenns us npumepa 169a) (0,11 r, 0,23 mmons) B TT'® (10 mur) 1o6aBisroT pacTBop XJo-
puna ammonus (50 mr, 0,93 mmodb, 4 3kB.) B Boje (10 muin) u sk (60 Mr, 0,93 MMonb, 4 3kB.). CMech nepeme-
muBatoT npu KT B Tedenune 4 94 u GunbTpyioT. PuibTpaT pa30aBisIiOT BOJOW W KCTPATHPYIOT, KaK B IIPUMEpe
1d). PacTBopuTens OTTOHSIOT C MOMydYeHHEM NpoaykTa ¢ 88%-HbIM BeIxogoM (85 mr). XKX-MC (UDP): paccun-
TaHHAs Macca: 421,44; HaiinenHas mMacca: 422,2 [M+H]" (By: 0,49 mun).

¢) N-(5-(5-(4,5-durunpo-1H-umunazon-2-wn)- 1 H-6en3o[dJumunazon-1-nn)-2',4'-mudrop-[ 1,1'-6udennn]-
3-un)ameraMu.

Cwmech coemuHenust U3 npumepa 169b) (80 mr, 0,19 MMoIlb) M1 MypaBbUHON KHCIOTH (3 MJI) HarpeBaroT
npu 100°C B Teuenue 4 u. MypaBbUHYIO KHCIOTY OTTOHSIOT, 1 HEOUHIIEHHBIM OCTATOK 3KCTParupyroT B ITUII-
anetare. PacTBopuTenb OTIOHAIOT, U OCTAaTOK OuMIIaloT npenaparuBHod BOXXX ¢ momydyeHwem npoaykra c
12%-up1M BBIXOIOM (10 MT). 'H ssMP (400 MTI'i, D,O): 5 8,75 (¢, 1H), 8,33 (c, 1H), 7,96 (c, 1H), 7,84-7,79 (m,
2H), 7,74 (c, 1H), 7,66-7,6 (M, 1H), 7,47 (c, 1H), 7,29-7,23 (m, 1H), 7,19-7,14 (M, 1H), 3,99 (m, 4H), 2,06 (c,
3H); )KX-MC (MDP): paccuntannas macca: 431,44; naiinennas macca: 432,1 [M-H]" (By: 0,36 mun).

Mpumep 170. N-(4'-Drop-5-(5-(6-¢proprmupunun-3-mn)-1H-6enzo[d]umunaszon-1-mn)-[1,1'-6udennn]-3-
WIT)aneTaMuI.

CoerHEeHHe CUHTE3UPYIOT C pUMEHeHneM MeToauK u3 nmpumepa 53. LC-MS (ESI): paccunrannas macca:
440,44; maitnennas macca: 441,1 [M+H]" (By: 1,57 vun).

[Tpumep 171. N-(3-(5-(1-Otun-1H-tupazon-4-un)- 1 H-6en3o[dJumuaazon- 1 -um)-5-(1 H-mupposn-1-
nin)eHnm )ameTaMuz.

K pactBopy coenunenus u3 npumepa 87g) (1,5 r, 3,8 mmons) B 1,2-numerokcudtane (40 mi) 1o0aBiIsSIOT
COCJIHEHUE U3 MpoMexkyTouHoro mpumepa 13 (1,68 r, 7,59 mmons, 2 3kB.), kapOonat Hatpus (1 T, 9,5 MmO,
2,5 9KkB.) 1 Boay (4 M), M cMech aerasupyrot B Tedenue 15 mun (N, 6apootupoBannsii). Jobasmstor Pd(PPh;),
(0,9 1, 0,76 MmMoub, 0,2 5kB.), U cMech HarpeBatoT npu 100°C B Teyenue 2 4. CMech racsiT U S9KCTParupyroT, KaKk
B npumepe 1d). PacTBopuTens OTrOHSIOT, M OCTATOK OYMINAIOT Xpomarorpadueil Ha KOJOHKE C IHOIydeHHEM
coenuHeHUs ¢ 74%-upiM BeIXOIOM (1,15 T). 'H ssMP (300 MTI'i, IMCO-dy): 6 8,86 (M, 1H), 8,26 (M, 1H), 7,99-
7,94 (M, 2H), 7,87-7,80 (M, 2H), 7,72-7,60 (M, 3H), 7,39 (c, 2H), 6,31 (c, 2H), 4,15 (xBapteT, 2H), 2,10 (c, 3H),
1,40 (t, 3H); XKX-MC (UDP): paccunrannas mMacca: 410,47; naitnennas macca: 411,2 [M+H]" (8y: 1,11 mun).

ITpumep 172. N-(3-(5-(1-Onn-1H-nmpazon-4-nm)-1H-6en3o[ d Jumunazon-1-nm)-5-(1H-nmuppon-1-
1) (heHnI )3 TaHCyTb(HOHAMHUI.

a) 3-(5-(1-Otun-1H-mmupa3zon-4-un)- 1 H-6en30[dJumunazon- 1 -mm)-5-(1 H-muppo- 1 -mr)anmims.

Cwmecs 20% NaOH (5 min) u coennnenns u3 npumepa 171 (0,9 r, 2,12 Mmmoip) B 25 MIJI 3TaHOJIa HATPEBAIOT
pu 90°C B Teuenue 2 4. Cmech pazbapmsior straneraroM (100 mit), 1 opraHUdecKrid CII0i MPOMBIBAIOT BOJIOH
(50 Mu1) ¥ HaCBIMEHHBIM pacTBOPOM coid (25 mir). PacTBopuUTENs OTTOHSIOT, U OCTATOK OYHIIAIOT XpoMaTorpa-
(ueli Ha KOJOHKE HaJl CHIIMKAreJeM c: TIoJlydeHneM coeinHeHus ¢ 78%-HbiM BeixoaoM (0,7 r).

b) N-(3-(5-(1-Otun-1H-ntmpazon-4-un)- 1 H-06en3o[ d Jumunazon- 1 -mn)-5-( 1 H-mupposn- 1 -w) dherrn)stan-
cynb(hOHAMHUII.
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K pactBOpy coenunenus u3 npumMepa 172a) (75 mr, 0,2 mmorns) B IXM (1 mun) modasisror mupuaud (0,5
MJI) U xJytopup dTancynbdonmia (52 mr, 0,4 MMonb, 2 9KB.), 1 cMech nepemerinBatoT pu KT B Tedenue 12 4.
[IupuauH OTrOHSIOT, M OCTATOK OYMIIAIOT mpenapatuBHO BOXX ¢ momydennem coemuuenus ¢ 25%-HBIM BEI-
xozoM (23 mr). 'H SIMP (300 MI'u, IMCO-de): & 10,31 (c, 1H), 8,74 (c, 1H), 8,26 (c, 1H), 7,98 (n, 2H), 7,69-
7,61 (M, 3H), 7,42-7,38 (M, 4H), 6,33 (c, 2H), 4,15 (xBapret, 2H), 3,16 (kBaprer, 2H), 1,43 (1, 3H), 1,25 (T, 3H);
XKX-MC (MDP): paccuntanHas Macca: 460,55; Haiinennas macca: 461,18 [M+H]" (sy: 1,38 Mun).

Ipumep 173. N-(3-(5-(1-Hz3onpommi-1H-nupa3zon-4-nn)-1H-6en30[d|Jumumazon-1-wmr)-5-(1 H-mupposn-1-
nin)eHn )ameTaMuz.

CoennHeHHE TOMYYAIOT U3 COCTUHEHUS M3 MPOMEXYTOYHOTO mpuMmepa 12 ¢ mpuMeHeHHEeM METOIHKH W3
npumepa 171. "H SIMP (300 MI'u, IMCO-dg): & 10,40 (c, 1H), 8,67 (c, 1H), 8,29 (c, 1H), 8,01 (c, 1H), 7,94 (c,
1H), 7,86-7,81 (m, 2H), 7,70-7,59 (M, 3H), 7,41 (c, 2H), 6,32 (c, 2H), 4,53-4,49 (M, 1H), 2,12 (c, 3H), 1,46 (m,
6H); )KX-MC (MDP): paccuntanHas Macca: 424,5; naiinennas macca: 4252 [M+H]" (sy: 1,34 mun).

Mpumep 174. N-(3-(5-(1-Mz3onponun-1H-nupazon-4-nn)-1H-6en3o[d|umnnazon-1-nm)-5-(1H-nmuppon-1-
win)peHuT)MeTaHCYIb(GOHAMHUI.

a) 3-(5-(1-A3onponmi-1H-upazon-4-mn)-1H-6en3o[d [umunazon- 1 -mn)-5-( 1 H-mupposn- 1 -un)aHunvH.

Cmech 20% NaOH (5 mi) u coequnenns n3 npumepa 173 (1 r, 2,43 MMois) B 25 MIT 3TaHOJIA HarpeBaloT
npu 90°C B Teuenne 2 4. CMmech pazbasisitoT sTrinaneraTom (100 mit), M opraHMYecKui 10 MPOMBIBAIOT BOJOH
(50 Mu1) U HACKHIIIEHHBIM PACTBOPOM COJH (25 Mi1). PacTBOpUTENh OTTOHSIOT, M HEOUUIICHHBIH OCTATOK OYHINA-
0T XpoMaTorpaduei Ha KOJIOHKE HaJl CHJIMKAreJIeM C MoiydeHneM coennHeHns ¢ 93%-upM Beixonom (0,75 ).

b) N-(3-(5-(1-Hzonponmi-1H-mmupazon-4-un)-1H-6en3o[dJumumazon-1-mm)-5-(1 H-muppon- 1 -mn)hennn)-
METaHCYIh()OHAMUI.

K pacTtBopy coenmnaenus n3 npumepa 174a) (100 mr, 0,26 mmons) B JIXM (1 mur) gobasmsitot mupuaus (0,5
MJI) ¥ XJIopu[ dTaHcyaspormia (60 mr, 0,52 MMoib, 2 9KB.), U cMech niepeMermmBaroT pu KT B Teuenne 12 4.
ITupuanH OTTOHSIOT, M OCTAaTOK OYHINaloT npenapatuBHoit BOXKX ¢ monydyenueMm coenuneHus ¢ 8%-HbIM BBIXO-
oM (10 mr). 'H SIMP (300 MI'n, CD;0D): & 9,20 (c, 1H), 8,18 (c, 1H), 8,01 (c, 1H), 7,94 (c, 1H), 7,80 (c, 2H),
7,62 (c, 1H), 7,49 (m, 2H), 7,31 (m, 2H), 6,35 (M, 2H), 4,65-4,51 (M, 1H), 3,14 (c, 3H), 1,55 (x, 6H); KX-MC
(MDP): paccuntannas macca: 461,0; Haiinennas macca: 460,55 [M+H]" (By: 1,44 mMumn).

Mpumep 175. N-(3-(5-(1-Mz3onponun-1H-nupazon-4-nn)-1H-6en3o[dumnnazon-1-nm)-5-(1H-nmuppon-1-
W) peHUIT)3TaHCY Tb(HOHAMHI L.

CoeIMHEHHE TONYYAIOT U3 COCAMHEHHs U3 npuMepa 173 ¢ mpuMeHeHHeM MeTomuky u3 mpumepa 174. 'H
SMP (300 MI'n, CD;0D): 6 9,05 (c, 1H), 8,16 (c, 1H), 7,99-7,93 (m, 2H), 7,77 (c, 2H), 7,58 (c, 1H), 7,47 (m,
2H), 7,30 (M, 2H), 6,35 (M, 2H), 4,60-4,51 (M, 1H), 3,30 (xBapreT, 2H), 1,56-1,54 (1, 6H), 1,38 (T, 3H); XX-MC
(MDP): paccuntanHas macca: 474,58; Haiinennas macca: 475,1 [M+H]" (By: 1,50 mMum).

IIpumep 176. N-(2',4'-Iudrop-5-(6-(1-metun-1H-tupazon-4-wn)-3H-umumazo[4,5-b|mupuaun-3-mwn)-[1,1'-
OudeH|-3 -1T)TPOITHOHAMUI.

K pactBopy nponmonoBoit kucioTsl (20 mr, 0,274 mmonb) B JIM® (2 mur) nobasisitor TATY (155 mr, 0,41
MMOJIb, 1,5 9KkB.), U cMech nepeMernuBatoT ipu KT B Teuenne 0,5 4. Jlo6aBisIoT coequaenne u3 npumepa 132a)
(110 mr, 0,274 mmonb) u JUIIDA (0,15 mi, 0,821 MMob, 3 9KB.), U CMECh NIEPEMEIIMBAIOT B TeueHue 12 y, ra-
cAT BoJoi M dkcTparupyroT XM (3x50 mi). OO6beAMHEHHBIN OpraHUYeCKUi CJION MPOMBIBAIOT BOJIOH € TOMY-
YEeHUEM 0Ca/IKa, KOTOPBIH (GuibTpyroT. HeouniueHHbIH mpoaykT ouniaioT npenapatuBaoi BOXX ¢ nomyuyenn-
em npoxykra (14 mr). 'H SIMP (400 MTI', IMCO-de): & 10,23 (c, 1H), 8,92 (¢, 1H), 8,72 (x, 1H), 8,41 (x, 1H),
8,33-8,31 (M, 2H), 8,04 (1, 1H), 7,89 (n, 1H), 7,75-7,69 (m, 2H), 7,48-7,42 (M, 1H), 7,29-7,25 (M, 1H), 3,90 (c,
3H), 2,40 (xBapret, 2H), 1,11 (1, 3H); XKX-MC (UDP): paccuntannas macca: 458,46; naiinennas macca: 459,1
[M+H]" (By: 1,44 Mun).

Mpumep 177. N-(2',4'-qudrop-5-(6-(1-mermn-1H-nupazon-4-wn)-3H-nmunazo[4,5-b Jnupuann-3-mn)-[1,1'-
OneHnIT]-3 -1T) UKIONPONIaHKapOOKCaAMUI.

CoelMHEHHE TIONYYAKT C MPUMEHEHHEM METOAMKH 3 npumepa 176. 'H SIMP (400 MI'n, IMCO-de): &
10,62 (c, 1H), 8,94 (c, 1H), 8,72 (m, 1H), 8,41 (zn, 1H), 8,31 (z, 2H), 8,04 (c, 1H), 7,88 (ymmp.c, 1H), 7,72-7,68
(™, 2H), 7,47-7,41 (m, 1H), 7,29-7,25 (m, 1H), 3,89 (¢, 3H), 1,85 (M, 1H), 0,84 (1, 4H); KX-MC (M2P): paccun-
tanHas Macca: 470,4; Haiinennas Macca: 471,1 [M+H]" (By: 1,52 mun).

Ipumep 178. N-(2'.4-Hudtop-5-(6-(6-pTopnupumun-3-mn)-3H-umumazo[4,5-b mupuaun-3-wn)-[1,1'-
Oudenw]-3-mn)aneTamMmuI.

PactBop coequnenus u3 mpumepa 131c¢) (330 mr, 0,75 mmois) B 1,2-numerokcudTane (10 M) merasupyroT
b6apboTupoBanuem N, B TedueHue 5 muH. JJobaBistor (6-propmupuanH-3-un)oopoHoByro kucioty (130 mr, 0,9
MMOJIb, 1,2 3KB.), M CMECh JIeTa3upyroT B TedcHue eme 5 muH. Jlobasmsror Pd(dppf)Cl, (120 mr, 0,15 mmois, 0,2
9KB.) U BOIHBIN KapOoHat HaTpus (290 mr, 2,7 MMoutb, 3,0 3KB.), U MPUMEHSIIOT MeTOAUKY U3 npumepa 1d). He-
OUMINEHHBIH OCTATOK MPOAYKTa OUMINAIOT HpemapatuBHOi BIXKX ¢ momydenmem mpoxykra. 'H SIMP (400
MTI'u, AMCO-dg): 6 10,40 (c, 1H), 9,03 (c, 1H), 8,79 (x, 1H), 8,68 (c, 1H), 8,60 (c, 1H), 8,43 (ar, 1H), 8,30 (c,
1H), 7,87 (c, 1H), 7,70 (c, 2H), 7,47-7,26 (M, 3H), 2,07 (c, 3H); XKX-MC (UDP): paccunrannas macca: 459,4;
Haitnennas mMacca: 460,1 [M+H]" (sy: 1,53 mun).

IMpumep 179. N-(5-(6-(1H-ITupazon-1-mr)-3H-umumazo[4,5-b]mupunua-3-mn)-2'-prop-4'-metokcu-[1,1'-
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oudenn|-3-mn)aneTamMmu.

CoequHeHHE TMOJYYalOT C TPUMEHEHHEM METOAWKM u3 mpuMmepa 148, naumnas c N-(3-Opom-5-
autpodenmn)aneramuaa (0,8 r, 3,089 mmons) u (2-dpTop-4-meTokcudenwn)ooponoBoit kuciotsl (0,63 T, 3,71
MMoiTb, 1,2 5kB.). "H SIMP (400 MTI't, IMCO-de): & 10,39 (¢, 1H), 9,05 (¢, 1H), 9,02 (x, 1H), 8,67 (1, 2H), 8,26
(c, 1H), 7,89 (c, 1H), 7,84 (n, 1H), 7,68 (c, 1H), 7,59 (1, 1H), 7,04-6,95 (M, 2H), 6,64 (T, 1H), 3,85 (c, 3H), 2,13
(c, 3H); XKX-MC (U3P): paccuntanHas Macca: 442,45; HalineHnas Macca: 443,1 [M+H]™ (By: 1,42 Mun).

IMpumep 180. N-(2'-®Drop-4'-meToxcu-5-(6-(1-metwmn-1H-mupazon-4-wn)-3H-umunazo[4,5-bmupunna-3-
nn)-[1,1'-6udenwnn]-3-m)aneTaMu.

PactBop coemunenus u3 npumepa 179¢) (250 mr, 0,549 mmons) B 1,2-gumerokcudTane (10 M) gerasupy-
10T OapboTupoBanuemM N, B Teuenne 5 muH. [JobGaBnstor 1-meTmn-4-(4,4,5,5-retpamernin-1,3,2-muokcaboporan-
2-nn)-1H-mmmpazon (137 mr, 0,66 MmMoms, 1,2 3KB.), U CMECh ACTa3UPYIOT B TeUeHHUE ciie 5 MuH. JJoOaBisror
Pd(PPh;), (63 mr, 0,0549 mmonb, 0,1 3kxB.) u BoaHbIi kapOoHat Hatpus (117 mr, 1,1 MMoms, 2,0 9KB.), 1 ipuMe-
HSIOT MeToAuKy 13 npuMepa 1d). HeounineHHbIi ocTaToK NpOAyKTa ounInaroT npenaparunHoil BOXX ¢ momy-
deHneM npoaykTa ¢ 90%-HeiM BEIXoaoM (225 Mr). 'H SIMP (400 MI'n, JIMCO-de): & 10,39 (c, 1H), 8,92 (c, 1H),
8,71 (n, 1H), 8,41 (n, 1H), 8,30 (c, 1H), 8,25 (1, 1H), 8,04 (c, 1H), 7,84 (n, 1H), 7,67 (c, 1H), 7,58 (1, 1H), 7,03-
6,93 (M, 2H), 3,90 (c, 3H), 3,84 (c, 3H), 2,11 (c, 3H); XKX-MC (U3P): paccuntannas macca: 456,47; HalijcHHAS
macca: 456,6 [M+H]" (y: 1,07 mun).

[Tpumep 181. N-(2',4'-Iudprop-5-(6-(1-(1-metunmunepuaua-4-un)-1H-1,2,3-rpuazon-4-nn)-3H-
nmuaazo[4,5-b]mupunun-3-mn)-[1,1'-6udenwmn]-3-mr)aneTaMmui.

a) N-(2',4'-Iucdrop-5-((5-fion-3-auTponupuauH-2-mwi)amuHo)-[ 1, 1'-0udenmn]-3 -mn)anetaMmui.

PactBop coemunenwus u3 npumepa le) (2,58 r, 9,85 mmoip), 2-X10p-5-Hoa-3-HATPOITUPHINH U3 TIPOMEKY-
TouHOTO TIprMepa 14 (2,8 r, 9,85 mmous, 1,0 5kB.) u propuna xamus (0,57 r, 9,85 mmous, 1,0 5kB.) B IM® (30
M) HarpeBaroT mipu 130°C B TedeHne 5 4. CMech racsaT U SKCTparupyrort kak B npuMepe 1d). PactBopurens ot1-
TOHSIOT, U OCTATOK OYHMINAIOT Xpomarorpadueii Ha Komonke (60-120 cunmkarens, 30%-HbIi STHIALETAT B TEK-
came) ¢ momydennem npoaykra ¢ 40%-mbiM Boixozom (2,0 ). 'H SIMP (300 MTI't, IMCO-dq): & 10,10 (c, 1H),
9,95 (c, 1H), 8,74 (n, 1H), 8,66 (1, 1H), 7,88 (¢, 1H), 7,60-7,52 (M, 2H), 7,42-7,34 (M, 2H), 7,24-7,21 (M, 1H),
2,07 (¢, 3H); XKX-MC (UDP): paccunrannas macca: 510,2; Haiinennas macca: 510,9 [M+H]" (By: 1,75 mumn).

b) N-(5-((3-AMuno-5-HoqnupuanH-2-mi)aMuHo )-2',4'-nudtop-[ 1, 1'-0udenwn]-3-mn)aneramu.

K pacrBopy coexnnnenus us npumepa 181a) (0,5 r, 0,98 mmons) B TT'® (30 mur) mobGaBinsioT pacTBOp XJjIo0-
puna ammonus (0,2 T, 3,92 mmons, 4 3kB.) B Boae (15 mi) u mmak (0,25 1, 3,92 Mmonb, 4 3kB.). CMech mepeme-
muBaroT npu KT B Tedenne 3 9 u GunbTpyroT. PuibTpaT pa3daBisIiOT BOIOW U SKCTPATHPYIOT, KaK B MIPUMeEpe
1d). PacTBOpHTENs OTTOHSIOT C TOJY4EHHEM MPOAyKTa ¢ 64%-HbiM BEIXogoM (0,3 ). 'H SIMP (400 MTI,
JAMCO-dg): & 9,96 (c, 1H), 7,99 (c, 1H), 7,90 (c, 1H), 7,61 (n, 1H), 7,50 (xBapter, 1H), 7,43 (c, 1H), 7,39-7,33
(M, 1H), 7,28 (¢, 1H), 7,22-7,18 (M, 2H), 5,39 (c, 2H), 2,05 (c, 3H); XKX-MC (MDP): paccuntanHas macca:
480,2; naiinennas mMacca: 481,1 [M+H]" (8y: 1,53 mun).

¢) N-(2',4'-Iucrop-5-(6-tion-3H-umunazo[4,5-b | mupuaun-3-umn)-[ 1, 1'-6udennn]-3-nm)amneramu.

Cwmech coemuHeHus 3 npumepa 181b) (3,12 1, 1,5 1) 1 MypaBbHHOW KHCIOTHI (15 M) HarpeBaioT mpu
90°C B Teuenue 1 4. MypaBbUHYIO KUCIIOTY 3aT€M OTIOHSIOT, U OCTAaTOK PacTBOPAIOT B aTHianerare. Cioit atu-
JareTaTa MpOMBIBAIOT BOJIOH, HACBIIICHHBIM PACTBOPOM COJIH W CYIIAT HAJ Cyib(aToM Hatpus. PacTBopurens
OTTOHSIIOT C MOMyYeHHeM MPOAyKTa ¢ 92%-HbM BhixogoM (1,4 T). 'H SIMP (300 MI', JIMCO-de): & 10,38 (c,
1H), 8,93 (c, 1H), 8,63 (c, 2H), 8,21 (c, 1H), 7,89 (¢, 1H), 7,74-7,64 (m, 2H), 7,42 (1, 1H), 7,26 (1, 1H), 2,11 (c,
3H); )KX-MC (MDP): paccuntannas macca: 490,2; Haiinennas macca: 491,1 [M+H] * (y: 1,60 mun).

d) N-(2'4'"-qudrop-5-(6-((tpumeTuncunnn)atuani)-3H-umunazo[4,5-bmupunus-3-mn)-[ 1,1'-ondennn]-3-
WIT)aneTaMuI.

PactBop coemunenus u3 npumepa 181c¢) (1,6 r, 3,265 mmonp) B IM®P-Et;N (1:1; 60 Min) nera3upyroT 6ap-
6otupoBanueM N, B Teuenue 15 mun. Jlo6aBnsator nocnenoBarensao PAd(PPhs), (0,18 1, 0,163 MMous, 0,05 9kB.),
o meau(l) (62 mr, 0,326 mmoib, 0,1 9kB.) n sTHHUITpEUMeTWIcHIaH (0,38 T, 3,91 MMoub, 1,2 9KB.), U CMeECh
nepememuBaioT B TedeHue 12 1 mpu KT. CMmech racar u skcTparupyror, kak B npumepe 1d). PactBopurens ot-
TOHSIOT, U OCTaTOK OYMIIAIOT XpoMaTorpadueit Ha komoHke (60-120 cunmkarens, 40%-HbIi STHIAETAT B TEK-
came) ¢ MoTydeHHeM npoaykTa ¢ 73%-upiM BoixogoM (1,1 ). 'H SIMP (300 MI'u, JIMCO-dg): & 10,41 (c, 1H),
9,02 (c, 1H), 8,52 (m, 1H), 8,33 (n, 1H), 8,21 (c, 1H), 7,91 (c, 1H), 7,73-7,64 (M, 2H), 7,43 (M, 1H), 7,26 (M, 1H),
2,11 (¢, 3H), 0,27 (¢, 9H); KX-MC (UDP): paccuntaHHas Macca: 460,55; HaiinenHas macca: 461,2 [M+H]" (sy:
1,83 mun).

e) N-(5-(6-Orunnn-3H-nmunaszo[4,5-b Jnupunnn-3-un)-2',4'-nudrop-[ 1,1'-6ndennn]-3-n)aneramua.

K pactBopy coenunenns n3 npumepa 181d) (1,1 1, 2,4 mmons) B TT'® npu 0°C nobasnstor TEAF (1M B
Tr'®; 0,6 mi, 2,4 mmonsb, 1,0 9kB.), 1 cMech mepeMenmBarT B TeueHue 0,5 4. CMech QUIBTPYIOT HAJ CIOEM
JIBYOKUCH KPEMHHUS U TUCTHUTUPYIOT C MOJYYCHUEM HCOUYHIICHHOTO OCTaTKa, KOTOPBIA OYHIAIOT XPOMaTOorpa-
¢ueit Ha xoouKe (60-120 cunmkarens, 5%-HBIH METaHOI B XJIOPO(QOPME) ¢ MOIyICHHEM TPOITYKTa ¢ 8§6%-HBIM
BorxozioM (0,8 r). 'H SIMP (300 MI'ty, IMCO-dy): & 10,39 (c, 1H), 9,03 (c, 1H), 8,56 (1, 1H), 8,38 (1, 1H), 8,23
(c, 1H), 7,91 (c, 1H), 7,75-7,66 (M, 2H), 7,48-7,41 (m, 1H), 7,30-7,24 (M, 1H), 4,39 (c, 1H), 2,07 (c, 3H); XKX-
MC (MI3P): paccunrtannas Macca: 388,3; Haiinennas macca: 389,2 [M+H]" (By: 1,49 mun).
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f) N-(2',4"-dudrtop-5-(6-(1-(1-metunmunepunun-4-un)-1H-1,2,3-tpuazon-4-un)-3H-umunazo[4,5-b Juupu-
JuH-3-mn)-[ 1,1'-0udennn]-3-mm)amneramu .

Cwmech coemmHenus nu3 npumepa 181e) (0,5 T, 1,28 MMoinb), 4-a3um0-1-MeTHIIMUTIEPUIMHA U3 TIPOMEXKY-
tounoro npumepa 11 (0,21 r, 1,54 mmois, 1,2 9kB.), ackop6ara Hatpus (0,25 r, 1,28 mmons, 1,0 3kB.) U IeHTa-
ruzapata cynbdara meau (0,16 r, 0,6 mmoutb, 0,5 skB.) B IMCO, IXM u Boxe (2:5:2, 9 mMi1) mepeMemmBaT B
tederne 12 4 npu KT. CMmech racsaT BOIO#, W BBIIABIINK 0CaIOK (QHIBTPYIOT U CYIIAT C TMOJydYeHHUEM HEOUH-
IIEHHOT'O MPOAYKTAa, KOTOPBIA ouniaoT npenapatuBHoii BOXXX ¢ momyuennem npoaykra ¢ 74%-HBIM BBIXOIOM
(0,5 ). '"H SIMP (300 MI', CDCls): & 8,94 (1, 1H), 8,56 (1, 1H), 8,43 (c, 1H), 8,15 (c, 1H), 7,90 (c, 1H), 7,72
(c, 1H), 7,65 (c, 2H), 7,53-7,45 (M, 1H), 7,05-7,49 (m, 1H), 4,68-4,59 (M, 1H), 3,18-3,13 (M, 4H), 2,62 (c, 3H),
2,44-2,39 (M, 4H), 2,24 (c, 3H); XX-MC (MDP): paccuntanHas macca: 558,50; maiimennas macca: 529,2
[M+H]" (By: 0,39 mun).

ITpumep 182. N-(2",4"-Androp-5-(6-(1-(1-merunmunepunna-4-mn)-1H-1,2,3-rpuazon-4-mn)-3H-
umuznasol4,5-bnupunun-3-mn)-[1,1'-6ndpennn]-3-mr)sraHcyIbpoHaAMUA.

a) 2'4'-Indrop-5-(6-(1-(1-mermmmunepuann-4-un)-1H-1,2,3-rpuazon-4-mn)-3H-umunazo[4,5-bjnupuaun-
3-um)-[1,1'-6uennn]-3-amuH.

Coenunenne u3 npumepa 181 (0,4 T, 0,757 mmons) mobasmstor B Boanyto 6H. HCI (10 mu) npu 0°C, u
cMmech nepemermuBaroT pu 70°C B Tedenue 3 4. CMech racsiT HACHIIICHHBIM BOJHBIM pacTBOPOM OHMKapOOHAaTa
HaTpusl W KCTparupyror stuianeratoM (3x50 mur). OObeiMHEHHBI OpPraHUYecKUH CJIOH MPOMBIBAIOT BOJOH,
HACHIIIEHHBIM PaCTBOPOM COJIM W CyIIAT HaJ Cyah(paToM HATPHs, U OCTATOK OYHMINAIOT XpoMmartorpadueii Ha Ko-
nonke (60-120 cunukarens, 10%-ubrit metanon B JIXM) ¢ momryuennem npoxaykra ¢ 30%-aeM BeixogoMm (0,11
r). JKX-MC (MDQP): paccunTannas Macca: 486,52; Haiinennas Macca: 487,3 [M+H]" (y: 0,22 mun).

b) N-(2'.4'-Tudrtop-5-(6-(1-(1-meTmnmunepunua-4-un)-1H-1,2,3-rpuazon-4-wn)-3H-umunazo[4,5-b]mupu-
nuH-3-m1)-[ 1,1'-0udenwn]-3-mn)sTancynbPoHaMu.

K pactBopy coeanHenus uz npumepa 182a) (55 mr, 0,113 mmons) B IXM nob6asistror upuaus (17 wr,
0,226 mmodb, 2,0 9kB. ), 3aTeM xiopuj dTaHcyabponmwia (17 mr, 0,135 MmMons, 1,2 3kB.). Peakiuro orciexupa-
10T ¢ nomousto JXXKXMC. Ilocne 3aBeplieHUs peakLUU PACTBOPUTENb OTTOHSIOT, U HEOUYMIIEHHBIH NMPOIYKT
ouHMImAKOT nperapateHOi BAXKX ¢ momyuennem npogaykra ¢ 46%-Heiv BeixonoM (30 mr). 'H SIMP (300 MI ',
JIMCO-dy): 6 10,31 (c, 1H), 9,01 (c, 1H), 8,97 (n, 1H), 8,84 (c, 1H), 8,62 (c, 1H), 7,93 (¢, 1H), 7,75-7,71 (m,
2H), 7,48-7,419 (M, 2H), 7,27 (m, 1H), 3,45 (M, 1H), 2,79 (c, 3H), 2,41-2,34 (M, 4H), 2,28-2,24 (xBapreT, 2H),
1,27-1,22 (v, 4H), 1,03 (1, 3H); LC-MS (ESI): paccuntannas macca: 578,64; Haiinennas macca: 578,9 [M+H]"
(By: 0,11 mun).

[Tpumep 183. N-(2',4'-Iudprop-5-(6-(1-(1-metunmunepuaua-4-un)-1H-1,2,3-rpuazon-4-nn)-3H-
nmuaazo[4,5-b]mupunun-3-wmn)-[ 1, 1'-6udenmn]-3 -mn)uukIonponankapOoKcaMuI.

K pactBopy nuknonponankapooHoBoid kuciotsl (14 mr, 0,169 mmons, 1,5 3xB.) B JIM® (2 M) 100aBisIIOT
TATY (90 mr, 0,226 mmomb, 2,0 3kB.), 1 cMech niepeMenmuBaioT pu KT B Treuenue 0,5 4. JIo6aBisoT coeaumne-
Hue u3 npumepa 182a) (55 mr, 0,113 mmous) u JIUTIDA (45 mr, 0,339 MMoItb, 3 9KB.), U CMECh TIEPEMEITUBAIOT
B TeueHue 12 4, racst Bogon U skcTparupyioT JIXM (3x50 mi). O0bequHEHHBI OPraHMYECKUAN CIION TPOMBI-
BAaIOT BOJIOM C MOJYYCHHEM OCaJKa, KOTOPHIA (QMIBTPYIOT. HeOUNIEHHBIH MPOAYKT OYHIAIOT MpernapaTUBHON
BOXX ¢ nmomyuennem mpoaykta ¢ 13%-usmv Beixomom (12 mr). 'H SIMP (300 MI'w, IMCO-dg): & 10,68 (c,
1H), 8,98 (c, 2H), 8,83 (c, 1H), 8,62 (c, 1H), 8,33 (¢, 1H), 8,88 (c, 1H), 7,71-7,66 (m, 2H), 7,46-7,39 (M, 1H),
7,28-7,23 (m, 1H), 4,83 (m, 1H), 3,62-3,52 (M, 4H), 2,81 (c, 3H), 2,30-2,26 (M, 4H), 1,85 (M, 1H), 0,83 (x, 4H);
JXKX-MC (MDP): paccunTannas Macca: 554,59; Haiinennas macca: 554,9 [M+H]" (sy: 0,183 mum).

Mpumep 184. N-(5-(5-(1H-IInpazon-1-nn)-1H-6en3o[d]umnnazon-1-nm)-2',6'-audrop-[1,1'-6ndennn]-3-
WII)METaHCYIb()OHAMHUL.

a) 5-(5-(1H-ITupazon-1-wmn)-1H-6en30[d|Jumungazon-1-un)-2',6'-mudrop[ 1,1'-6udennn]-3-amum.

K pactBopy coemmuenus u3 mpumepa 152 (2,1 1, 4,895 mmons) B aTanone (50 mur) mobasmsaor 10%-Herid
BoaubIi pactBop NaOH (10 mur), u cmeck HarpeBaroT mipu 100°C B Tedenne 2 4. CMech TaciT W IKCTPArupyroT,
Kak B mpumepe 1d). PacTBopuTens OTTOHSIOT ¢ TTOTydeHHeM mpoayKTa ¢ 89%-ubM BbxomoM (1,6 T).

b) N-(5-(5-(1H-ITupazon-1-mn)-1 H-6en30[ dJumunazon-1-mn)-2',6'-qudrop[ 1, 1'-6ndennn|-3-na)meran-
cynmbhoHAMUI.

K pacrBopy coeanHenus uz npumepa 184a) (50 mr, 0,129 mmons) B IXM nobasistror upuaus (20 wmr,
0,258 mMmoms, 2,0 3kB.), 3aTeM xuopua MetaHcynbponmna (18 mr, 0,155 Mmmons, 1,2 3kB.). Peakuuio otcnexu-
BatoT ¢ nomomrsio JKXMC. Ilocne 3aBeplieHHs peakid pacTBOPUTENb OTTOHAIOT, U HEOUMIIEHHBIH MPOAYKT
oumMmaT npernapatueHoi BAXKX ¢ momyuennem npogaykra ¢ 50%-Hbv BeixogoM (30 mr). 'H SIMP (400 MI',
JIMCO-dg): 6 10,32 (c, 1H), 8,76 (c, 1H), 8,61 (m, 1H), 8,24 (n, 1H), 7,93 (ax, 1H), 7,79 (c, 1H), 7,76 (a, 1H),
7,61-7,57 (m, 4H), 7,37 (¢, 1H), 7,31 (1, 2H), 3,19 (¢, 3H); KX-MC (U3P): paccunrannas macca: 465,48; Haii-
nenHas mMacca: 466,1 [M+H]" (y: 1,47 mun).

IMpumep 185. N-(5-(5-(1H-ITupazon-1-mn)-1H-6en3o0[d Jumunazon-1-mn)-2',6'-mudrop[1,1'-0udenmn]-3-
WT)3TaHCYTH()OHAMUI.

Coe/IMHEHHE TIONYYA0T U3 COCAUHEHMS W3 IpuMepa 152 ¢ mpHMeHeHHeM MEeTOAUKH 13 mpumepa 184. 'H
SAMP (400 MI'u, AMCO-de): 6 10,35 (c, 1H), 8,72 (¢, 1H), 8,60 (x, 1H), 8,24 (n, 1H), 7,93 (an, 1H), 7,76 (1,
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2H), 7,61-7,54 (m, 3H), 7,39 (c, 1H), 7,31 (1, 2H), 6,56 (1, 1H), 2,40 (xBapret, 2H), 1,26 (T, 3H); XKX-MC
(MDP): paccuntannas macca: 479,5; Haiinennas macca: 480,0 [M+H]' (By: 1,51 mun).

Ipumep  186.  N-(2',6'-Iqudrtop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
oudenm]-3-mnMeTaHcyIbhOHAMHUT.

a) 2',6'-Iudrop-5-(5-(1-metun-1H-mupazon-4-mn)-1 H-6en3o[ d Jumunazon-1-un)-[ 1,1'-6udennn]-3-amum.

K pactBopy coemmuenus n3 mpumepa 151 (2,0 T, 4,514 mmomns) B Tanone (50 mun) mobasmsaor 10%-Herid
BoaubIi pactBop NaOH (2,5 mur), u cmech HarpeBarot nipu 100°C B Tedenne 2 4. CMech racsiT ¥ SKCTParupyror,
Kak B mpumepe 1d). PacTBopuTens OTTOHSIOT ¢ TTOTyd4eHHeM mpoayKTa ¢ 99%-ubmM BexomoMm (1,8 1).

b) N-(2,6'-qudrop-5-(5-(1-metnn-1H-nupazon-4-mn)-1H-6enso[d Jumunazon-1-mn)-[ 1,1'-6udenm]-3-
WII)METaHCYIb()OHAMHUL.

K pactBopy coeanHenus uz npumepa 186a) (50 mr, 0,124 mmons) B IXM nob6asiustror upuau (20 wmr,
0,258 mMmos, 2,0 3kB.), 3aTeM xuopua MeTaHcyibponmna (29 mr, 0,155 MmMons, 2,0 3kB.). Peakuuio otcnexu-
BatoT ¢ nomomsio JKXMC. Ilocne 3aBepuieHus peakiy pacTBOPUTENb OTTOHSIOT, U HEOUHIIEHHBIA MPOAYKT
ouHMmAKOT npenapatueHOi BAXKX ¢ momyuennem npoaykta ¢ 42%-HbiM BeIxoaoM (25 mr). 'H SIMP (300 MI',
JAMCO-dy): 6 10,34 (c, 1H), 8,76 (c, 1H), 8,22 (c, 1H), 7,97 (n, 2H), 7,66-7,57 (M, SH), 7,36-7,30 (M, 3H), 3,88
(c, 3H), 3,19 (c, 3H); XKX-MC (UDP): paccunTanHas macca: 479,50; HalineHnas macca: 480,2 [M+H]" (sy: 1,27
MUH).

Ipumep  187.  N-(2',6'-Hudrtop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
Ooudenmn]-3-mn)sTancyabhOHAMUI.

CoeauHEeHHE MOyJaloT U3 COSMUHEHUS u3 mpuMepa 151 ¢ mpuMeHeHneM MEeTOINKH u3 puMepa 186. 'H
SAMP (400 MI'n, AMCO-dg): 6 10,37 (c, 1H), 8,80 (c, 1H), 8,23 (c, 1H), 7,98 (n, 2H), 7,67 (¢, 2H), 7,61 (c, 1H),
7,56 (c, 2H), 7,38 (c, 1H), 7,30 (T, 2H), 3,88 (c, 3H), 3,30 (xBapret, 2H), 1,26 (1, 3H); XKXX-MC (M2P): paccun-
TanHas Macca: 493,3; Haiinennas Macca: 494,1 [M+H]" (By: 1,38 mun).

Mpumep 188. N-(4'-®top-2'-meTokcu-5-(5-(1-mermn-1H-nupazon-4-nn)-1H-6en3o[d Jumnnazon-1-nn)-
[1,1'-6udenmn]-3-mn)aneTaMu.

CoequHeHHE TMOJYyYalOT C TPUMEHEHHEM MeTOAWKM u3 mpumepa 148, naumnas c N-(3-Opom-5-
Hutpodenun)aneramuga (0,8 r, 3,089 mmoins) u (4-prop-2-merokcudpenmn)ooponoBoii kucnotsr (0,63 T, 3,71
mMonk, 1,2 9kB.). 'H SIMP (400 MI'ti, IMCO-de): & 10,35 (c, 1H), 8,93 (¢, 1H), 8,24 (c, 1H), 8,07 (c, 1H), 7,98
(n, 2H), 7,71-7,69 (M, 3H), 7,47-7,44 (M, 2H), 7,08 (an, 1H), 6,93 (a1, 1H), 3,88 (¢, 3H), 3,17 (c, 3H), 2,08 (c,
3H); )KX-MC (MDP): paccuntannas mMacca: 455,48; Haiinennas macca: 456,1 [M+H]" (By: 1,13 mun).

[Tpumep 189. N-(5-(5-(1H-ITupazon-1-mn)-1H-6en3o0[d Jumunazon-1-un)-2'-grop-4'-merokcn[ 1,1'-
Oudenw]-3-mr)aneTaMmuI.

a) N-(2'-®rop-4'-meTokcu-5-autpo[ 1,1'-ondennn]-3-mn)aneramus.

CoeauHeHne MMOIyJaloT U3 coeauHenus u3 npumepa 1¢) (0,8 r, 3,089 Mmoinb) u (2-dpTop-4-MeToKCHEHIT)
6oponoBoit kuciots (0,63 T, 3,71 MMoIb, 1,2 9KB.) ¢ IPUMEHEHHEM METOUKHU U3 IIpuMepa 148a) ¢ moryaeHnem
npoaykta ¢ 97%-upM BeixogoM (0,91 1). 'H SIMP (300 MI'u, IMCO-dg): & 10,52 (c, 1H), 8,59 (¢, 1H), 8,07 (c,
1H), 7,97 (c, 1H), 7,55 (1, 1H), 7,05-6,93 (M, 2H), 3,84 (c, 3H), 2,11 (c, 3H).

b) N-(5-Amuno-2'-pTop-4'-MeTokcu| 1,1'-Ondennn|-3-m)aneraMu.

CoequHeHNE NOTYYaroT U3 coeauHeHus u3 npumepa 189a) (0,9 r, 2,96 MMoI1b) € IPUMEHEHHEM METOIUKH
w3 pumepa 148b) ¢ momyderneM npoaykTa ¢ 97%-ueM BeixoxoM (790 mr). 'H SIMP (300 MI'y, IMCO-de): &
9,74 (c, 1H), 7,28 (1, 1H), 6,91-6,78 (M, 4H), 6,34 (c, 1H), 5,15 (ymmp.c, 2H), 3,77 (c, 3H), 1,98 (c, 3H); XKX-
MC (UDQP): paccunrannas macca: 274,3; Haiinennas macca: 275,2 [M+H]" (By: 0,35 mun).

¢) N-(5-((4-bpom-2-auTtpodenrmn)amuno)-2'-hrop-4'-metokcw| 1,1'-6udennn|-3-wmn)aneTamu.

CoenuHECHHE MTOTYyYarOT U3 coenuHeHus u3 npumepa 189b) (3 r, 10,95 MMoIB) ¢ IPUMCHEHUEM METOAUKH
w3 puMepa 148¢) ¢ moTydeHHeM HEOUHIIIEHHOTO IPOAYKTa ¢ 93%-HbiM BEIX0Z0M (4,82 T). 'H SIMP (300 MTI'1,
JAMCO-dy): 6 10,13 (c, 1H), 9,43 (c, 1H), 8,23 (n, 1H), 7,68-7,64 (M, 2H), 7,53 (c, 1H), 7,44 (1, 1H), 7,24 (x,
1H), 7,11 (c, 1H), 6,98-6,88 (M, 2H), 3,81 (c, 3H), 2,06 (c, 3H); XKX-MC (U3P): paccunrtannas macca: 474,3;
HaiinenHas Macca: 476,01 [M+H]" (y: 1,85 mun).

d) N-(5-((2-AmunO0-4-6pombenmn)amuHo)-2'-pTop-4'-MeTokcu[ 1, 1'-Ondenmn|-3-mr)aneTamu.

CoearHEeHHE TTOJIYYaloT U3 coeAMHeHUs 13 mpuMepa 189¢) (4,8 r, 10,13 MMoIIb) ¢ IPUMEHEHHUEM METOIUKH
u3 npumepa 148d) ¢ nomyuennem npoaykta ¢ 93%-ubiM BbixomoM (4,12 1). 'H SIMP (300 MI'm, IMCO-de): &
10,80 (c, 1H), 7,30 (1, 2H), 7,11 (&, 1H), 6,98-6,82 (M, SH), 6,63 (ax, 1H), 6,52 (¢, 1H), 5,09 (ymwup.c, 2H), 3,77
(c, 3H), 1,98 (c, 3H); KX-MC (UDP): paccunraHHas mMacca: 444,30; HaiinenHas macca: 4:41,0 [M+H] * (By:
1,66 MuH).

e) N-(5-(5-bpom-1H-6en30[dJumunazon-1-mn)-2'-prop-4'-merokcu| 1,1'-0ndernn]-3-m)aneraMmu .

CoequHEHHE MONYYalOT U3 coeAnHeHus n3 npuMepa 189d) (4 r, 9 MMonb) ¢ MpUMEHEHHEM METOAMKHU M3
npumepa 148¢) ¢ monyuenrem npoaykra ¢ 95%-usM BixoxoM (3,8 r). 'H SIMP (300 MI'n, JIMCO-dq): & 10,38
(c, 1H), 8,69 (c, 1H), 7,99 (1, 2H), 7,77 (1, 1H), 7,65-7,44 (m, 4H), 7,01-6,89 (M, 2H), 3,81 (c, 3H), 2,09 (c, 3H);
JXKX-MC (MDP): paccunrannas Macca: 454,3,30; naiinennas macca: 456,0 [M+H]" (By: 1,68 mun).

f)  N-(5-(5-(1H-Iupazon-1-mn)-1H-6en30[d[umunazon-1-mn)-2'-prop-4'-meroxcu| 1,1'-6udennn|-3-wmn)-
arieTaMu/I.
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CoenuHeHNE NOTYYaroT U3 coeauHenus u3 npumepa 189e) (0,8 r, 1,76 MMOIIb) C IPUMEHEHHEM METOIUKH
3 npumepa 148f) ¢ monyuenuem npoaykta ¢ 71%-mbiM Beixozom (0,55 r). 'H SIMP (400 MTI'ti, IMCO-dg): &
10,34 (c, 1H), 8,84 (c, 1H), 8,61 (n, 1H), 8,24 (n, 1H), 8,06 (c, 1H), 7,95-7,93 (m, 1H), 7,82-7,77 (m, 3H), 7,61
(1, 1H), 7,51 (c, 1H), 7,04-6,94 (M, 2H), 6,57 (1, 1H), 3,84 (c, 3H), 2,12 (c, 3H); XKX-MC (U3P): paccuntannas
macca: 441,4; naitnennas mMacca: 442,1 [M+H]" (sy: 1,44 mun).

Ipumep 190. N-(2'-®Top-4'-meTokcu-5-(5-(1-metnin-1H-mmupazon-4-un)-1H-6en30[d |Jumumazon-1-mm)-
[1,1'-6udennn]-3-mm)aneramMu.

PactBop coemunenus u3 npumepa 189¢) (0,25 t, 0,55 mmonb) B 1,2-numerokcudtane (10 mir) merasupyror
O6ap6otupoBanneM N, B Teuenue 5 muH. JloGaBmsioT 1-metnn-4-(4,4,5,5-terpamermi-1,3,2-arokcaboposian-2-
nn)-1H-mmpazon (0,14 1, 0,66 mmomnb, 1,2 5KB.), © CMeCh NETasupylOT B TeUeHHE eme 5 MuH. Jl00aBisioT
Pd(PPh;), (63 mr, 0,055 mmons, 0,1 3kB.) u BogHbIH kapOoHat Hatpus (0,12 1, 1,1 Mmmonb, 2,0 3KB.), 1 IpuMe-
HSIOT MeToAMKY 13 npuMepa 1d). HeounineHHbIi ocTaToOK NPOAyKTa o4nINAioT npenaparuHoit BOXX ¢ momy-
gennem npoaykTa ¢ 90%-upiM BexogoM (0,23 ). 'H SIMP (400 MT', IMCO-dg): & 10,42 (c, 1H), 9,08 (c, 1H),
8,26 (c, 1H), 8,11 (c, 1H), 8,02 (¢, 1H), 7,99 (c, 1H), 7,80 (c, 1H), 7,75-7,68 (M, 2H), 7,58 (T, 1H), 7,53 (c, 1H),
7,04-6,94 (m, 2H), 3,89 (c, 3H), 3,84 (c, 3H), 2,12 (c, 3H); XKX-MC (U3P): paccunranHas Macca: 445,4; Haii-
nenHas mMacca: 455,7 [M+H]" (By: 0,75 mun).

Mpumep 191. N-(2'-®rop-4'-meTokcu-5-(5-(1-mermn-1H-nupazon-4-un)-1H-6en3o[d Jumnaazon-1-nn)-
[1,1'-6udernn]-3-wm)UKIoIponancyIbHOHAMUI.

a) 5-(5-bpom-1H-6en30[dJumunazon-1-mm)-2'-prop-4'-metokcu-[ 1,1'-oudennn]-3-amus.

K pactBopy coequnenwus u3 nmpumepa 189¢) (2,5 1, 5,5 mmons) B atanose (50 Mir) 100aBISIOT BOAHBIN pac-
tBop NaOH (2 1, 50 Mmoib, 9 9KB.), 1 cMech HarpeBaroT nmpu 90°C B Teuenue 2 4. CMech racsT H SKCTParupymor,
Kak B mpumepe 1d). PacTBopuTens 3aTeM OTTOHSIOT ¢ OJIYYCHHEM COeTUHEHNUs C 92%-HBIM BBIXOAOM (2,1 T).

b) N-(5-(5-bpom-1H-6en30[dJumuaazon-1-mr)-2'-hprop-4'-meTokcu| 1, 1'-0udeHr]-3 - 1) IUKIompoIan-
cynb(OHAMHUII.

K pactBopy coenmnenust u3 npumepa 191a) (0,8 r, 1,94 mmons) B IXM nobasnstor mupuanH (0,8 mu,
10,12 mmoutp), 3aTeM XJIOpu IuKIonponancyibdonrmia (0,326 t, 2,33 mmons, 1,2 3kB.). CMech MepeMeIHBaOT
B TedeHHe 16 4, racaT M SKCTParupyror, Kak B mpumMepe 2b). PacTBopHuTeNb OTTOHSIOT C MOJy4eHHEM HEOUYH-
IIEHHOTO OCTaTKa, KOTOPHI OYMIIAIOT XpoMaTorpadueii Ha kononke (60-120 cunmkarens, 4% meranoun B JIXM)
¢ moxryueHneM npoxaykra ¢ 80%-ubmM BerxooMm (0,8 ).

c) N-(2'-®Top-4'-meTokcu-5-(5-(1-metnn- 1 H-nmupazon-4-un)-1H-6en3o[ d[umunazon-1-nm)-[1,1'-
OuQeHwI|-3 -1 ITUKIIOTPOTTaHCYIb(DOHAMUI.

CoenuHeHre TOMy4aloT 3 coeanHenus u3 npumepa 191b) (150 mr, 0,295 MMOmb) ¢ IPUMEHEHHEM METO-
qmKky w3 npuMepa 148f) ¢ monyuenuem npoaykta ¢ 41%-mbiM BhIxomoM (45 mr). 'H-SIMP (400 MI'w, IMCO-
de): 6 8,94 (ymmp.c, 1H), 8,25 (c, 1H), 8,02 (c, 1H), 7,98 (c, 1H), 7,72-7,66 (M, 2H), 7,64-7,560 (M, 3H), 7,51 (c,
1H), 7,03 (a, 1H), 6,95 (zn, 1H), 3,89 (c, 3H), 3,84 (c, 3H), 2,87 (M, 1H), 1,02 (z, 4H); XKX-MC (U3P); paccun-
TaHHAs Macca: 517,57; HaiinenHas macca: 518,1 [M+H]" (8y: 1,39 mun).

Mpumep 192. {2'-®top-4'-mMeTokcu-5-[5-(1H-nupazon-4-um)deH3onmMuazon- 1 -mi)ondennn-3-ui} aMmusa
[UKJIOTIPOTIAaHCYIL()OHOBOH KHCIOTEHI.

CoequHeHNE MOJTYYalOT M3 COSAWHEHUs M3 npuMepa 189¢) ¢ mpuMeHeHneM METOAMKH M3 mpuMmepa 2 |
XJIOpHIA IUKIONPONAHCYIb(OHIIIA, i IPUMEHSIOT METONUKY 13 npumepa 148f). 'H-SIMP (400 MI'u, IMCO-
de): 6 10,22 (c, 1H), 8,83 (c, 1H), 8,17 (c, 2H), 8,07 (¢, 1H), 7,70 (c, 2H), 7,64-7,60 (1, 1H), 7,56 (c, 2H), 7,50
(c, 1H), 7,03 (n, 1H), 6,96 (n, 1H), 3,85 (¢, 3H), 2,90-2,80 (M, 1H), 1,10 (1, 3H), 1,02 (x, 4H); )KX-MC (U3P):
paccunranHas macca: 503,55; naiinennas macca: 503,9 [M+H]" (By: 1,24 mun).

Ipumep  193.  N-(2'.4'-Hudrop-5-(5-(1-meTmn-1H-nupa3zon-3-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
Ooudenm]-3-mnMeTaHcyIbhOHAMHUT.

a) 2',4'-ludprop-5-(5-(1-metun-1H-mupazon-3-wn)-1H-6en3o[d Jumunazon-1-un)-[ 1,1'-6udennn]-3-amum.

CoenuHEeHHE TOTY4aloT U3 coeaquHenus u3 npumepa 168e) (0,6 r, 1,35 MMoIIb) ¢ MpuUMEHEHHEM METOIUKH
u3 npuMepa 186a) ¢ momyuenuem mpoxaykra ¢ 70%-usiM BeixogoM (0,38 1). XKX-MC (U3P): paccuntanHas mac-
ca: 401,41; maitnennas macca: 402,1 [M+H]" (By: 1,198 mum).

b) N-(2'4'-Tudrop-5-(5-(1-metnn-1H-nmupazon-3-mn)-1H-6enzo[d Jumunazon-1-mn)-[ 1,1'-6udenm]-3-
WII)METaHCYIb()OHAMHUL.

CoequHeHHE TIOJTy4aroT U3 coeuHeHus n3 npumepa 193a) (85 mr, 0,211 MMonb) ¢ NpUMEHEHHEM METO/IU-
Ki 13 ipuMepa 186b) ¢ momyuenneM npoaykra ¢ 35%-upiM BeIxogoM (34 mr). 'H SIMP (400 MT', IMCO-dq): &
8,73 (c, 1H), 7,94 (c, 1H), 7,79-7,69 (m, 2H), 7,51-7,49 (M, 1H), 7,42 (M, 2H), 7,34 (¢, 1H), 7,31 (c, 1H), 7,25 (m,
1H), 6,44 (c, 1H), 3,89 (c, 3H), 3,00 (c, 3H); XKX-MC (U3P): paccunrannas macca: 479,5; HalieHHas Macca:
480,1 [M+H] (By: 1,34 Mun).

[Tpumep 194. N-(5-(5-(1H-1,2,4-Tpuazon-1-wun)-1H-6en3o[dJumunazon-1-nn)-2',4'-nudprop[1,1'-
Oudenw]-3-mn)aneTaMmuI.

a)  N-(2'4-Oudrop-5-((2-aurpo-4-(1H-1,2,4-tpuazon-1-wmr)dennn)amuno)-[ 1,1'-6udennn]-3-nm)amera-
MU/

K pactBopy coenunaenus u3 npumepa 17¢) (0,67 r, 1,31 mmons) B JIMD (2 mi) nobasistot 1,2,4-Tprazon
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(0,136 T, 1,95 mmomnsb, 1,5 3kB.), okcun menu(l) (0,188 r, 1,31 mmoms, 1 3kB.) u kapOoHar nesus (0,85 r, 2,62
MMOJIb, 2 9KB.), U 3aTeM cMech HarpeBaroT npu 90°C B TeueHue 12 4. CMech racaT U SKCTParupyroT, Kak B IpH-
Mepe 1d). PacTBopuTens OTTOHSIOT € TTOJIyd€HHEM HEOUHIIICHHOTO OCTaTKa, KOTOPHIH OYHIIAIOT XpoMaTorpadu-
eit Ha komonke (60-120 cumukarens, 70%-HBIH 3THIANETAT B TEKCAaHE) C MOJMyYCHHEM IPOAyKTa ¢ 68%-HBIM
BbIxoa0M (0,4 1).

b)  N-(5-((2-Amuno-4-(1H-1,2,4-tpuazon-1-mr)denmn)amuno)-2',4'-mudrop[ 1,1'-6udennn]-3-mn)amnera-
MU/

K pactBopy coenunenns u3 npumepa 194a) (0,4 r, 0,88 mmois) B ykcycHo# kuciote (10 mur) mpu 80°C
MEJICHHO IO TTOPLHUAM JT00aBISIOT mopomok xkenesa (0,12 r, 2,2 MMonb, 2,5 3kB.) B TeueHue 6oaee 10 muH (oc-
TOPOKHO: BBICOKODK30TepMHUecKasi peakuus). [Tocne 3aBepiienns nodasneHus cmeck HarpesaroT npu 80°C B
TeueHue 1 9 u racst qo0aBIeHUEM M3MEIbUCHHOTO JibJa. BrimaBminii ocaiok QUIBTPYIOT U MPOMEIBAIOT XOJIO-
HOHM BOJIOH C TIOJIy4eHHEM TBEPJOTO BEIIECTBA, KOTOPOE CyIIaT B BEICOKOM BaKyyMe C MOJTYYEHHEM IPOIYKTa C
67,5%-ubM BbIXOZO0M (0,25 T).

¢) N-(5-(5-(1H-L,2,4-Tpuazon-1-un)-1H-6en30[dJumunazon-1-un)-2',4'-mudrop[ 1, 1'-oudenwnn]-3-un)are-
TaMUI.

Cwmech coemuaeHus 3 npumMepa 194b) (0,250 r, 0,595 MMoIb) 1 MypaBbHHON KUCIOTHI (3 MJI) HArpeBaroT
mpu 80°C B TeueHue 1 4. MypaBbHHYIO KHCIIOTY OTTOHSIOT, U HEOUHIIICHHBIN OCTATOK PACTBOPSIOT B dTHIIAIIETA-
Te. HeounmennsIii ocratok ounmarot npenapatuBaoit BOXXX ¢ momyuennem mpoaykra ¢ 29%-HBIM BBIXOJIOM
(75 mr). "H IMP (300 MI'u, JIMCO-de): & 10,41 (c, 1H), 9,36 (c, 1H), 8,81 (c, 1H), 8,3 (c, 1H), 8,26 (c, 1H),
8,08 (m, 1H), 7,88-7,87 (m, 3H), 7,8-7,7 (M, 3H), 7,55 (c, 1H), 7,5-7,4 (m, 1H), 7,32-7,24 (M, 1H), 2,12 (c, 3H);
JXKX-MC (MDP): paccunTanHas macca: 430,41; raiinennas macca: 430,8 [M+H]" (By: 1,17 mun).

IMpumep 195. N-(5-(5-(1H-1,2,4-Tpuazosn-1-nn)-1H-6en30[d]Jumunazon-1-mn)-2',4'-nudprop[ 1,1'-6udenun-
3-umi)3TaHCcynb(hOHAMHU,

a) 5-(5-(1H-1,2,4-Tpua3zon-1-wr)-1H-6en30[d]Jumunazon-1-mn)-2',4'-nudptop[ 1,1'-6udennn]-3-amuH.

K pacrtBopy coenunenus u3 npumepa 194c) (0,26 r, 0,6 Mmmois) B aTanosne (5 mir) godasmstor 1:1 pactBop
HCI (3 mi), u cmecw HarpeatoT npu 80°C B Teuenne 1 4. CMech HEHTpaIM3yrOT pacTBOpoM OMKapOoHaTa Ha-
TPHUSI U OKCTPArupyloT, Kak B mpuMepe 2b). PacTBopuTens OTTOHSIOT ¢ MOJYyYEHUEM MPOAYKTa ¢ 56%-HBIM BBHI-
xozmoM (0,13 r). JKX-MC (MDP): paccuntanHas Macca: 388,37; HaiinenHas macca: 388,8 [M+H]" (By: 0,5 muH).

b) N-(5-(5-(1H-1,2,4-Tpuazon-1-mn)-1H-6en3o[d|umunazon-1-un)-2',4"-qudrop[ 1,1'-6udennn]-3-mwr)sTan-
cynmbhoHaAMUI.

CoerHEeHHE TTOTYJaloT U3 COeIMHEHns u3 mpumepa 195a) (65 mr, 0,167 MMOIb) ¢ MPUMEHEHHEM METO IH-
Kk u3 nmpuMmepa 186b) u xiopuma stancyabhonmwia (32 mr, 0,15 mmons, 1,5 9kB.) ¢ Mony4eHHEeM MPOAYKTa C
15%-nbIM BBIXOAOM (12 MT). 'H SIMP (300 MI1, JAMCO-dy): 6 10,50 (ymmp.c, 1H), 9,15 (M, 1H), 8,85 (c, 1H),
8,30-8,25 (m, 2H), 7,83-7,76 (M, 3H), 7,60-7,48 (m, 4H), 7,22 (M, 1H), 3,32 (xB, 2H), 1,27-1,24 (1, 3H); XKX-MC
(MDP): paccuntannas macca: 480,49; Haiinennas macca: 480,8 [M+H]" (By: 1,41 Mun).

Mpumep 196. N-(5-(5-(1H-1,2,4-Tpuazon-1-mn)-1H-6en3o[d]umunazon-1-mn)-2',4'-mudrop[1,1'-6nde-
HWJI]-3-11)MeTaHCyIb(hOHAMHU.

CoeIMHEHHE MOTYYAIOT U3 COSIMHEHHs 13 mpuMepa 195a) ¢ mpuMeHeHneM MeToauK) 13 mpumepa 195. 'H
SAMP (300 MI'n, AMCO-dg): & 10,30 (ymmup.c, 1H), 9,35 (m, 1H), 8,82 (c, 1H), 8,29-8,25 (M, 2H), 7,87-7,76 (™,
3H), 7,61-7,46 (M, 4H), 7,27 (M, 1H), 3,18 (c, 3H); XKX-MC (U3P): paccuntannas macca: 466,46; HaiiicHHAS
macca: 467,8 [M+H]" (sy: 0,71 mun).

Ipumep 197. N-(5-(5-(1H-1,2,4-Tpuazon-1-un)-1H-6en30[dJumuaazon-1-nm)-2',4'-nudrop[ 1,1'-6nude-
HU|-3-11) TUKJIOTIPOTIAHCYITb(hOHAMHT.

CoerHEeHHE TOTyYaloT U3 COeMMHEHUS u3 nmpuMepa 195a) ¢ mpuMeHeHneM METOUKH u3 mpumepa 195 u
XJIOpU/A IIUKIIONPONAHCYIb()OHMIIA. 'H aMP (300 MI'u, AMCO-dg): & 10,40 (ymmp.c, 1H), 9,45 (M, 1H), 8,80
(c, 1H), 8,35-8,25 (M, 2H), 7,88-7,76 (M, 3H), 7,65-7,48 (M, 4H), 7,21 (M, 1H), 2,96-2,9 (m, 1H), 1,04-1,0 (M,
4H); KX-MC (MUDP): paccunranHas Macca: 492,5; Haiinennas Macca: 493,1 [M+H]" (By: 1,43 mun).

[Tpumep 198. N-(5-(5-(1H-1,2,4-Tpuazon-1-wun)-1H-6en3o[dJumunazon-1-nn)-2',4'-nuprop[ 1,1'-
OudeH]-3 -1 MPOITMOHAMUI.

K pactBopy coenunenns uz npumepa 195a) (50 mr, 0,128 mmouns) B8 AM® (2 mi1) 100aBisIOT IPOITHOHO-
ByI0 kucnory (14 mr, 0,192 mmodnsb, 1,5 3kB.). lo6apnsror TATY (73 wmr, 0,192 MmMons, 1,5 9kB.), 1 cMech mepe-
memmBatoT pu KT B Teuenne 6 4. CMech TacAT OXJIaXICHHOH BOJIOW, U 0CaJJOK COOMPAIOT C IOJIYYCHUEM IIPO-
nykTa ¢ 26%-HbpIM BeIX0A0M (15 MT). 'H IMP (400 MI'u, CD;0D): & 9,17 (c, 1H), 8,67 (c, 1H), 8,24-8,22 (m,
2H), 8,17 (m, 1H), 7,89 (¢, 2H), 7,7-7,64 (M, 1H), 7,55 (m, 1H), 7,17-7,11 (m, 2H), 2,52-2,46 (xB, 2H), 1,27-1,23
(1, 3H); XKX-MC (U3P): paccuntannas macca: 444,44; naiinennas macca: 445,2 [M+H]" (By: 1,35 muH).

IIpumep 199. N-(5-(5-(1H-1,2,3-Tpunazon-1-mn)-1H-6en30[dumunazon-1-um)-2',4'-mudrop[1,1'-
Oudenm]-3-mn)aneTamMmuI.

CoenuHEeHHE TIOMYJaloT M3 COSAUHEHHS W3 TpuMepa 17¢) ¢ mMpUMEHEHHEM METOAWK 3 mpumepa 194 u
1,2,3-tpuazona. 'H SIMP (300 MI', IMCO-dg): & 10,37 (¢, 1H), 8,24 (m, 3H), 8,11-8,08 (v, 3H), 7,98-7,9 (m,
1H), 7,85 (¢, 1H), 7,8-7,7 (m, 1H), 7,55 (m, 1H), 7,5-7,42 (m, 1H), 7,32-7,24 (m, 1H), 2,1 (c, 3H); XX-MC
(MDP): paccuntanHas macca: 430,41; Haiinennas macca: 431,1 [M+H]" (By: 1,53 mum).
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Mpumep 200. N-(5-(5-(1-(Luxnonpornmicyibdonnn)-1H-nupazon-4-un)-1H-6en3o[dJumuaazon-1-win)-
2" 4'-nudrop-[1,1'-6ndennin]-3-na)araHcyabpoHaMuI.

a) 5-(5-bpom-1H-6en30[d]Jumumazon-1-mn)-2',4'-mudptop-[1,1'-6udenmn]-3-amun.

K pactBopy coenunenus: u3 npumepa lh) (20 r, 45,2 mmons) B ataHose (250 M) m00aBIsAIOT BOAHBIN pac-
tBop NaOH (5 1, 125 Mmous, 2,75 9KB.), 1 cMech HarpeBatoT mpu 85°C B Teuenue 5 4. CMech racsT M 3KCTparu-
pytoT, Kak B mpumMepe 1d). PacTBopuTens OTTOHSIOT ¢ OMyYeHHEM NMPOAYKTa ¢ 99%-HbIM BBIXOAOM (18 T).

b) N-(5-(5-bpom-1H-6en30[dJumuaazon-1-wn)-2',4'-mudrop-[1,1'-6udenwn|-3-mn)sTaHcyabhoHAMHII.

CoenuHeHHe MOTydaloT U3 coenuHeHus u3 npumepa 200a) (3,0 r, 7,5 MMoIb) ¢ IPUMEHEHHUEM METOIUKH
u3 npumepa 186b) u xiopuna stancynsponuna (4 r, 30,7 MMoIIb, 4 3KB.) ¢ MOTyYECHHEM NPOIYKTa ¢ 95%-HbIM
BbIXOAOM (3,5 1).

c) N-(5-(5-(1H-ITupazon-4-un)-1H-6en30[d Jumunazon-1-mn)-2',4'-nudrop-[ 1,1'-6udennn|-3-wmm)Itan-
cynb(hOHAMHUII.

PactBOp coemunenus w3z mpumepa 200b) (2,5 r, 5,08 mmons) B 1,2-numerokcustane (75 M) AerasupyroT
b6apboTupoBanuem N, B Teuenue 5 muH. loOapmsior 4-(4,4,5,5-terpamernin| 1,3,2]muokcaboponan-2-un)-1H-
nupazon (1,18 r, 6,1 MMoib, 1,2 9KB.), 1 cMech JIera3upyloT B Teuenue emie 5 muH. Jlo6asnsior PA(PPhs), (0,28
1, 0,254 mmous, 0,05 5kB.) 1 BoaubId kapOonat Hatpus (1,0 T, 9,48 mmons, 2,0 3KB.), ¥ IPUMEHSIOT METOAUKY
n3 npumepa 1d). HeounmeHHBIH OCTaTOK MPOIYKTa OYMIIAIOT Xpomarorpadueii Ha komoHke (60-120 cumka-
renb, 80%-HBIH STHIALIETAT B TeKCaHE) C TMOTydeHreM poaykra ¢ 30%-uemM Boixoxom (0,7 r). "H-SIMP (300
MTI'n, AMCO-dg) 6 8,20 (ymmp.c, 2H), 8,08 (ymup.c, 1H), 7,75 (m, 3H), 7,62 (c, 2H), 7,50 (m, 2H), 7,30 (M,
1H), 3,31 (xB, 2H), 1,27 (1, 3H); )KX-MC (U2P): paccuntanHas macca: 479,5; HaitnenHas Macca: 480,1 [M+H]"
(By: 1,22 mun).

d) N-(5-(5-(1-(uxnonponuncynshonun)- 1 H-nmupazon-4-mn)-1 H-6en3o[d Jumunazoan-1-um)-2',4'-mudrop-
[1,1'-6nudennn]-3-m)atancyabpoHamu.

K pactBopy coenunenus u3 npumepa 200c) (50 mr, 0,104 mmons) B JIXM noGasnsror mupuaus (0,5 mu,
6,32 MMOIIB), 3aTeM XJIOpUA IHKIonponancyibhormna (22 mr, 0,139 mmons, 1,5 3kxB.). PeakunonHyro cMmech
MepeMEIINBAOT B TeUeHHE | U, TacsT M SKCTParupyroT, Kak B npuMepe 2b). PacTBoputens OTTOHSIOT ¢ Moyde-
HHEM HEOYMIIEHHOTO OCTaTKa, KOTOpBIH ouMmiaroT npenapatuBHoil BOXKX ¢ momydenuem mpoxaykra ¢ 89%-
HBIM BEIX0Z0M (40 mr). 'H SIMP (400 MI';, IMCO-dq): & 10,36 (c, 1H), 8,89 (1, 1H), 8,61 (c, 1H), 8,28 (c, 1H),
7,86 (m, 1H), 7,77-7,74 (m, 2H), 7,60 (c, 2H), 7,48-7,46 (M, 2H), 7,29 (1, 1H), 3,30 (xB, 2H), 3,20-3,18 (M, 1H),
1,33-1,32 (m, 2H), 1,26-1,23 (M, 7TH) XKXX-MC (UDP): paccunrannas Macca: 583,63; Haiinennas macca: 584,1
[M+H]" (By: 1,62 mun).

IMpumep 201. N-(2'.4-HudTop-5-(5-(mupumuaun-5-un)-1H-6en30[d|umumazon-1-wn)-[1,1'-0udenmn]-3-
WT)3TaHCYTH()OHAMUI.

CoerHEeHHE MOYYA0T U3 coequHeHus 3 npuMepa 200b) ¢ mpumeHeHnem metoauk u3 mpumepa 200c).
'H-SIMP (300 MI'u, CD;OD): & 9,10 (ymmp.c, 4H), 8,14-8,10 (m, 1H), 7,97-7,82 (m, 1H), 7,80 (z, 1H), 7,60-
7,52 (M, 3H), 7,46 (c, 1H), 7,06-7,04 (M, 2H), 3,25 (M, 2H), 1,28 (T, 3H); XXX-MC (U2P): paccuntanHas: macca:
419,51; naitnennas macca: 492,1 [M+H]" (sy: 1,43 mun).

Mpumep 202. N-(2'4'-Hdudrop-5-(5-(mupunun-4-mn)- 1 H-6enzo[d]umunazon-1-mn)-[1,1'-6udennn]-3-
WJT)3TaHCyIb(QOoHAMHU.

CoenuHeHHE TONTy4aoT U3 coequHeHus u3 npumepa 200b) ¢ nmpumeneHneM MeToauk u3 npumepa 200c).
'H SIMP (300 MI'ti, CD;0OD) & 8,95 (c, 1H), 8,84 (1, 2H), 8,44 (1, 3H), 8,04 (1, 1H), 7,79 (z, 1H), 7,64-7,56 (M,
1H), 7,51 (n, 2H), 7,11-7,04 (ar, 1H), 3,21 (kxB, 2H), 1,33 (1, 3H); XKX-MC (13P): paccunranHas macca:
490,52; naitnennas macca: 490,9 [M+H]" (y: 0,37 mun).

IMpumep 203. N-(5-(5-(1H-ITupazon-4-un)-1H-6en30[d]Jumunazon-1-mn)-2',4'-mudprop-[ 1,1'-0udenwn]-3-
WJT) IAKJIOTIPOTIAHC Y Ib()OHAMHT.

CoenuHeHHe TIOMy4aloT U3 coeanHenuns u3 npumepa 200a) (15 r, 37,5 MMoIb) ¢ IPUMEHEHUEM METOINKH
n3 npuMmepa 186b) u xmopuaa mukiIonponancyibdonmwta (10 mi, 56,25 mmons, 1,5 3KB.), 3aTeéM METOJAUKH W3
npumepa 200c) ¢ moTydeHHeM npoaykra ¢ 40%-HbiM BexoaoM (36 mr). 'H SIMP (400 MI'u, IMCO-dg): & 10,33
(c, 1H), 8,88 (c, 1H), 8,20 (¢, 2H), 8,09 (c, 1H), 7,80-7,77 (M, 1H), 7,73 (c, 2H), 7,63 (1, 2H), 7,53 (a, 1H), 7,52-
7,49 (m, 1H), 7,32-7,31 (m, 1H), 1,05 (x, 5SH) m.a. XKX-MC (UDP): paccunrannas macca: 491,51; Haiinennas
macca: 492,4 [M+H]" (sy: 1,34 mun).

[Mpumep 204. N-(2',.4'-dudrop-5-(5-(1-n3onponmn-1H-nmpazon-4-nm)-1H-6en3o[d]umunazon-1-mm)-[1,1'-
OneHnIT|-3 1) UKIONPONaHCYIL(OHAMU.

CoequHEHHE TIOJTy4aloT U3 COSIMHEHHS U3 IpuMepa 167 ¢ npuMeHeHneM METOIUK U3 ITpuMepa 2 U XJI0pH-
Jla IIAKJIONPOTIAaHCYTH()OHMIIA. 'H aMP (300 MI'u, IMCO-dg): 6 8,64 (c, 1H), 8,30 (c, 1H), 8,01 (¢, 1H), 7,95
(c, 1H), 7,80-7,72 (m, 1H), 7,65 (n, 2H), 7,55-7,52 (m, 3H), 7,45 (m, 2H), 7,32-7,22 (M, 1H), 4,52 (m, 1H), 2,82
(M, 1H), 1,48 (c, 3H), 1,46 (c, 3H), 1,01-0,99 (M, 4H); XKX-MC (M3P): paccunrannas macca: 533,59; HalieHHas
macca: 534,1 [M+H]" (8y: 1,59 mun).

IIpumep 205. N-(2',4'-Tudrop-5-(5- (1-uzonponwi-1H-nupazon-4-nn)-1H-6en3o[dJumumazon-1-wmm)-[1,1'-
Oudenm]-3-mr)-2-MeTOKCHAIICTAMHU/T.

a) N-(5-(5-bpom-1H-6en30[dJumunazon-1-nmn)-2',4'-mudprop-[ 1,1'-6udennn]-3-ni)-2-MeTOKCHATIE TAMHI.
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K pactBopy coenunenns u3 npumepa 200a) (250 mr, 0,625 mmons) B IXM noGasnstor TOA (0,5 mi, 3,46
MMOJIb, 5,5 3KB.), 3aTeM xjopun 2-meTokcuanerwia (81 mr, 0,75 mmonb, 1,2 3kB.). CMech EpEeMEIIUBAOT B
TEeUYeHHE 2 4, TaCAT U IKCTPArupyroT, kak B mpumepe 1d). PacTBopuTens OTTOHSIOT ¢ TIOTy4YeHHEM HEOUHIIIEHHO-
ro ocTaTKa, KOTOPHIM ounmaoT xpomaTtorpadueir Ha konoHke (60-120 cunmkarens, 20%-HBI dTHIAIETaT B
rekcane, 68%-ub1it Beixon (200 mr).

b) N-(2'4-Oudtop-5-(5-(1-u3onponmi-1H-mmupazon-4-mn)-1H-6en3o[dJumunazon-1-un)-[1,1'-oudennn]-
3-nn)-2-MeTOKCHAIIETAMHI.

CoenuHeHHe TIOMyJYaloT U3 coeauHeHus u3 npumepa 205a) (100 mr, 0,212 MMOIb) C MPUMEHEHHEM METO-
mukn u3 npumepa 200c) u 1-nzonponun-4-(4,4,5,5-rerpamerni-1,3,2-nuokcabopomnan-2-ui)-1H-nupaszona (70
mr, 0,297 MMonb, 1,4 3KB.) C MOMyYCHHEM YKa3aHHOTO B 3arOJIOBKE COCAMHEHUS ¢ 57%-HBIM BBIX0J0M (60 MT).
'"H SIMP (300 MI', IMCO-dg): & 8,64 (c, 1H), 8,30 (c, 1H), 8,01 (c, 1H), 7,95 (¢, 1H), 7,80-7,72 (m, 1H), 7,65
(m, 2H), 7,55-7,52 (m, 3H), 7,45 (m, 2H), 7,32-7,22 (m, 1H), 4,52 (M, 1H), 2,82 (M, 1H), 1,48 (c, 3H), 1,46 (c,
3H), 1,01-0,99 (M, 4H); XKX-MC (13P): paccuurannas macca: 501,53; naiinennas macca: 502,1 [M+H]" (By:
1,55 mun).

Mpumep  206.  N-(5-(5-(1-Auerun-1H-nmpazon-4-un)-1H-0en3o[dJumunazon-1-mn)-2',4'-mudpTop[1,1'-
OudeHwI]-3 -1 ITUKIIONPOTIaHCYIb(DOHAMUI.

K pactBopy coenunrenus u3 npumepa 203 (50 mr, 0,101 mmoins) B JIXM (1 M) mo6asisror TOA (0,1 mu,
0,69 mmomb, 6,9 9kB.), 3aTteM areruwiaxiopun (12 mr, 0,142 mmons, 1,4 5kB.). CMech IepeMenmnBaloT B TSUCHHE 2
4, TacAT M SKCTParupyror, kak B mpumepe 1d). PacTBopuTens OTTOHSIOT ¢ MOydYeHHEM HEOYHIIEHHOTO OCTaTKa,
KOTOpBI OYHIAIOT IperapaTuBHoil BAYXKX ¢ momyuennem nmpoaykta ¢ 74%-HbM BeIxogoM (40 mr). 'H SIMP
(300 MI'u, AIMCO-dy): 6 8,93 (ymmp.c, 1H), 8,72 (c, 1H), 8,50 (c, 1H), 8,24 (c, 1H), 7,83 (x, 1H), 7,76-7,70 (M,
2H), 7,58 (ymmp.c, 2H), 7,50-7,40 (m, 2H), 7,30-7,20 (M, 1H), 3,15 (¢, 3H), 2,90-2,80 (M, 1H), 2,67 (¢, 3H), 1,01
(m, 4H); )KX-MC (UDP): paccuntanHas macca: 533,55; Haiinennas macca: 534,1 [M+H]" (By: 1,55 mun).

Mpumep 207. N-(2'4'-Audrop-5-(5-(1-(metmncynbdonnn)-1H-mpazon-4-un)-1H-6en3o[d[umunazon-1-
win)-[1,1'-6udennn]-3-wn) nuKnonponancynbhoHaMUL.

K pactBopy coeaunennst u3 npumepa 203 (50 mr, 0,101 mmons) B AXM noGasnstor nmupuaus (16 wr,
0,202 mmoib, 2,0 9KkB.), 3aTeM xyopu1 MeTancyabponuna (14 mr, 0,122 mmons, 1,2 9kB.). CMech nepemMennBa-
IOT B TCUCHHE | U, TacsAT U IKCTPArUPYIOT, Kak B mpuMmepe 2b). PacTBopuTENh OTTOHSIOT C TOIYYCHUEM HEOYH-
IIEHHOTO OCTaTKa, ounmaroT npenapatuBHoit BOXXX ¢ momyduennem mpoaykra ¢ 60%-HeM BeIxomoMm (40 mr).
'H SIMP (400 MI'ti, IMCO-dq): 8 10,32 (c, 1H), 3,95 (c, 1H), 8,90 (c, 1H), 8,62 (c, 1H), 8,29 (c, 1H), 7,88 (x,
1H), 7,76 (nn, 2H), 7,63 (z, 2H), 7,52 (c, 1H), 7,50-7,47 (M, 1H), 7,30-7,29 (ur, 1H), 3,61 (c, 3H), 2,90-2,86 (M,
1H), 1,04-1,02 (1, 4H); )KX-MC (M2P): paccuntanHas Macca: 569,6; HaiinenHas Macca: 569,9 [M+H]" (y: 0,64
MUH).

[Tpumep 208. N-(5-(5-(1-Iuxnonentnin- 1 H-mupazon-4-wn)- 1 H-6en3o[d [umugazon- 1 -mm)-2',4'-
madTop[1,1'-6udennn]-3-un)merancynbGoHaMuI.

a) N-(5-(5-bpom-1H-6en30[dJumunazon-1-umn)-2',4'-mudrop[ 1,1'-oudennn]-3-wmn)-merancynbhoHamu.

K pactBOpy coeauHeHUs, MOYIEHHOTO U3 coenuHeHns u3 npumepa 200a) (3,0 r, 7,5 mmons) B IXM, mo-
OapmstroT mupuanH (5 Mit, 63,2 MMonb, 8,4 3KB.), 3aTeM XJopun Metancynbponmia (1,3 r, 11,25 mmons, 1,5
9kB.). CMech epeMeInBaoT B TeUeHUE | 4, TacsT U 3KCTparupyror, kKak B npuMepe 2b). PactBopurens oTrons-
0T C TIOY4YE€HUEM HEOUHUIIEHHOTO OCTaTKa, KOTOPBIA ounIIaroT npenapatuBHoit BOXX ¢ nonydenuem npogyk-
Ta ¢ 95%-HBIM BBIXOJIOM (3,5 T).

b) N-(5-'5-(1-Iuknonentun-1 H-mupazon-4-un)-1 H-6en3o[dJumuaazon-1-mn)-2',4'-mudrop[ 1,1'-6ndennn]-
3-un)meraHcynbGoHaMuU I,

CoenuHeHre TIOMyJaloT u3 coeauHenus u3 npumepa 208a) (100 mr, 0,209 MMOIb) C MPUMEHEHHEM METO-
nukn u3 npumepa 200c¢) u 1-ruknonentun-4-(4,4,5,5-rerpamerwn-1,3,2-nnokcadopomnan-2-wmi)- 1 H-mupazona (82
mr, 0,313 mMMmoms, 1,5 3KB.) ¢ moTydeHHEM YKa3aHHOTO B 3aroyioBke coequHeHus ¢ 33%-HpM BeixogoM (30 mr).
'H SIMP (300 MI'ti, IMCO-de): & 10,28 (c, 1H), 8,63 (c, 1H), 8,28 (c, 1H), 8,00 (c, 1H), 7,94 (c, 1H), 7,80-7,70
(M, 1H), 7,70-7,60 (M, 2H), 7,54 (m, 2H), 7,50-7,40 (m, 2H), 7,30-7,20 (aT, 1H), 4,72-4,65 (M, 1H), 3,94 (c, 1H),
3,16 (c, 3H), 2,15-2,05 (M, 2H), 2,00-1,90 (m, 2H), 1,85-1,75 (M, 2H), 1,70-1,60 (M, 2H); XKX-MC (U3P): pac-
cunTaHHas Macca: 533,59; HaineHHas Macca: 534,3 [M+H]" (By: 1,12 muH).

Mpumep 209. N-(2%,6'-Audrop-5-(6-(1-metun-1H-mupazon-4-mn) -3H-umunazo[4,5-b|mupuans-3-n)-
[1,1'-6ndennn]-3-nm)uukaonponaHkapOoKcaMuI.

a) N-(5-((5-bpom-3-HuTponupuauH-2-ui)aMmuHo)-2',6'-mudrop[ 1,1'-6udennn]-3-mr)aneramu.

PactBop N-(5-amuno-2',6"-nu¢rop[1,1'-6udenmn]-3-um)aneramuna (1,4 r, 6,1 mmoins), 5-6pom-2-xi0p-3-
HuTpormpuaunaa (1,6 r, 6,1 mmons, 1,0 3kxB. ) u ¢propuna kamus (0,53 r, 9,0 mmois, 1,5 sxB.) B IM® (8 M) Ha-
rpeBatoT nipu 110°C B Teuenne 4 4. CMech TacaT U IKCTPArupyroT, kak B npumepe 1d). PactBopurens OTrOHSIOT
C TIOJIy9eHHEM HEOYHINEHHOTO IMPOIYKTa, KOTOPHIA OYMINAIOT XpoMarorpadueit Ha kojonke (60-120 cumuka-
renb, 30%-HbI 3THTaNeTaT B TEKCaHe) C TIOIyYeHHEM YKa3aHHOTO B 3aT0JIOBKE COeNMHEHHS C 28%-HBIM BBIXO-
nom (0,8 1).

b) N-(5-((5-bpom-3-HuTponupunut-2-ui)amMmuno)-2',6'-mudrop[ 1,1'-oudennn]-3-mwn)aneramu .

K pactBopy coenunenus u3 npumepa 209a) (0,8 r, 1,73 mmoins) B TT'® (25 mi) u meranoine (5 M) nobas-

- 66 -



026183

NS0T pacTBop xuopuaa ammonus (0,37 r, 6,92 MmMons, 4 5kB.) B Boae (5 mu) u mmeK (0,45 1, 6,92 MMouns, 4
9kB.). Cmech nepememusatotr npu KT B Teyenue 1 u n punbtpyror. @uibTpaT pa30aBisitoT BOAOH M 3KCTparu-
pytoT, kak B nmpumMepe 1d). PacTBopurens oTTrOHSIOT ¢ moimydeHneM npoaykra ¢ 80%-uemm BerxogoMm (0,6 1).

¢) N-(5-(6-bpom-3H-umumazo[4,5-b|mupunun-3-mn)-2',6'-mudrop[ 1, 1'-0ndennn]-3-mm)ametaMmui.

Cwmech coenuaenus u3 nmpumepa 209b) (0,6 r, 1,38 MMoIb) 1 MypaBBHHOHN KHUCIOTHI (3 MJI) HarpeBaroOT MPH
80°C B Tedenune 1 4. MypaBbHUHYIO KACJIOTY 3aTeM OTTOHSIOT, U HEOYHIIICHHBIN OCTATOK PAacTBOPSIIOT B dTHJIAIE-
tate. Cioil aTHaneTaTa MPOMBIBAIOT BOJIOH, HACHIIIIEHHBIM PAaCTBOPOM COJIH M CYIIAT HaJ Cyib(aToM HATPHSL.
PacTBOpuTENH OTTOHSIOT, U HEOUHMIIIEHHBIH MaTepHal MPOMBIBAIOT TEKCAHOM C TOJIYIeHHEM YKa3aHHOTO B 3aro-
noBke coequHenus ¢ 98%-uwpiM BeixoaoM (0,5 r).

d) N-(2',6'-Audrop-5-(6-(1-merun-1H-mpazon-4-mn)-3H-umunazo[ 4,5-bnupuaun-3-nn)-[1,1'-6ndennn]-
3-mm)areraMuI.

CoequHeHHE NOTYYaroT U3 coeauHeHus u3 npumepa 209¢) (1,3 r, 2,94 MMOIIb) C IPUMEHEHHEM METOIUKH
u3 npumepa 200c) u 1-merun-4-(4,4,5,5-rerpamerni-1,3,2-guokcaboponan-2-uin)-1H-mupazona (0,91 r, 4,41
MMOJIb, 1,5 3KB.) C MOJTYYCHUEM YKa3aHHOTO B 3ar0JIOBKe coenuHeHus ¢ 61%-HbM BeIxoA0M (0,8 T).

e) 2.,6-udtop-5-(6-(1-metmn-1H-mupazon-4-mn)-3H-umunazo[4,5-b|mupunun-3-wn)-[1,1'-6udenwmn]-3-
aMUH.

K pactBopy coenunenus u3 npumepa 209d) (0,8 r, 1,8 Mmois) B aTanone (10 M) moOaBIstOT BOAHBIN pac-
tBop NaOH (0,2 1, 5,4 MMoutb, 3 9KB.), 1 cMech HarpeBatoT ipu 80°C B Tedenne 12 4. CMech racsT BOAOH Mmociie
BBINAZICHAST TBEPJIOTO BEIIECTBAa B 0CaJoK. Ee oummaroT xpomarorpadueil Ha KOJOHKE CO IMIETOYHOH OKHCBHIO
AIMIOMUHUS C IpUMEHEeHneM 2%-HOTo MeTaHoIa B XJIOpo(dopMe B Ka4eCTBE ITIOCHTA C MOTyYCHUEM MPOIYKTa C
20%-u61M BBIXOAOM (0,15 T).

f) N-(2',6"-Audrop-5-(6-(1-metun-1H-mupazon-4-un)-3H-umunazo[4,5-bnupunus-3-un)-[1,1"-oudennn]-
3-1JT) IMKITOTIPOIIaHKapOOKCaMUI.

K pactBopy coeannenuns uz npumepa 209¢) (15 mr, 0,37 mmons) B AM® (2 mi1) 1006aBisIOT OUKIONPO-
naHkapOoHOBYyI0 kucioty (40 mr, 0,55 mMors). Jlo6asnstor TATY (200 mr, 0,55 MMOJIB) 1 IEpEMEIIMBAIOT TIPH
KT B teuenue 4 4. CMech raciT OXJIAXIACHHON BOAOH, OCAIOK COOMPAIOT M OYUIIAIOT NpenapaTuBHOl BOXKX ¢
TOJIy4eHHEM YKa3aHHOTO B 3arOJIOBKe coemuHenns ¢ 10%-upmv BoixogoM (17 mr). 'H SIMP (400 MI'n, IMCO-
de): 8 10,7 (c, 1H), 8,89 (c, 1H), 8,73-8,72 (n, 1H), 8,42 (x, 1H), 8,35-8,34 (1, 1H), 8,31 (c, 1H), 8,04 (c, 1H),
7,82 (c, 1H), 7,69 (c, 1H), 7,57-7,51 (m, 1H), 7,31-7,27 (1, 2H), 3,89 (¢, 3H), 1,86-1,83 (M, 1H), 0,85-0,84 (m,
4H); XKX-MC (MUDP): paccunrannas Macca: 470,47; Haiinennas macca: 471,2 [M+H]'(By: 1,43 mun).

[pumep 210. Jdwmamupg 3-(2',4'-mudrop-5-(5-(1-nzonponmi-1H-mmupazon-4-nn)-1H-6en30[d|umumazon-1-
un)-[1,1'-6udenmn]-3-mr)-N,N'-muMeTHICepHONH KHCTOTHI.

a) Huammn 3-(5-(5-6pom-1H-6en3o[dJumunazon-1-mn)-2',4"-qudrop[1,1'-06udenwmn]-3-wmr)-N,N'-mume TrII-
CEpHOM KUCIOTHI.

K pactBopy coenunenust u3 mpumepa 200a) (4,0 r, 10,0 mmoins) B IXM (50 M) mobaBistror mupuauH (5
M, 63,29 MMonb, 6,3 3KB.), 3aTeM XJIopua AuMeTmiIcyabdamonna (2,0 r, 14,0 mmons, 1,4 3kB.). CMech nepeme-
NIMBAIOT B TeUCHHE 16 4, racaT M SKCTParupyroT, kak B npumepe 1d). PacTBopuTens OTTOHSIOT C MOTyYCHHEM
HEOYMILEHHOTO MPOIYKTa, KOTOPHIA OYMIIA0T XpoMaTorpaduei Ha kosoHke (60-120 cunukarens, 2%-Hbli Me-
taHo1 B JIXM) ¢ OITy4eHHEM KeTaeMOTo YKa3aHHOTO B 3aT0JIOBKE MPOayKTa ¢ 81%-HbIM BeIX0A0M (4,1 T).

b) Jdwmamup  3-(2',.4'-mudrop-5-(5-(1-n3onpomnmn-1H-upazon-4-un)-1H-6en3o[dJumunazon-1-wm)-[1,1'-
oudenwn]-3-mwr)-N,N'-TuMe THIICEPHON KUCTIOTHI.

CoenuHeHHe TONYJYaloT U3 coeauHenus u3 npumepa 210a) (200 mr, 0,394 MMOIb) C MPUMEHEHHEM METO-
nmukn n3 npuMepa 200¢) u 1-uzonponmin-4-(4,4,5,5-retpamerni-1,3,2-quokcadboponan-2-un)-1 H-mupazoma (121
mr, 0,383 mmoms, 1,3 3KB.) ¢ moTydeHHEM YKa3aHHOTO B 3aTOJIOBKE coequHeHUs ¢ 23%-HbIM BeIxogoM (50 Mmr).
'"H SIMP (300 MI'i, IMCO-de): & 10,45 (c, 1H), 8,95 (c, 1H), 8,35 (c, 1H), 8,04 (c, 1H), 7,98 (c, 1H), 7,78-7,68
(M, 3H), 7,57 (c, 2H), 7,47 (m, 2H), 7,34-7,24 (T, 1H), 2,80 (¢, 6H), 1,47 (n, 6H); XXX-MC (U3P): paccunran-
Has Macca: 536,6; HaiinenHas Macca: 537,1 [M+H]" (By: 1,57 mun).

Mpumep  211.  Jduamun  3-(5-(5-(6-(6ensunokcu)mupunus-3-un)- 1 H-6enzo[dumunazon-1-wmm)-2',4'-
mudrop[1,1'-6ndennn]-3-mm)-N,N'-1uMeTHIICEpHOI KUCIIOTHI.

CoenuHeHHe NMOJIy4aroT U3 coeluHeHus U3 npumepa 210a) ¢ npumeHeHneM MeToauk u3 npumepa 200c) u
2-(6en3munokcn)-5-(4,4,5,5-rerpameTmn-1,3,2-nuokcabopoian-2 -wn) TUPUAUHA. 'H SIMP (300 MIw, JAMCO-dy):
610,29 (c, 1H), 8,81 (c, 1H), 8,22 (¢, 1H), 7,99 (c, 1H), 7,95 (¢, 1H), 7,75-7,56 (m, SH), 7,48-7,43 (m, 2H), 7,27
(M, 1H), 3,88 (c, 3H), 3,48-3,44 (M, 1H), 1,3 (x, 6H); XKX-MC (M3P): paccunrannas macca: 611,66; HalineHHas
macca: 612,1 [M+H]" (y: 1,87 mun).

IMpumep 212. Huamun 3-(2',4'-mudrop-5-(5-(6-oxco-1,6-guruaponupuaut-3-wmi)- 1 H-6er3o[d|umugazon-
1-un)-[1,1'-6udennn]-3-nm)-N,N'-1uMeTHICEPHOH KUCIOTHI.

K pactBopy coequnaenus n3 npumepa 211 (250 mr, 0,391 mmous) B 1,4-muokcane (10 mi) mob6asnstor TOK
(0,2 M) m HarpesatoT 10 70°C B TeueHue 2 4. PeakMOHHYIO CMeCh TIOJTHOCTHIO KOHIICHTPUPYIOT i HEOUHIIICH-
HBII OCTaTOK ouMmIaroT npemnaparuBHod BOXKX ¢ momyueHneM ykazaHHOTO B 3arojoBke coeauHeHus ¢ 70%-
HBIM BBIX0OJI0M (80 MT). 'H siMP (300 MI'a, AMCO-dg): 5 8,96 (c, 1H), 8,02 (¢, 1H), 7,80 (an, 1H), 7,82 (x, 1H),
7,80-7,70 (m, 2H), 7,70-7,62 (n, 1H), 7,57 (¢, 2H), 7,51-7,44 (M, 2H), 7,29 (ar, 1H), 6,47 (n, 1H), 2,80 (c, 6H);
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LC-MS (ESI): paccuntannas macca: 521,54; Haiinennas macca: 522,2 [M+H]" (By: 0,87 mun).

Mpumep 213. N-(5-(6-(1-(Iuxnonponuncynsdonmn)-1 H-mupazon-4-nn)-3H-umunazo[4,5-bnupuaun-3-
nn)-2',4'-nudrop[1,1'-ondennn]-3-mn)aneramMmus.

a) N-(5-(6-(1H-ITupazon-4-mn)-3H-umumazo[4,5-b|nmupunun-3-mn)-2',4'-mudtop[ 1,1'-6ud ennn]-3-nn)ame-
TaMUI.

Coenunenne monrydaror u3  N-(5-(6-0pom-3H-ummnazo[4,5-b|mupuaun-3-wmn)-2',4'-mudropondennn-3-
nn)aneramuaa (2,1 r, 4,74 MMoIlb) ¢ IpUMEHEHHEM MeTOAMKH m3 mpumepa 200c¢) ¢ moTydeHHueM KeaaeMoro
YKa3aHHOTO B 3arojIoBKe MpoayKTa ¢ 95%-HpM BeIxogoM (1,9 r).

b) N-(5-(6-(1-(Iuxmonpomuicynsponnn)- 1 H-mupazon-4-nn)-3H-umunazo[4,5-b mupuaun-3-mn)-2',4'-
mudrop-[1,1'-Oudenmn]-3-mwr)aneraMu.

CoenuHeHHE TIOJTy4aroT U3 coeuHeHus n3 npumepa 213a) (50 mr, 0,125 MMoInb) ¢ NPUMEHEHHEM METO/IU-
ki 13 npumepa 200d) ¢ momyuennem npoaykTa ¢ 33%-mbiM BbixozoM (20 mr). 'H SIMP (400 MI'y, CD;0D): &
8,80 (mm, 2H), 8,73 (c, 1H), 8,44 (0, 1H), 8,40 (c, 1H), 8,27 (t, 1H), 7,81 (x, 1H), 7,76 (¢, 1H), 7,66-7,64 (™,
1H), 7,14-7,09 (M, 2H), 3,03-2,99 (M, 1H), 2,20 (c, 3H), 1,47-1,44 (M, 2H), 1,25-1,23 (M, 2H) m.1.; paccunTan-
Has Macca: 534,54; naiinennas macca: 534,8 [M+H]" (By: 1,55 mun).

[Tpumep 214. N-(2',4'-Dudrop-5-(6-(1-(MmeTuncynbdonmn)-1 H-nmupazon-4-mn)-3H-umunazo[4,5-
b mupuann-3-un)-[ 1,1'-6ndennn]-3-wmn)aneramMu.

CoeauHeHHEe TIOMY4YaloT U3 COeIUHEHNs u3 npuMepa 213a) ¢ mpuMeHeHneM MeTonukn u3 npumMepa 200d).
'H SIMP (400 MI'u, IMCO-d¢+D,0): & 9,01 (c, 1H), 8,99 (c, 1H), 8,92 (1, 1H), 8,69-8,68 (m, 2H), 8,31 (, 1H),
7,90 (m, 1H), 7,73 (M, 2H), 7,46 (aT, 1H), 7,29 (aT, 1H), 3,63 (c, 3H), 2,14 (¢, 3H); XKX-MC (U3P): paccunran-
Has Macca: 508,5; Haiinennas macca: 508,7 [M+H]" (By: 1,46 mun).

IIpumep 215. N-(5-(6-(1-(Oruncynsdonmn)-1H-mupazon-4-un)-3H-umunazo [4,5-bmupuaun-3-un)-2',4'-
mudTop[1,1'-Oudennn]-3-un)ameraMmu.

CoenuHeHHE TIONTYy4aloT M3 COCAUHEHMs U3 npuMmepa 213a) ¢ mpuMeHeHneM MeToauk u3 npumepa 200d).
'"H SIMP (400 MI'i, IMCO-dq): 8 10,41 (c, 1H), 9,03 (c, 1H), 8,98 (c, 1H), 8,92 (z, 1H), 8,69 (c, 1H), 8,31 (c,
1H), 7,88 (c, 1H), 7,71 (M, 2H), 7,47 (ar, 1H), 7,28 (ar, 1H), 3,77 (xB, 2H), 1,16 (1, 3H), 2,12 (¢, 3H); XKX-MC
(UDP): paccuntannas macca: 522,53; nHaiinenHast macca: 523,2 [M+H]" (By: 1,56 mun).

IMpumep 216. Juamun N-(2',4'-mudrop-5-(6-(1-metnin-1H-mmpazon-4-nmn)-3H-umunazo[4,5-b | nupuaun-3-
wn)-[1,1'-6udenmn]-3-mm)-N,N'-nuMeTHIcepHOH KUCTOTHI.

a) Hwmammn N-(2',4'-mudrop-5-((6-6pom)-3H-umunazo[4,5-bmupuans-3-nm)-[1,1'-6udenwn]-3-wmm)-N,N'-
JTUMETHICEPHOHN KUCIOTHI.

K pacrBopy N-(2',4'-mudrop-5-((6-6pom)-3H-umunazo[4,5-b]mupunun-3-wmn)-[1,1'-6udenwn]-3-mwr)amMmux
(3,0 T, 7,48 mmoms) B JIXM (10 mur) pobaBnstor mupuavH (3 mit, 37,9 MMOIb, 2 9KB.), 3aTeM XJIOPUJ TUMETHII-
cymeamomna (1,6 T, 11,22 MmMousb, 1,5 skB.). CMech TiepeMenuBaoOT B TeUCHHE 16 U, TacAT U DKCTPArupyroT,
Kak B mpuMepe 1d). PacTBopuTens OTTOHSIOT ¢ MOTYYSHNEM HEOUUIIEHHOTO MPOAYKTa, KOTOPBIN OYHIIAIOT Ipe-
napatuBHO BOXXX ¢ momydenneM yka3aHHOTO B 3ar0JIOBKE COCTUHEHUS C 55%-HBIM BBIXOAOM (2,1 T).

b) Jduamun N-(2', 4'-mudrop-5-(6-(1-mernn-1H-nupazon-4-mn)-3H-umunazo[4,5-blnupuaun-3-nn)-[1,1'-
oudenn|-3-mn)-N,N'- THMe TUIICEPHOH KUCIOTHI.

CoequHEHHE MOTYYaIOT U3 COeANHEeHus n3 npumepa 216a) (150 mr, 0,295 MMoIp) ¢ TpUMEHEHHEM METO-
quku u3 npumepa 200c) u 1-metun-4- (4,4,5,5-terpamerki-1,3,2-nuokcadoponan-2-mn)-1 H-upazona ¢ moy-
YCHHUEM YKa3aHHOTO B 3aroJIOBKe coenuHeHHs ¢ 41%-HbIM BBIXOAOM (45 mr). 'H AMP (300 MI'u, IMCO-dy):
6 8,95 (c, 1H), 8,72 (c, 1H), 7,41 (n, 1H), 8,32 (¢, 1H), 8,05 (¢, 1H), 7,98 (m, 1H), 7,72 (m, 1H), 7,50-7,42 (M,
2H), 7,32-7,24 (m, 2H), 3,90 (c, 3H), 2,81 (c, 6H); XKX-MC (UDP); paccunrannas macca: 509,53; HaiineHHas
macca: 510,1 [M+H]" (y: 1,49 mun).

Mpumep  217. Jwmamug  N-(2'.4-mudrop-5-(6-(1-uzonponwmi-1 H-nupazon-4-nn)-3H-umungazo[4,5-
b mupuaua-3-un)-[ 1,1'-6udennn]-3-wn)-N,N'-TUMe THIICEpHON KUCTOTHI.

CoerHEeHHE TIOMY4YaloT U3 COSAMHEHUS U3 mpuMepa 216a) ¢ mpuMeHeHneM MeToauK n3 mpuMepa 200¢) u
1-u3onpornn-4-(4,4,5,5-rerpameri-1,3,2-nrokcaboponan-2-un)- 1 H-mapaszoma. 'H SIMP (300 MI'u, JIMCO-
de): 6 10,40 (c, 1H), 8,94 (c, 1H), 8,75 (n, 1H), 8,40 (M, 2H), 8,06 (c, 1H), 7,99 (1, 1H), 7,76-7,68 (M, 2H), 7,50-
7,40 (m, 2H), 7,32-7,24 (ar, 1H), 4,60-4,50 (M, 1H), 2,81 (c, 6H), 1,48 (c, 6H); XKX-MC (UIP): paccuntannas
macca: 537,58; naitnennas macca: 538,1 [M+H] (sy: 1,62 mun).

Mpumep  218.  [Jumamux  N-(2',4'-mudrop-5-(6-okco-1,6-mqurunpormpuank-3-un)-3H-umunaszo[4,5-
b]mupunun-3-un)-[1,1'-6npennn]-3-m1)-N,N'-auMeTHIcepHO# KUCIIOTHI.

a) HMuamun N-(2'.4'-nudrop-5-(6-(6eH3mnoken)nupunnt-3-mwn)-3H-umunazo[4,5-b Jmupugun-3-mwn)-[1,1'-
oudenn|-3-mn)-N,N'- THMe TUIICEPHOH KUCIOTHI.

PactBop coenunenus u3 npumMepa 216a) (300 mr, 0,59 Mmmoib) B 1,2-quMerokcusTane (10 Mir) gerasupyror
OapbotupoBanmeM N, B Tedenwe S5 wwuH. JloGaBmsor 2-(6eH3minokcn)-5-(4,4,5,5-terpamermn-1,3,2-
nokcaboponan-2-unm)mupuand (220 mr, 0,708 Mmonb, 1,2 9KB.), 1 CMeCh ACTa3HPYIOT B TCUCHHE €Ie 5 MHH.
Ho6asnstor Pd(PPhs), (34 mr, 0,0295 mmons, 0,05 9kB.) 1 BoaHbIi kapooHaT HaTpus (125 mr, 1,179 mmons, 2,0
9KB.), U IPUMEHSIOT MEeTOANKY 3 mpumepa 1d). HeounmeHHbIH 0cTaTOK NMPOAYKTAa OYMINAIOT MpermapaTUBHOM
BOXX ¢ momydeHHeM YKa3aHHOTO B 3arONIOBKE COGMMHEHHS ¢ 69%-HbM BhIXogoM (250 wmr). 'H SIMP (300
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MTI'u, AMCO-dg): 6 10,39 (c, 1H), 9,03 (c, 1H), 8,78 (c, 1H), 8,64 (c, 1H), 8,55 (c, 1H), 8,25-8,2 (m, 1H), 7,98
(c, 1H), 7,74 (m, 2H), 7,7-7,5 (m, 2H), 7,5-7,25 (m, 1H), 7,08-7,0 (1, 1H), 5,43 (c, 2H), 2,81 (c, 6H); XKX-MC
(MDP); paccuntannas macca: 614,2; Haiinennas macca: 613,2 [M-H]" (By: 1,4 Mun).

b) Hwmammp N-(2',4'-mudrop-5-(6-okco-1,6-murunponnpuaun-3-mn)-3H-umnunazo[4,5-bnupuaun-3-ni)-
[1,1'-6udennmn]-3-mr)-N,N'-TUMETHICEPHON KHUCIOTHI.

K pactBopy coemunenus u3 npumepa 218a) (240 mr, 0,391 mmons) B 1,4-muokcane (10 mur) qo6aBisioT
TOK (0,8 mi) u HarpesatoT 10 70°C B Teuenue 2 4. PeakMOHHYIO CMeCh IMOJIHOCTHIO KOHIICHTPUPYIOT, M HE-
OYHITIICHHBIH OCTAaTOK OYMIIAIOT MpenapaTuBHO BOXKX ¢ momydeHneM yka3aHHOTO B 3arOJIOBKE COSIMHEHHS C
50%-ubIM BBIXOZOM (80 MT). 'H aMP (300 MI'u, AMCO-dy): 6 10,40 (c, 1H), 8,99 (c, 1H), 8,67 (1, 1H), 8,42
(m, 1H), 8,00-7,95 (m, 2H), 7,88 (c, 1H), 7,73 (m, 2H), 7,50-7,.43 (m, 2H), 7,32-7,26 (ar, 1H), 6,48 (1, 1H), 2,81
(c, 6H); XKX-MC (UDP); paccuntannas Macca: 522,53; HalneHHas Macca: 523,1 [M+H]™ (y: 1,39 mun).

Mpumep 219. N-(2',4"-qudrop-5-(5-(1-(3-runpoxcu-3-merunodyrun)-1 H-nmpazon-4-mn)-1H-6en3o[d Jumu-
na3on-1-wn)-[1,1'-Oudennn]-3-m)aneraMu.

CoequHeHHE MOMYYaloT U3 coeauHenus u3 npumepa lh) (0,2 r, 0,452 MMoIb) ¢ MIPUMEHCHNEM METOUKH
u3 npumepa 200c) u 2-metun-4-(3-(4,4,5,5-rerpamerni-1,3,2-nnokcadbopoinan-2-ui)- 1 H-nupason-1-um)0yran-2-
071a C MOJTydYEHHEM yKA3aHHOTO B 3ar0JIOBKE COEIMHEHHS ¢ 55,79%-HbiM BbixonoM (0,13 r). "H SIMP (300 MI'w,
JIMCO-dy): 6 10,42 (c, 1H), 8,96 (c, 1H), 8,11 (¢, 1H), 8,01 (c, 2H), 7,82 (c, 1H), 7,71 (M, 3H), 7,54-7,41 (m,
2H), 7,29-7,25 (m, 1H), 4,24-4,18 (1, 2H), 2,155 (c, 3H), 1,98-1,92 (c, 2H), paccuntannas macca: 515,55; Haii-
menHas Macca: 516,3 [M+H]" (By: 1,2 mun).

IIpumep 220. N-(4'-DTop-5-(5-(1-(3-runpokcu-3-metunoOytwn)- 1 H-mupazon-4-un)- 1 H-6en30[ d Jumugazon-
1-un)-[1,1'-6udennn]-3-un)ameramu.

Coenunenre  mosrydaloT w3 N-(5-(5-6pom-1H-6en30[dJumunazon-1-un)-4'-gprop[1,1'-6ndenmn]-3-
nn)aneramuaa (0,07 r, 0,164 Mmmonb) ¢ mpuMeHeHHeM MeToauku u3 npumepa 200c¢) u 2-metun-4-(3-(4,4,5,5-
terpameTni-1,3,2-mnokcadboponan-2-wmn)- 1 H-mupazo:n-1-mm)oyran-2-ona (0,092 r, 0,329 Mmmounb, 2,0 9kB.) C m0-
JYYCHHUEM YKa3aHHOTO B 3arojioBke coenauHeHus ¢ 22,2%-upM BeixogoMm (0,018 ). 'H sIMP (300 MI', AIMCO-
de): 6 10,42 (c, 1H), 8,68 (c, 1H), 8,25 (c, 1H), 7,99 (m, 2H), 7,93 (c, 1H), 7,83 (¢, 1H), 7,69 (M, 2H), 7,65 (M,
1H), 7,61 (m, 2H), 7,36 (T, 2H), 4,48 (c, 1H), 4,26 (M, 2H), 2,12 (¢, 3H), 1,91 (M, 2H), 1,15 (¢, 6H); XKX-MC
(UDP): paccunrtannas macca: 497,56; naiinennas macca: 497,9 [M+H]" (By: 0,9 Mun).

IMpumep 221. N-(2',4'-Tudrop-5-(5-(3-dpToprmupunun-4-mn)- 1 H-6enzo[dumunazon-1-un)-[1,1'-ondpennn]-
3-mr)areraMu.

CoeMHEHHE MONYYAIOT U3 COSAMHEHNs M3 mpuMepa 1h) ¢ mpuMeHeHneM MeTomuk u3 npuMepa 200c). 'H
SAMP (400 MI'u, AMCO-dg): & 10,42 (c, 1H), 8,85 (¢, 1H), 8,70 (c, 1H), 8,541-8,53 (n, 1H), 8,14-8,11 (n, 2H),
7,88-7,84 (M, 2H), 7,79-7,69 (M, 3H), 7,56 (c, 1H), 7,48-7,46 (1, 1H), 2,155 (c, 3H), 2,12 (c, 3H), paccuntanHas
macca: 458,43; Haiinennas macca: 459,2 [M+H]" (y: 1,55 mun).

Ipumep  222.  N-(2'.4-Hudtop-5-(5-(3-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
Oudenw]-3-mn)aneTaMmuI.

Coe/IMHeHHE TIONyYai0T U3 COSAMHEHMs W3 mpuMepa 1h) ¢ mpuMeHeHHeM MeToauk u3 mpumepa 220. 'H
SAMP (300 MI'n, IMCO-dg): 6 10,32 (c, 1H) 8,80 (c, 1H), 8,40 (c, 1H), 8,37 (c, 1H), 8,16 (c, 1H), 7,97-7,91 (a,
1H), 7,90-7,76 (M, 3H), 7,56 (n, 1H), 7,47 (m, 1H), 7,30 (M, 1H), 2,25 (c, 3H), 2,10 (c, 3H); XKX-MC (U3P):
paccunTaHHas Macca: 443,45; Haiinennas macca: 444,2 [M+H]" (By: 0,69 mum).

Mpumep 223. 3tun 3-((2',4'-mudTop-5-(5-(1-metmn-1H-nupazon-4-un)-1H-6en30[d Jumunazon-1-mm)-[1,1'-
Oougenni]-3-mr)aMrnHo)-3-0KCONpONaHoaT.

K pactBopy coenunenus u3z npumepa 2a) (80 mr, 0,1995 mmons) B JIXM nobasnsror TOA (40 mr, 0,399
MMOJIb, 2,0 3KB. ), 3aTeM 3THI 3-XIop-3-okconpomnanoat (32,9 mr, 0,219 mMons, 1,1 3kB.). CMech mepeMeniuBa-
IOT B T€UYEHHE 2 4, TacsT U HKCTPAarupyloT, kak B nmpumepe 1d). PacTBopurens OTTOHSIOT ¢ IMOSydeHHUEM HEOUH-
IIEHHOT'O OCTaTKa, KOTOpBIN ouuninaroT npenapatusHoit BOXXX ¢ momyuenuem uncroro mpoaykra ¢ 20%-HbIM
BBIX0JI0M (20 MT). 'H SIMP (400 M1, JIMCO-dy): 6 10,7 (¢, 1H), 8,77 (c, 1H), 8,23 (c, 1H), 8,10 (¢, 1H), 8,01
(c, 1H), 7,97 (c, 1H), 7,83 (c, 1H), 7,78 (n, 1H), 7,73 (a, 1H), 7,65 (1, 1H), 7,59 (c, 1H), 7,49 (1, 1H), 7,3 (T,
1H), 3,90 (¢, 3H), 3,82 (kB, 2H), 1,4 (1, 3H), 3,45 (c, 2H); XKX-MC (UDP): paccuntannas macca: 515,51; naii-
nenHas Macca: 516,4 [M+H]" (By: 0,96 mun).

Ipumep  224.  3-((2'.4'-Hudrop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
Oudenm]-3-mr)aMruHo)-3-0KCOTPOTIAaHOBasT KHCIIOTA.

K pactBopy coenunenus u3 npumepa 223 (20 mr, 0,0388 Mmmoinp) B TT'® (10 mur) qoGaBisroT BOJHBIN pac-
TBOpP Tuapokcuna jutus (4 mr, 0,0776 MMonb, 2 3kB.), U cMech nepemernBaroT npu KT B Teuenue 2 4. Cmech
racsiT M SKCTParupyloT, Kak B npumepe 1d). PacTBopuTens OTrOHSIOT C MOJY4YEHHEM HEOYHMIIECHHOTO OCTaTKa,
KOTOpBIii OUHIIAOT HpenapaTiBHoii BOYKX ¢ momyueHnemM 4icToro npoaykra ¢ 90%-HeiM BeIxogoM (25 mr). 'H
SAMP (400 MI'n, IMCO-dg): 6 10,7 (c, 1H), 8,77 (c, 1H), 8,23 (c, 1H), 8,10 (c, 1H), 8,01 (c, 1H), 7,97 (c, 1H),
7,83 (c, 1H), 7,78 (n, 1H), 7,73 (a, 1H), 7,65 (1, 1H), 7,59 (¢, 1H), 7,49 (1, 1H), 7,3 (1, 1H), 3,90 (c, 3H), 3,45
(c, 2H); XKX-MC (UDP): paccunrannas macca: 487,15; naitnennas macca: 488,0 [M+H]" (By: 0,638 mum).

Mpumep  225. N-(2',4'-Hudrop-5-(5-(1-metmn-1H-nupa3zon-4-un)-1H-6en30[d Jumunazon-1-mn)-[1,1'-
oudenwmn]-3-mr)-2-(1H-1,2,4-tpuazon- 1 -mr)aneTamu .
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K pactBopy coennnenus n3 npumepa 2a) (100 mr, 0,249 mmons) B JIM® nodasmsror 2-(1H-1,2,4-tpuazon-
l-mn)ykcycuyto kucnory (47 mr, 0,374 mmons, 1,5 3kB.), 3atrem [ATY (189 wmr, 0,498 mmomns, 2,0 3xB.) u AU-
II9A (96,5 mr, 0,74 MmMomb, 3,0 9kB.). CMech TIepeMEeIMBAIOT B TedeHHe 16 9, TacAT U DKCTPArupyroT, KaK B
npumepe 1d). PacTBopuTens OTTOHSIOT ¢ MONydYeHHEM HEOYHIIEHHOTO OCTaTKa, KOTOPBHIA OYMIAIOT TIperapa-
tuBHOU BDXKX ¢ momyuenuem mponykra ¢ 71,4%-HbM BeIXOAOM (90 MT). 'H SIMP (400 MI', IMCO-de): &
10,9 (c, 1H), 8,66 (c, 1H), 8,59 (c, 1H), 8,19 (c, 1H), 8,06 (c, 1H), 8,02 (¢, 1H), 8,00 (m, 1H), 7,93 (¢, 1H), 7,80-
7,75 (m, 2H), 7,7 (m, 1H), 7,61-7,59 (m, 2H), 7,48-7,42 (M, 1H), 7,3 (m, 1H), 4,12 (c, 1H), 3,37 (c, 3H); XKX-MC
(MDP): paccuntanHas macca: 510,17; Haiinennas macca: 511,2 [M+H]" (By: 0,386 mun).

Ipumep  226. N-(2'.4'-Hudrop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
oudenwmn]-3-mr)-2-(2H-TeTpazon-5-mn)arneramu.

a) 2-llmano-N-(2',4"-mndrop-5-(5-(1-metnn-1H-mmpazon-4-nmn)-1H-6en30[d]-umunazon-1-wum)-[1,1'-6ude-
HWI]-3-1i1)aneTaMuzI.

K pactBopy coenunenus nu3 mpumepa 2a) (100 mr, 0,249 mmons) B IM® no6aBisioT 1MaHOYKCYCHYIO K-
cioty (25,6 mr, 0,299 mmodsb, 1,2 9kB.), 3ateM [ATY (184 wmr, 0,485 mmons, 2,0 3kB.) u JJUIIDA (0,15 mi, 0,74
MMOJIB, 3,0 9kB.). CMech epeMeIInBalOT B TeUeHHE 16 9, TacsT U S9KCTparupyror, kak B npuMepe 1d). PactBopu-
TEJb OTTOHSAIOT C MOJMYYCHHEM HEOUHIIIEHHOTO OCTaTKa, KOTOPHIH OYHIAIOT XpoMaTorpaduel Ha KOJIOHKE C T10-
nyderreM npoaykra ¢ 19%-usmm BerxogoMm (80 mr). XKX-MC (MDP): paccuntannas macca: 468; HalineHHas Mac-
ca: 469,3 [M+H]" (sy: 0,88 Mun).

b) N-(2',4'-IudTop-5-(5-(1-metun-1H-mupazon-4-mn)-1H-6en3o[d Jumunazon-1-un)-[ 1,1'-6ndennn]-3-numn)-
2-(2H-TeTpa3od-5-min)aneTaMmuI.

K pacTtBopy coennnaenus u3 mpumepa 226a) (80 mr, 0,170 mmons) B IM® nobasmnstor azun Hatpus (11 mr,
0,170 mMoub, 1 3kB.), 3arem xsnopun ammonus (10 mr, 0,188 mmons, 1 skB.). Cmech nepememuBatot npu 80°C B
TeueHue 16 4, TacAT U SKCTPArupyrooT, kKak B mpumepe 1d). PacTBopuTeNnb OTrOHSIOT C MOJYyYCHUEM HEOYUIICH-
HOTO OCTaTKa, KOTOpbII ouniaroT mpenapatusHoit BOXKX ¢ momyuenuem npoxayxra ¢ 6,8%-HbIM BeIXOAOM (6
mr). 'H SIMP (400 MT', CD;0D): & 8,51 (c, 1H), 8,16 (c, 1H), 8,02 (c, 1H), 7,92 (c, 1H), 7,88 (c, 1H), 7,80 (c,
1H), 7,73-7,60 (m, 3H), 7,53 (¢, 1H), 7,16-7,10 (M, 2H), 4,12 (c, 2H), 3,96 (c, 3H); XKX-MC (U3P): paccuuran-
Has Macca: 511,17; naitnennas macca: 512,1 [M+H]" (By: 0,874 muH).

Mpumep 227. (3S,5R)-N-(2',4'-Audrop-5-(5-(1-metun-1H-nupazon-4-un)-1H-6en3o[dJumuaazon-1-ni)-
[1,1'-6udennn]-3-mn)-3,5-guMeTrIIUNIEpa3uH- | -KapOOKCaMUI.

K pactBOpy coenmnenus u3 nmpumepa 2a) (80 mr, 0,2 mmons) B IXM mobasmsror 20%-He1i ¢ocreH B TO-
nyose (0,2 mi, 0,4 MMoite, 2 9kB.) ipu 0°C. CMech mepeMeImBaroT B TeueHue 1 4, u m30bITOK (PocreHa ymaansioT
MPOyBaHUEM a30TOM C TOCIEAYIONINM noOaBieHueM 2,6-nmuMerwnunepasuna (34 mr, 0,3 mmonb, 1,5 9kB.).
CMech mepeMeInBaioT B TCUCHHE HOUYH, TacAT B SKCTParupyroT, kak B npumepe 1d). PacTBopurens OTTOHSIIOT C
MOJTy9eHHEM HEOUYHIIICHHOTO OCTaTKa, KOTOPBIA OYMINAIOT npenapatuBHoil BOXKX ¢ momydeHnemM 9ucToro mpo-
IyKTa ¢ 7%-HbIM BBIXOJOM (7 MT). 'H aMP (300 MI', CD;0OD): 6 8,48 (c, 1H), 8,0 (c, 1H), 7,9 (¢, 1H), 7,86-
7,85 (m, 2H), 7,12-7,65 (m, 1H), 7,65-7,59 (m, 4H), 7,43 (c, 1H), 7,11 (m, 1H), 4,2 (n, 2H), 3,1-3,0 (ymup, 2H),
2,7-2,6 (1, 1H), 1,23-1,17 (o, 6H); LC-MS (ESI): paccuurannas macca: 541,59; HalinenHas macca: 5422
[M+H]" (By: 0,632 mun).

Mpumep  228.  N-(2',4'-Hudrop-5-(5-(1-mermn-1H-nupazon-4-un)-1H-6en30[d Jumunazon-1-mm)-[1,1'-
ondenni]-3-mn)-4-mMeTrnunepasu- 1 -kapookcamMuI.

Coe/IMHEHHE TOJTYYAIOT M3 COSIMHEHHS U3 MpUMepa 2a) ¢ IpHUMEHEHHEM METOAMKH u3 mpumepa 227. 'H
SMP (300 MI'n, CD;0D): 6 8,48 (c, 1H), 8,0 (c, 1H), 7,9 (¢, 1H), 7,86-7,85 [m, 2H), 7,72-7,65 (n, 1H), 7,65-
7,59 (M, 4H), 7,43 (c, 1H), 7,11-7,09 (m, 2H), 3,94 (c, 3H), 3,63-3,60 (M, 4H), 2,55-2,53 (M, 4H), 2,36 (c, 3H);
LC-MS (ESI): paccuntanHas Macca: 527,57; HaiinenHas macca: 528,1 [M+H]" (By: 0,632 mun).

Ipumep  229. N-(2'.4'-Hudrop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
oudenwmn]-3-mr)-2-((3S,5R)-3,5-qumeTrnmunepa3ul- 1 -mi)areraMu.

Coe/IMHEHHE TOTYYAI0T U3 COSAMHEHHS U3 IpHMepa 2a) ¢ IPUMEHEHHeM METONHKH u3 mpuMepa 226. 'H
SAMP (300 MI'n, IMCO-dg): 6 8,4 (ymmp.c, 1H), 8,14 (M, 1H), 8,01 (c, 1H), 7,92 (¢, 1H), 7,86 (c, 1H), 7,83 (M,
1H), 7,72-7,70 (n, 1H), 7,66-7,59 (m, 2H), 7,55 (c, 1H), 7,15-7,11 (M, 2H), 3,94 (c, 3H), 3,37 (c, 2H), 2,269 (M,
2H), 1,27 (¢, 3H), 1,25 (c, 3H); XKX-MC (UDP): paccuntaHHas Macca: 555,62; HaiinenHas Macca: 556,2 [M+H]"
(By: 0,75 muR).

[Ipumep  230. 1-(2",4'"-nudTop-5-(5-(1-metmn-1H-mupazon-4-wn)-1 H-6en30[ d Jumugazon-1-wi)-[ 1,1'-
ongenni]-3-mn)-3-(pypaH-2-nIMETHIT)MOYEBHHA.

K pactBopy coenunenus uz npumepa 2a) (20 mr, 0,049 mmons) B IXM nobasisiioT m3onuanar Gpypdypu-
na (7 mr, 0,059 mmons, 1,2 3kB.), 3atem JUIIDA (0,01 mi, 0,0747 mmons, 1,5 3kB.). CMeCch EpEMEIIUBAIOT B
TEYCHUE HOYM, TaciT U IKCTPATUPYIOT, Kak B mpuMepe 1d). PacTBopuTellh OTTOHSIOT ¢ MOTy4YeHHEM HECOYUIICH-
HOTO OCTaTKa, KOTOPBI ounmaloT npenapatuBHoi BOXX ¢ nmomxydennem npoxykra ¢ 92%-HpIM BeIXOOOM (24
mr). 'H SIMP (400 M, IMCO-dg): 8 9,07 (c, 1H), 8,95 (ymmp.c, 1H), 8,24 (c, 1H), 7,99 (c, 1H), 7,97-7,96 (m,
2H), 7,75-7,59 (m, SH), 7,40 (M, 2H), 7,26 (M, 1H), 6,82 (T, 1H), 6,4 (M, 1H), 6,27 (M, 1H), 4,32-4,31 (zn, 2H),
3,88 (¢,3H); XKX-MC (MDP): paccunTanHas Macca: 524,52; Haiinennas macca: 525,1 [M+H]" (By: 0,75 mum).

Ipumep  231.  N-(2'.4-Hudrop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
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ondenni]-3-mn)-2-(nunepasus- 1 -ui)aneTaMmuzI.

a) tper-bytun 4-(2-((2',4'-mudrop-5-(5-(1-mermn-1H-nupazon-4-un)-1H-6en30[d Jumuazon-1-mn)-[1,1'-
OudeHm]-3-mI)aMuHO )-2-0KCOITHII )ITUTIepa3uH- | -kapOokcuar.

K pactBopy coemmnenmst m3 mpumepa 2a) (100 mr, 0,249 mmonp) B JIM® nobGammsior 2-(4-(Tpet-
OyTokcuKapOOHWI)UTIEpa3uH- 1 -mn)ykcycHyto kucioty (121 mr, 0,498 mmonb, 2 3kB.), 3atem [ATY (190 wmr,
0,498 mmoub, 2 9kB.) u JJUIIDA (0,17 mi, 0,996 mmonb, 4 3kB.). CMech TepeMEIMBalOT B TeUeHUE 16 4, Tacar u
SKCTParupymoT, kak B npumepe 1d). PacTBoputens OTTOHSIOT ¢ MOIyYeHHEM HEOUYHIICHHOTO OCTAaTKa, KOTOPHIi
ounmaroT npenaparuBHoit BOXKX ¢ momyuennem nmpoaykra ¢ 25%-HBIM BEIXOAOM (25 MT).

b) N-(2',4'"-dudrop-5-(5-(1-metnn-1H-nupazon-4-un)-1H-6enszo[d Jumunazon-1-um)-[1,1'-ondennn]-3-nm)-
2-(nunepa3uH-1-win)aneramMu.

K pactBopy coenunenus uz npumepa 231a) (23 mr, 0,038 mmons) B IXM (1 M) npu 0°C noGaBmnsror
T®K (1 mi), n cmech nepememmBatoT npu KT B TeyeHne Houn. PacTBOpUTENb OTTOHSIOT C MOJIyYEHHUEM HEOUH-
IIEHHOTO OCTaTKa, KOTOPBIH MEPEeKPUCTAIUIN30BBIBAIOT U3 AMITUIOBOTO 3upa ¢ noiaydeHueM npoaykra ¢ 70%-
HbIM BbIxogoM (18 mr). "H SIMP (400 MI', IMCO-dg): & 10,29 (c, 1H), 8,75 (c, 1H), 8,62 (ymmp.c, 2H), 8,21
(c, 1H), 8,14 (c, 1H), 8,0 (c, 1H), 7,95 (¢, 1H), 7,9 (c, 1H), 7,75-7,7 (m, 2H), 7,63-7,58 (M, 2H), 7,48-7,44 (T,
1H), 7,3-7,26 (1, 1H); XXX-MC (UDP): paccuntanHas Macca: 527,22; HaiinenHas macca: 528,1 [M+H]" (By:
0,632 muH).

[pumep 232. Metun(2',4'-mudtop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
oudenwm]-3-mwr)kapoamar.

K pactBopy coenmnenus u3 npumepa 2a) (60 mr, 0,15 mmons) B xsmopodopme (5 mi) ipu 0°C 106aBisioT
Metmixnoppopmuat (14 mr, 0,15 mmons, 1 5kB.) u mupuaud (0,024 M, 0,3 MMoIIb, 2 3kB.). CMeCh MepeMenIn-
BaroT nipu KT B TedeHue 1 9 1 3aTeM racsT BOJOH M IKCTparupyoT xsopodopmom (3x50 mi). OObeTuHECHHBIH
OpraHWYECKHUH CIIOW MPOMBIBAIOT BOAOH, HACKIIIIEHHBIM PaCTBOPOM COJIA M CyIIaT Haja cyibdaToM HaTtpus. Pac-
TBOPUTEIb OTTOHSIOT C TOJYYCHUEM YKa3aHHOTO B 3arOJIOBKE COCAMHEHUS C 37%-HBIM BBEIXOJIOM (25 MT). 'H
AMP (300 MI'u, AMCO-dy): 6 10,13 (c, 1H), 8,63 (c, 1H), 8,20 (c, 1H), 7,98-7,92 (M, 3H), 7,70-7,67 (m, 3H),
7,60 (m, 1H), 7,46 (M, 2H), 7,27 (m, 1H), 3,87 (M, 3H), 3,72 (¢, 3H); KX-MC (UDP): paccuurannas macca:
459,15; naitnennas macca: 460,2 [M+H]" (y: 0,94 mun).

Mpumep  233.  N-(2',4'-Hudrop-5-(5-(1-mermn-1H-nupazon-4-un)-1H-6en30[d Jumunazon-1-mm)-[1,1'-
oudenni]-3-mr)-2-MoponuHoaneTaMuI.

CoequHEHHE TTOJTy4aloT U3 CoeMHeHNs U3 pumepa 2a) (100 mr, 0,249 MMoIb) ¢ IPUMEHEHHEM METOIUKH
13 puMepa 225 u 2-MopHoNMHOYKCYCHOW KUCHOTHI (54 mr, 0,373 MMomb, 1,5 9KkB.) ¢ IOMydeHHEM TIPOIYKTA C
19%-mbIM BBIX070M (25 Mr). 'H SIMP (300 MI'n, IMCO-dg): 510,42 (c, 1H), 8,91 (c, 1H), 8,20 (c, 1H), 8,08 (c,
1H), 8,00 (c, 1H), 7,95 (c, 1H), 7,82 (c, 1H), 7,77-7,71 (M, 2H), 7,66-7,64 (M, 2H), 7,46-7,40 (m, 1H), 7,29-7,25
(M, 1H), 4,25 (¢, 2H), 3,9 (¢, 3H), 3,87-3,15 (M, 8H); XKX-MC (3P): paccuntannas macca: 528,55; HalineHHas
macca: 529,3 [M+H]" (sy: 0,38 mun).

Ipumep  234.  N-(2'.4'-Hudrop-5-(5-(1-meTmn-1H-mupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
oudenw]-3-mn)-2-(munepuanH- 1 -rn)arneTaMu/.

Coe/IMHEHHE TIOTYYAIOT M3 COSIMHEHHS U3 MpUMepa 2a) ¢ IpHUMEHEHHEM METOAMKH U3 mpumepa 225. 'H
SAMP (400 MI', IMCO-dg): 6 8,91 (c, 1H), 8,18 (c, 1H), 8,05 (¢, 1H), 7,99 (c, 1H), 7,94 (c, 1H), 7,81 (c, 1H),
7,75-7,70 (m, 2H), 7,67-7,63 (m, 2H), 7,42-7,37 (t, 1H), 7,27-7,23 (1, 1H), 4,12 (c, 2H), 3,86 (c, 3H), 3,50-3,35
(M, 2H), 3,05-2,99 (1, 2H), 1,79-1,68 (M, SH), 1,40 (c, 1H); XKX-MC (MDP): paccunrannas macca: 526,58; Haii-
nenHas Macca: 527,1 [M+H]" (By: 0,36 mun).

Mpumep  235.  N-(2',4'-Hudrop-5-(5-(1-metmn-1H-nupazon-4-un)-1H-6en30[d Jumunazon-1-mn)-[1,1'-
ondenni]-3-mn)-2-(MuppoauauH- 1 -riT)aneTaMua.

Coe/IMHEHHE TIOTYYAl0T U3 COSAMHEHHS U3 IpHMepa 2a) ¢ IPUMEHEHHeM METONHKH u3 mpuMepa 225. 'H
SAMP (400 MT'u, IMCO-d¢): 6 11,02 (c, 1H), 10,31 (c, 1H), 8,80 (c, 1H), 8,22 (¢, 1H), 8,10 (c, 1H), 8,01 (c,
1H), 7,96 (c, 1H), 7,79-7,73 (m, 2H), 7,70 (z, 1H), 7,63-7,61 (M, 2H), 7,49-7,47 (T, 1H), 7,31-7,29 (T, 1H), 4,34-
4,32 (m, 2H), 3,88 (c, 3H), 3,16 (M, 1H), 2,03-1,91 (M, 4H); paccunranHas Macca: 512,55; naiinennas macca:
513,5 [M+H]" (sy: 0,28 Mun).

Ipumep  236.  N-(2'4-Hudtop-5-(5-(1-metun-1H-nmupazon-4-mm)-1H-6en3o[d Jumunazon-1-um)-2',3'-
murunapo-[ 1,1'-6udenwnn]-3-mn)-4-3TumunepasuH- 1 -kapookcaMu.

Coe/IMHeHHE TOTYYAI0T U3 COSAMHEHHS U3 IpHMepa 2a) ¢ IPUMEHEHHeM METONHKH u3 mpuMepa 227. 'H
SAMP (400 MI'u, IMCO-dg): 6 9,53 (ymmup.c, 1H), 9,22 (¢, 1H), 8,75 (c, 1H), 8,22 (c, 1H), 7,98 (T, 2H), 7,77-
7,72 (m, 3H), 7,63 (nn, 1H), 7,49-7,44 (m, 2H), 7,283 (ar, 1H), 4,35 (1, 2H), 3,89 (¢, 3H), 3,57 (1, 3H), 3,24-3,18
(M, 3H), 3,07-3,02 (M, 2H), 1,26 (T, 3H); XKX-MC (UDP): paccunrannas macca: 543,6; HalineHHas Macca: 543,2
[M+H]" (By: 0,224 mun).

[Mpumep 237. N-(2',4'-qudrop-5-(6-(1-mermn-1H-nupazon-4-wn)-3H-nmunazo[4,5-b Jnupuann-3-mn)-[1,1'-
ondenni]-3-mn)-2-(MuppoauauH- 1 -riT)aneTaMua.

CoequHEHHE MOTYYalOT U3 coeanHeHus u3 npumepa 132a) (100 mr, 0,248 MMoIIb) ¢ IPUMEHEHUEM METO-
TIUKA 13 puMepa 225 u 2-(muppoauanH- 1 -un)ykeycHoi KucioTsl (35 mr, 0,273 MMoutb, 1,1 3kB.) ¢ mony4eHHEM
npoaykta ¢ 7,08%-HbIM BBIXOAOM (9 MT). 'H IMP (400 MI'u, AMCO-dy): 6 8,89 (c, 1H), 8,6 (c, 1H), 8,29 (c,
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2H), 8,10 (c, 1H), 7,93 (c, 1H), 7,85 (¢, 1H), 7,78 (¢, 1H), 7,67-7,61 (m, 1H), 7,14-7,08 (M, 2H), 4,29 (c, 2H),
3,95 (c, 3H), 3,80 (c, 2H), 3,29 (1, 2H), 2,14 (1, 4H); XXX-MC (MDP): paccunrannas macca: 513,21; HaiineHHas
macca: 514,4 [M+H]" (y: 0,27 Mun).

IIpumep 238. N-(2',4'-Iudrop-5-(6-(1-mernn-1H-mupazon-4-un)-3H-umunazo[4,5-bmupuaun-3-un)-[1,1'-
oudenwm]-3-mr)-2-MmopdoTMHOAIIC TAMHAT.

Coe/IMHEHHE TTOTYYal0T U3 COSAMHEHHS U3 mpuMepa 132a) ¢ mpHMEeHeHHeM METONUKH 13 mpumepa 225. 'H
SAMP (400 MI', IMCO-dg): 6 11,1 (c, 1H), 8,99 (c, 1H), 8,70 (c, 1H), 8,42 (n, 2H), 8,31 (¢, 1H), 8,05 (c, 1H),
7,90 (c, 1H), 7,83 (c, 1H), 7,77-7,75 (m, 1H), 7,47 (1, 1H), 7,30 (T, 1H), 4,27 (c, 2H), 3,90 (c, 3H), 3,82 (T, 4H),
2,50 (t, 4H); XKX-MC (MDP): paccunrannas Macca: 529,20; Haiinennas Macca: 530,4 [M+H]" (y: 0,23 mun).

IIpumep 239. N-(2',4'-Iudrop-5-(6-(1-metun-1H-mupazon-4-mn)-3H-umumazo[4,5-b|mupuaun-3-mwn)-[1,1'-
oudennn|-3-mn)-2-(munepuaus- 1 -uin)aeraMu.

CoeIMHEHHE MOTYYAIOT U3 COSIMHEHHs 13 mpuMepa 132a) ¢ IpUMeHeHHeM METOANKH) 13 mpumepa 225. 'H
SAMP (400 MI', IMCO-dg): 6 11,0 (¢, 1H), 9,73 (c, 1H), 8,99 (c, 1H), 8,70 (z, 1H), 8,43 (T, 2H), 8,31 (c, I1H),
8,05 (c, 1H), 7,90 (¢, 1H), 7,83 (c, 1H), 7,79-7,73 (m, 1H), 7,49-7,44 (m, 1H), 7,30 (1, 1H), 4,20 (c, 2H), 3,90 (c,
3H), 3,37 (1, 4H), 1,80-1,69 (M, 6H); XXX-MC (UDP): paccunrannas macca: 527,57; HaliaenHas macca: 528,6
[M+H]" (By: 0,32 Mumn).

[Mpumep 240. N-(2',4'-qudrop-5-(6-(1-mermn-1H-nupazon-4-wn)-3H-nmunazo[4,5-b Jnupuann-3-mn)-[1,1'-
oudenwmn]-3-mwn)nunepuauH-4-kapbokcaMu.

a) tper-byrun  4-((2',4'-mudrTop-5-(6-(1-metmn-1H-mupazon-4-mn)-3H-umunazo[4,5-b|mupunna-3-mm)-
[1,1'-6udennn]-3-wmn)kapdbamMomn) munepuaIuH- 1 -kapObokcumar.

CoenuHeHne TOMYJYaloT U3 coeauHeHnus u3 npumepa 132a) (100 mr, 0,248 MMOIb) C MPUMEHEHHEM METO-
UKA 13 mpumepa 225 u 1-(Tper-0yTokcukapOoHWI)mUNepruIuH-4-kapOoHOBOH KUCIOTHI (56 mr, 0,248 MMoIh, 2
9KB.) € MOJTydeHHeM npoaykra ¢ 26,3%-abmM BeixogoM (40 mr). XKX-MC (UOP): paccunrannas macca: 513,21;
Haiinennas mMacca: 514,4 [M+H]" (sy: 0,68 mun).

b) N-(2',4'-Audrop-5-(6-(1-merun-1H-mupazon-4-un)-3H-umunazo[4,5-bmupunun-3-w)-[1,1'-0udennn]-
3-mn)nunepuuH-4-kapOoKcaMuI.

K pacrtBopy coenunenus n3 npumepa 240a) (30 mr, 0,0489 mmons) B IXM nob6asmsror TOK (1 mir) u me-
pememuBaroT npu KT B Teuenue 16 4. CMmech KOHIEHTPUPYIOT C NOIYYEHUEM MPOAYKTa ¢ 98%-HBIM BBEIXOJOM
(25 mr). 'H SIMP (400 MI'u, IMCO-dg): 8 10,50 (c, 1H), 8,94 (c, 1H), 8,72-8,66 (M, 2H), 8,40-8,35 (M, 3H),
8,29 (c, 1H), 8,03 (c, 1H), 7,90-7,89 (n, 1H), 7,73-7,67 (M, 2H), 7,46-7,41 (m, 1H), 7,28-7,23 (M, 1H), 3,88 (c,
3H), 3,37-3,34 (m, 2H), 2,99-2,90 (M, 2H), 2,73-2,68 (M, 1H), 2,01-1,98 (z, 2H), 1,85-1,77 (M, 2H); XX-MC
(MDP): paccuntanHas macca: 513,21; Haiinennas macca: 514,4 [M+H]" (By: 0,68 Mum).

Ipumep  241.  N-(2'.4'-Hudrop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
oudenwmn]-3-mr)-2-(1H-1,2,4-tpuazon- 1 -mr)aneramu .

Coe/IMHEHHE TTOTyYal0T H3 COSAMHEHHS U3 mpuMepa 132a) ¢ mpiMeHeHHeM METONMKH 13 mpuMepa 225. 'H
SAMP (400 MI'u, AMCO-dg): 8 10,9 (c, 1H), 9,0 (c, 1H), 8,73(c, 1H), 8,6 (c, 1H), 8,3 (c, 1H), 8,4 (1, 1H), 8,03
(u, 1H), 7,87 (c, 1H), 7,75 (m, 1H), 7,48 (m, 1H), 7,29 (M, 1H), 5,23 (¢, 1H), 3,95 (¢, 3H); XKX-MC (M1DP): pac-
cunraHHas Macca: 511,49; Hainennas Macca: 512,1 [M+H]" (By: 1, 01 mun).

[Mpumep 242. N-(2',4'-qudrop-5-(6-(1-mermn-1H-nupazon-4-wn)-3H-nmunazo[4,5-b Jnupuann-3-mn)-[1,1'-
oudennin]-3-mn)-3,5-uMeTnnnunepasus- 1 -kapookcamu L.

K pacrBopy coennnenus u3 npumepa 132a) (100 mr, 0,248 mmons) B IXM nobasisttor 20%-Hbli (ocren
(73,4 mr, 0,748 MmMo1b, 3 2KB.), 3aTteM 1-aTmmunepasus (28,3 mr, 0,248 MMoIb, 1 3kB.). CMech epeMEIUBAIOT
B TeyeHHe 16 4, racaT M SKCTParupyror, Kak B mpumMepe 2b). PacTBopuTeNb OTrOHSIOT C MOJy4eHHEM HEOUYH-
IIEHHOT'O OCTaTKa, KOTOPHIN ounmaroT npenapatuBHoil BOXKX ¢ momyuenneM mpoaykra ¢ 5,9%-HBIM BBIXOIOM
(8 mr). "H SIMP (400 MI't, IMCO-dq): 8 9,13 (c, 2H), 8,90 (1, 1H), 8,70-8,69 (u, 1H), 8,40-8,39 (1, 1H), 8,29
(c, 1H), 8,18 (1, 1H), 8,03 (c, 1H), 7,74-7,63 (M, 3H), 7,46-7,40 (M, 1H), 7,28-7,22 (m 1H), 4,32-4,29 (n, 2H),
3,88 (c, 3H), 3,34 (M, 2H), 2,80 (1, 2H), 1,24 (c, 3H), 1,22 (c, 3H); XX-MC (13P): paccunutannas macca:
542,24; naiinennas mMacca: 543,3 [M+H]" (By: 0,67 mum).

Ipumep  243.  N-(2'.4'-Hudrop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
OudenHw]-3-1mn)akpruIaMu.

K pactBopy coeannenus u3 npumepa 132a) (60 mr, 0,1492 mmons) B IXM nobasmsror TOA (30 mr, 0,298
MMOJIb, 2,0 9KB.), 3aTeM xjopuj akpwiowia (16,1 mr, 0,179 Mmmons, 1,2 3kB.). CMech MEPEMEITUBAIOT B TCUCHUE
4 4, TacsT U IKCTPArupyroT, Kak B mpuMmepe 2b). PacTBopuTens OTTOHSIOT ¢ MOJTyYE€HHEM HEOYHUIIEHHOTO OCTAaT-
Ka, KOTOPBIH OUMIIAKT TpenapaTuHOit BOXKX ¢ momyuennem mpoxykra ¢ 41%-ubiM Bbixomom (28 wmr). 'H
SAMP (400 MI'r, AMCO-dg): 6 10,7 (c, 1H), 8,97 (c, 1H), 8,754 (n, 1H), 8,44 (1, 1H), 8,33 (c, 1H), 8,069 (x,
2H), 7,79-7,75 (m, 2H), 7,48 (1, 1H), 7,30 (1, 1H), 6,55-6,51 (M, 1H), 6,32 (1, 1H), 5,84 (n, 1H), 3,92 (c, 3H);
JKX-MC (MDP): paccunrtannas macca: 456,15; Haiinennas macca: 457,1 [M+H]" (y: 1,456 mun).

[Tpumep 244, Juamun  N-muxmonponmi-N'-(2',4'-audTop-5-(6-(1-metun- 1 H-mupazon-4-wmn)-3H-
nmuaazo[4,5-b]mupunun-3-wmn)-[1,1'-6udenmn]-3-mr)cepHoi KUCIOTHI.

K pactBopy coemunenuss u3 mpumepa 132a) (60 mr, 0,149 mmonb) B mnupuamHe A00aBISIOT N-
IIUKIIOTIPOTTHJI-2 -OKCOOKCa30 M ANH-3-cyabdornamu (49 mr, 0,238 mmons, 1,6 9kB.). CMech MepeMeNnBaroOT MpU
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50°C B TeueHue 16 4, racsAT U HKCTPArupyloT, Kak B npumMepe 1d). PacTBOpHUTENbh OTrOHAIOT C MOJy4eHHEM He-
OUUILEHHOTO OCTATKa, KOTOPBIN ounmmaroT npenapatusHoit BOXKX ¢ nomydyenuem mpoaykra ¢ 19,4%-HbIM BBI-
xozom (15 mr). 'H SIMP (400 MI'ti, CD;0D): & 8,89 (c, 1H), 8,71 (c, 1H), 8,32 (c, 1H), 8,14 (c, 1H), 7,96 (c,
1H), 7,77 (t, 1H), 7,71 (g, 1H), 7,71-7,63 (m, 1H), 7,47 (1, 1H), 7,15-7,09 (m, 2H), 3,98 (c, 3H), 2,48-2,44 (M,
1H), 0,65-0,55 (m, 4H); XKXX-MC (VDP): paccunrannas macca: 521,14; naiinennas macca: 522,1 [M+H]" (sy:
1,480 muH).

IIpumep 245. Tuamun N-(2',4'-mudTop-5-(6-(1-metun-1H-mupazon-4-mn)-3H-umunazo[4,5-b|mupuaua-3-
un)-[1,1'-6udenmn]-3-mn)-N'-(dypaH-2-HIMETHIT)CEPHON KUCTOTHI.

K pactBopy coemunenus u3 npumepa 132a) (100 mr, 0,248 Mmomb) B upuanHe g00aBisioT N-(pypaH-2-
WJIMETHI )-2-0KCOOKCa30uauH-3-cyiabhoramun (97 mr, 0,398 mmoins, 1,6 5kB.). CMech MepeMemrBaT Mpu
50°C B TeueHue 16 4, racsAT U HKCTPArupyloT, Kak B npumMepe 1d). PacTBopuTenb OTrOHAIOT ¢ MOJy4eHUEM He-
OUUILEHHOT0 OCTaTKa, KOTOPBIM o4MIIaroT npenaparuBHoil BOXKX ¢ momyuenuem mpoaykra ¢ 18%-HBIM BBIXO-
oM (25 mr). 'H SIMP (400 MT', IMCO-dy): & 10,24 (c, 1H), 8,89 (c, 1H), 8,70 (z, 1H), 8,40 (x, 1H), 8,31-8,28
(m, 2H), 8,03 (n, 1H), 7,71-7,64 (m, 3H), 7,46-7,43 (M, 2H), 7,32 (n, 1H), 7,29-7,24 (M, 1H), 6,28-6,27 (m, 1H),
6,23 (m, 1H), 4,10-4,09 (m, 2H), 3,88 (c, 3H); XKX-MC (UDP): paccunrannast macca: 561,14; HaiineHHas macca:
562,1 [M+H]" (By: 1,513 mun).

pumep 246. N-(5-(6-(2-Amunonupunun-4-mn)-3H-umunazo[4,5-b Jrmpuann-3-nn)-2',4'-nudrop[1,1'-
Oudenw]-3-mn)aneTamMmuI.

a) Ttper-byrun  (4-(3-(5-aneramuno-2',4'-mudtop[1,1'-6udennn]-3-nn)-3H-umunazo-[4,5-b|mupuana-6-
W) IAPUIAH-2-1T)KapOamar.

CoerHeHHe TOJIYYaloT U3 COSAMHEHUS 13 puMepa 131¢) ¢ mpuMeHeHneM MEeTOANKH 13 ipumMepa 131d).

b)  N-(5-(6-(2-AmunonmpuauH-4-min)-3H-umumazo[4,5-bmupunun-3-mn)-2',4'-mudtop[ 1,1'-6udenwn]-3-
WT)aneTaMul.

K pactBopy coenunenus u3 npumepa 246a) (0,2 r, 0,359 mmons) B JIXM (5 mu) nobasnsror (1,2 mir) TOK
npu 0°C. Cmecs nepememnBatot npu KT B Teuenne 16 4. CMech KOHLEHTPUPYIOT B BaKyyMe, racsT OukapooHa-
TOM HATpHsI M DKCTPAarupyroT, Kak B nmpumepe 1d). PacTBopuTens OTroHSIOT ¢ moiydeHueM mnpoxaykra ¢ 17,7%-
aeiM BEIX00M (0,29 1). 'H SIMP (400 MT'ni, IMCO-de): & 10,41 (c, 1H), 9,09 (c, 1H), 8,87 (z, 1H), 8,70-8,69
(m, 2H), 8,34 (c, 1H), 8,10-8,08 (n, 1H), 8,12 (¢, 1H), 7,86 (¢, 1H), 7,71 (M, 2H), 7,52 (M, 1H), 7,41-7,39 (n, 1H),
7,31 (M, 2H), 2,12 (c, 3H); paccuntanHas Macca: 456,48; Haiinennas macca: 457,3 [M+H]" (By: 0,19 mun).

[pumep 247. N-(2'4'-Hdudrop-5-(6-(trazon-2-mn)-3H-umunazo[4,5-b|nupuann-3-mwn)-[1,1'-oudennn]-3-
Wi)aneTaMul.

CoeuHEeHHE TOTYJaroT U3 coeauaenus u3 npuMepa 131c¢) (100 mr, 0,225 mmons) B TT'® (6 mir) ¢ nmpume-
HeHueM MeToauku u3 npumepa 200c) u 6pomuaa tuazon-2-wimuaka (I1) (155 mr, 0,677 mmods, 3,0 9KkB.) ¢ 1O-
Jy4CHUEM MPOAYKTa ¢ 25%-HBIM BBIXOJOM (25 Mmr). 'H SIMP (400 MTI', JIMCO-dy): 6 10,42 (c, 1H), 9,08 (x,
2H), 8,72 (m, 1H), 8,30 (c, 1H), 8,01 (m, 1H), 7,93 (c, 1H), 7,90 (un, 1H), 7,75-7,72 (M, 2H), 7,46 (T, 1H), 7,28 (T,
1H), 2,13 (c, 3H); )KX-MC (MD3P): paccunrtannas Macca: 447,46; Haiinennas macca: 448,0 [M+H]'.

IMpumep 248. N-(5-(6-(6-Amunommpuana-3-un)-3H-umunazo[4,5-b jmupuaun-3-wn)-2',4"-qudrop[1,1'-
oudenn|-3-mn)aneTamMu.

CoeIMHEHHE MOTYYAKOT U3 COSIMHEHHs 13 mpuMepa 131¢) ¢ mpuMeHeHHeM MeTOANK) 13 mpuMepa 246. 'H
AMP (300 MI'u, IMCO-dg): 6 10,43 (c, 1H), 9,02 (c, 1H), 8,76 (m, 1H), 8,55 (z, 1H), 8,44-8,34 (M, 3H), 8,04
(ymmp.c, 2H), 7,84 (c, 1H), 7,75-7,67 (m, 2H), 7,49-7,42 (m, 1H), 7,30-7,25 (m, 1H), 7,10-7,07 (M, 1H), 2,12 (c,
3H); )KX-MC (MDP): paccuntannas mMacca: 456,15; Haiinennas macca: 457,2 [M+H]" (By: 0,20 Mumn).

Mpumep 249. N-(5-(5-(4-Amunodenun)-1H-6en3o[dJumunazon-1-uwn)-2',4'-qudrop[1,1'-oudenun]-3-
WIT)aneTaMuI.

Coe/IMHEHHE TTOTyYal0T U3 COSTMHEHHS U3 mpuMepa 131¢) ¢ mprMeHeHHeM MeTOXHKH 13 puMepa 246. 'H
SAMP (300 MI'n, AMCO-dg): 6 10,41 (c, 1H), 8,98 (¢, 1H), 8,68 (c, 1H), 8,37 (c, 1H), 8,31 (¢, 1H), 7,89 (c, 1H),
7,71-7,68 (M, 1H), 7,62-7,59 (M, 2H), 7,48-7,42 (M, 1H), 7,29-7,24 (M, 2H), 7,12 (¢, 1H), 6,95-6,90 (M, 3H), 2,12
(c, 3H); XKX-MC (U3P): paccuntanHas Macca: 455,16; HalineHHas Macca: 456,3 [M+H]™ (y: 0,78 Mun).

IMpumep 250. N-(5-(5-(2-Amunommpuawnn-4-un)-1H-6en3o[dJumuaazon-1-mm)-2',4'-mudrop[ 1,1'-6ude-
HWII|-3-1T)aneTaMuI.

CoerHeHHe TMOTyJaroT U3 COSAMHEHNs U3 ipuMepa 1h) ¢ mpuMeHeHneM METOIMKH U3 TpuMepa 246 ¢ 1o-
nydeHueM npoaykra ¢ 97,6%-ubmm Berxoaom (0,40 ). 'H sMP (400 MI'y CD;0D): 6 8,68 (c, 1H), 8,21-8,20 (x,
2H), 7,91-7,88 (1, 2H), 7,84-7,81 (an, 1H), 7,70-7,68 (1, 1H), 7,66-7,64 (m, 1H), 7,54 (n, 1H), 7,34-7,30 (M, 2H),
7,15-7,10 (M, 2H), 3,33 (c, 1H), 2,19 (c, 3H); paccunrannas macca: 455,46; HaiinenHas macca: 456,3 [M+H]"
(By: 0,29 muR).

IIpumep 251. N-(2",4'-Androp-5-(5-(tnazon-2-un)-1H-6enzo[d[umunazon-1-um)-[ 1,1'-6ndpennin]-3-
WIT)aneTaMuI.

CoenuHeHHE TONTy4aroT u3 coeanHenus u3 npumepa lh) (200 mr, 0,452 mmous) B TI'® (6 M) ¢ mpumene-
HHEeM MeTo kK u3 npumepa 200c) u 6pomuna trazon-2-mwiuaka(Il) (310 mr, 1,35 mmons, 3,0 9kB.) ¢ momyde-
HHEM IpoayKTa ¢ 25%-HeIM BEIXog0oM (50 mr).

[Tpumep 252. N-(5-(5-(6-Amunormupuana-3-un)-1 H-6en3o[dJumunazon-1-nm)-2',4'-muprop-[1,1'-
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oudenn|-3-mn)aneTamMmu.

Coe/IMHEHHE TTONYYaloT U3 COSIMHEHHs U3 mpuMepa 1h) ¢ mpuMeHeHHeM MeToauKH u3 mpumepa 1i). 'H
SAMP (300 MI'n, CD;0D): 6 8,25 (x, 1H), 8,08 (c, 2H), 7,96 (c, 1H), 7,82 (c, 1H), 7,59-7,51 (M, 3H), 7,42 (c,
1H), 7,05-6,99 (M, 4H), 2,1 (c, 3H); KX-MC (U3P): paccunrannas Macca: 455,16; Haiinennas macca: 456,1
[M+H]" (By: 0,21 mun).

IMpumep 253. N-(5-(5-(3-Amuno-1-mernn-1H-mmmpazon-4-un)-1H-6en30[dJumunazon-1-mm)-2',4'-mudrop-
[1,1'-6udennn]-3-mm)aneramMu.

a) tper-bytmn (4-(1-(5-ameramuno-2',4'-nudrop-[1,1'-6udenwnn]-3-mn)-1H-6en3o[d|Jumunazon-5-m)-1-
meTtwi- 1 H-upa3zon-5-nm)kap6amar.

CoennHeHHE TOTYYaloT U3 COSANHEHN U3 mpuMepa l1h) ¢ mpuMeHeHneM METOINKH, YKa3aHHOH B IpuMepe
1i).

b) N-(5-(5-(3-Amuno-1-metmn-1H-nmupazon-4-mn)-1 H-6en3o[d Jumunazon-1-wn)-2',4"-mudrop[ 1,1'-Oude-
HWJI|-3-HiT)aneTaMuz.

K pacrBopy coennnenus u3 npumepa 253a) (15 mr, 0,02 mmoins) B JIXM nobasistor TOX (1 mir). Cmech
nepememuBatoT npu KT B Teuenne 16 4 u KOHLEHTPUPYIOT C MoIydeHHeM npoaykra ¢ 50,4%-HbIM BeIxOAOM (6
mr). 'H SIMP (400 MTI'u, CD;0D): & 8,49 (c, 1H), 8,11-8,10 (n, 1H), 7,86 (c, 1H), 7,73-7,60 (m, 4H), 7,53-7,49
(M, 2H), 7,16-7,09 (M, 2H), 3,76 (c, 3H), 2,20 (c, 3H), 1,97 (c, 2H); KXX-MC (M3P): paccunranHas macca:
458,46; maiinennas macca: 459,0 [M+H]" (By: 0,43 mun).

IIpumep 254. N-(5-(5-(2-Amunortunazon-5-un)-1H-6en30[d[umunazon-1-nmn)-2',4'-nudprop-[1,1'-0ndennn]-
3-un)ameraMu.

K pacTtBopy N-(5-(5-(2-6pomarnetmn)-1 H-6en3o[dJumunazon-1-un)-2',4'"-mudrop[ 1,1'-ondennn]-3-
mn)aneramua (100 mr, 0,20 MMomb) B 3TaHONIEe T00aBIAIOT THOMOYeBHHY (20 Mmr, 0,30 MMoib, 1,5 3kB.). CMech
nepememuBaioT nmpu 60°C B Tedenne 3 4. CMech racsaT U SKCTparupyror, kak B npumMepe 1d). PactBopurens ot-
TOHSIIOT C TOJYYEeHHEM HEOUMILEHHOTO OCTaTKa, KOTOPBIA OuMINAIOT npemnapaTuBHOW BIXKX ¢ momyuenuem
npoaykta ¢ 14,7%-upiv BeixogoM (14 mr). 'H SIMP (300 MT'n, CD;OD): & 8,73 (c, 1H), 8,11 (c, 1H), 8,01 (c,
1H), 7,73-7,69 (M, 2H), 7,62-7,50 (m, 2H), 7,45 (a, 1H), 7,10-6,99 (M, 3H), 2,10 (c, 3H); XKX-MC (MDP): pac-
cunTaHHas Macca: 461,4; Halinennas macca: 462,1 [M+H]" (By: 0,80 muH).

Mpumep  255.  N-(5-(5-(2-Amunomupumuaus-5-un)-1H-6en3o[d Jumunazon-1-un)-2',4'-mudrop-[1,1'-
oudenn|-3-mn)aneTamMu.

Coe/IMHEHHE TIONYYAKOT M3 COCIMHEHHs U3 mpuMepa 1h) ¢ mpuMeHeHneM MeToauky u3 npuMmepa 246. 'H
SAMP (300 MI'y, CD;0D): 6 8,84 (c, 1H), 8,70 (c, 1H), 8,18 (c, 1H), 7,99 (¢, 1H), 7,86-7,83 (M, 1H), 7,72-7,61
(M, 3H), 7,53 (1, 1H), 7,13-7,01 (M, 2H), 2,13 (c, 3H); XKX-MC (MDP): paccunrannas macca: 456,4; HaiineHHas
macca: 457,1 [M+H]" (By: 0,56 mun).

IMpumep 256. N-(5-(5-(1H-ITupazon-1-mn)-1H-6en3o0[dJumunazon-1-mn)-2',4"-mudrop[1,1'-0udenmn]-3-
nn)- | -MeTunmunepuarnH-4-KapOOKCaMUI.

CoerHEeHHE TTOTYJal0T U3 COequHEeHHs u3 mpuMepa 29a) (50 mr, 0,128 MMOIIB) ¢ IPUMEHEHUEM METOINKH
13 mpuMmepa 225 ¢ IpUMEHEHHEM |-MEeTHITUIePUIIMHKapOOHOBOM KUCIOTH (22 wmr, 0,154 mmons, 1,2 9kB.) ¢
nosyuenreM mpoaykta ¢ 30%-ueiM BexozoM (20 mr). 'H SIMP (300 MI'm, CD;OD): & 8,59 (c, 1H), 8,27 (x,
1H), 8,15-8,14 (1, 1H), 8,11 (m, 1H), 7,82-7,75 (M, 4H), 7,66-7,56 (M, 1H), 7,56 (m, 1H), 7,13-7,11 (M, 1H), 6,56
(1, 1H), 3,53-3,47 (M, 2H), 3,0 (M, 2H), 2,82 (c, 3H), 2,7 (M, 1H), 2,14-2,0 (M, 4H); XKX-MC (U3P): paccunran-
Has Macca: 512,55; naitnennas macca: 513,1 [M+H]" (By: 1,245 mun).

Mpumep 257. N-(5-(5-(1H-ITupazon-1-un)-1H-6en3o[d]umunazon-1-mn)-2',4'-mudrop[1,1'-ondennn]-3-
Wi)-2-(4-MeTHIIHUIIepa3uH- | -T)arieTaMuI.

CoeHEHHE MONYYAIOT U3 COSIMHEHHS U3 npuMepa 29a) ¢ MPUMEHEHHEM METOIMKH u3 mpuvepa 225. 'H
SAMP (400 MI'n, IMCO-dg): 6 10,12 (¢, 1H), 8,73 (c, 1H), 8,58 (n, 1H), 8,22 (x, 1H), 8,13 (T, 1H), 7,95-7,9 (M,
2H), 7,82-7,71 (m, 3H), 7,55 (¢, 1H), 7,47-7,41 (m, 1H), 7,28-7,23 (ut, 1H), 6,55-6,54 (M, 1H), 3,45 (c, 2H), 3,17
(c, 3H), 2,48-2,32 (M, 8H); XXX-MC (UDP): paccunraHHas macca: 527, 57; HaiimeHnas macca: 528,2 [M+H]"
(By: 0,36 MuH).

IMpumep 258. N-(5-(5-(1H-ITupazon-1-mn)-1H-6en30[d Jumunazon-1-mn)-2',4'-mudrop[1,1'-0udenmn]-3-
nn)-2-(1H-1,2,4-tpuazon-1-mr)aneTamu.

Coe/IMHEHHE TIONYYal0T U3 COSAMHEHHS 13 IpuMepa 29a) ¢ IpHUMEHeHHeM METOAMKH u3 mpuMepa 225. 'H
SAMP (400 MI'n, JIMCO-dg): 6 11,2 (¢, 1H), 8,75 (c, 1H), 8,57 (c, 1H), 8,22 (n, 1H), 8,07 (1, 1H), 8,0 (¢, 1H),
7,92-7,85 (m, 2H), 7,8-7,73 (m, 3H), 7,59 (c, 1H), 7,47-7,41 (a1, 1H), 7,28-7,23 (ar, 1H), 6,54 (m, 1H), 5,24 (c,
2H); )KX-MC (UDQP): paccunrannas macca: 496,47; naiinennas macca: 497,0 [M+H]" (8y: 0,17 mun).

MMpumep 259. N-(5-(5-(1H-ITupazon-1-wmn)-1H-6en3o[d]umunazon-1-mn)-2',4'-mudrop[1,1'-ondennn]-3-
wi)-2-(MUNepUInH- | -FiT)ane TaMmu/I.

CoequHEHHE TIOJTyYaroT U3 COSANHEHUS U3 MpuMepa 29a) ¢ MpuMEHeHHEM METOAMKU U3 puMepa 225 u 2-
(mmnepuauH-1-u1) ykcycHol kuciotTsl (41 mr, 0,290 mmous, 1,5 9kB.) ¢ nomydenueM npoaykra ¢ 10,1%-HbM
BorxozoM (10 mr). 'H SIMP (400 MT', IMCO-dq): & 10,11 (c, 1H), 8,75 (c, 1H), 8,60 (1, 1H), 8,24-8,21 (x, 1H),
8,15 (¢, 1H), 7,98 (c, 1H), 7,94-7,92 (an, 1H), 7,84-7,82 (n, 1H), 7,79-7,77 (M, 2H), 7,56 (c, 1H), 7,49-7,43 (T,
1H), 6,57-6,56 (1, 1H), 3,14 (c, 2H), 2,67 (c, 1H), 2,33 (c, 1H), 1,90 (¢, 1H), 1,60-1,59 (1, 5H), 1,40 (c, 2H);
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JXKX-MC (MDP): paccunTannas Macca: 512,55; naiinennas macca: 513,2 [M+H]" (By: 0,3 mun).

Mpumep 260. N-(5-(5-(1H-ITupazon-1-mn)-1H-6en3o[d]umunazon-1-mn)-2',4'-mudrop[1,1'-ondennn]-3-
1)-2-(TUppOTUAWH- | -FJT)arieTaMuI.

Coe/IMHEHHE TIONYYal0T U3 COSAMHEHHS 13 IpuMepa 29a) ¢ pHUMEHeHHeM METOAMKH u3 npuMepa 225. 'H
SAMP (600 MI'y, CD;0D): & 8,62 (c, 1H), 8,29-8,28 (n, 1H), 8,17-8,16 (1, 1H), 8,12 (¢, 1H), 7,85-7,83 (nm, 3H),
7,77-1,76 (0, 1H), 7,68-7,67 (m, 1H), 7,59 (c, 1H), 7,15-7,12 (m, 2H), 6,58-6,57 (1, 1H), 3,73 (c, 2H), 3,02 (1,
4H), 2,00-1,94 (M, 7H); XXX-MC (UDP): paccuntannas macca: 498,53; Haiinennas macca: 499.6 [M+H]" (By:
0,6 MuH).

Ipumep  261.  N-(2'.4'-Hudrop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
Ooudenwm]-3-mr)- 1 -3 TUIMUIepUIrH-3 -KapOOKCAMUI.

CoeMHEHHE TOJTYYAIOT M3 COSIMHEHHS U3 MpUMepa 2a) ¢ IPHUMEHEHHEM METOAMKH U3 mpumepa 225. 'H
AMP (300 MI'n, AMCO): 6 10,6 (m, 1H), 9,50 (c, 1H), 8,79 (n, 1H), 8,22 (¢, 1H), 8,10 (c, 1H), 8,00-7,96 (x,
2H), 7,80-7,70 (m, 3H), 7,64-7,59 (m, 1H), 7,46 (m, 1H), 7,28 (m, 1H), 3,81 (¢, 3H), 3,60-3,56 (x, 3H), 3,43-3,37
(M, 1H), 3,14-3,04 (x, 2H), 3,0-2,89 (1, 2H), 2,13 (1, 1H), 2,00-1,95 (n, 1H), 1,73-1,69 (x, 1H), 1,55 (1, 1H);
KX-MC (U3P): paccuntannas macca: 540,6; Haiinennas: macca: 541,2 [M+H]" (By: 0,22 mun).

Mpumep  262.  N-(2',4'-Hudrop-5-(5-(1-metmn-1H-nupazon-4-un)-1H-6en30[d Jumunazon-1-mm)-[1,1'-
ougenni]-3-mn)- 1 -MeTHInUnepuIuH-3-KapOoKcaMu .

Coe/IMHEHHE TOTYYAl0T U3 COSAMHEHHS U3 IpHMepa 2a) ¢ IPUMEHEHHeM METONHKH u3 mpuMepa 255. 'H
SAMP (300 MI'u, AMCO): & 10,6 (x, 1H), 9,50 (c, 1H), 8,79 (n, 1H), 8,22 (c, 1H), 8,10 (¢, 1H), 8,00-7,96 (z,
2H), 7,80-7,70 (m, 3H), 7,64-7,59 (M, 1H), 7,46 (m, 1H), 7,28 (M, 1H), 3,81 (¢, 3H), 3,60-3,56 (m, 3H), 3,43-3,37
(M, 1H), 3,14-3,04 (m, 2H), 3,0-2,89 (T, 2H), 2,13 (1, 1H), 2,00-1,95 (&, 1H), 1,73-1,69 (n, 1H), 1,55 (n, 1H);
JXKX-MC (MDP): paccunTanHas Macca: 526,58; HaifnenHas macca: 527,2 [M+H]" (By: 0,15 mun).

[Tpumep 263. N-(2',4'-Hudrop-5-(5-(1-(Tterparunpo-2H-nupan-4-un)-1H-1,2,3-rpuazon-4-un)-1H-
6enso[d]umunazon-1-wn)-[ 1,1'-6udennn]-3-mn)aneramus.

CmMech coeanHenus u3 npumepa 17¢) (250 mr, 0,644 mmons), 4-a3unoterparnapo-2H-nupana (90 mr, 0,77
MMoOJIb, 1,2 3kB.), Hoauna meau (12 mr, 0,06 mmons, 0,1 3kB.) B JIM® nepememmuBarot mpu 90°C B Teuenue 16
4. CMech racst BOAOH, U BRIIABINUHN 0CaA0K (QUIBTPYIOT U CYIIAT C MOJYYCHUEM HEOUYHIICHHOTO MPOIYKTa, KO-
TOpHIil ouMImAloT IpenapaTuBHOit BAXKX ¢ momyuennem mpomykta ¢ 45%-ubiM BEIXOg0M (150 Mr). 'H SIMP
(300 MI'r, AMCO): & 10,4 (c, 1H), 8,77 (c, 1H), 8,69 (c, 1H), 8,25 (¢, 1H), 8,06 (n, 1H), 7,94-7,90 (m, 1H),
7,83-7,76 (m, 3H), 7,53 (c, 1H), 7,40-7,52 (m, 1H), 7,34-7,22 (M, 1H), 4,80 (M, 1H), 4,02 (m, 2H), 3,50-3,52 (M,
2H), 2,10 (c, 3H), 2,0-2,12 (M, 4H); KX-MC (UDP): paccuntannas macca: 514,5; HaiinenHas macca: 514,8
[M+H]" (By: 1,32 mun).

[Tpumep 264. N-(5-(5-(1H-1,2,3-Tpuazon-4-un)- 1 H-6en3o[dJumunazon-1-nn)-2',4'-nudprop[ 1,1'-
Oudenm]-3-mn)aneTamMmuI.

Cwmech coenuaenus u3 mpumepa 17¢) (300 mr, 0,77 mmons), asuna Hatpus (150 mr, 2,32 MMoib, 3,0 9KB.),
omuna memu (14 mr, 0,07 mmouts, 0,1 3kxB.) B IM® mepememmBaroT B Teuenue 16 1 npu KT. Cmech racsar Bo-
JIOW, ¥ BBIIIABIINI OCaJOK (IIBTPYIOT W CyIIAT ¢ HNOJIYYCHHEM HEOUHIIEHHOTO MPOIYKTa, KOTOPHIH OYMIIAIOT
npenapatuBHOit BOXKX ¢ momyuenmeM mpoaykta ¢ 64,3%-meiM BbixomoMm (200 wmr). 'H SIMP (300 MI,
IMCO): & 10,4 (c, 1H) 8,80 (c, 1H), 8,40 (c, 1H), 8,32 (c, 1H), 8,11 (c, 1H), 7,97-7,94 (a, 1H), 7,85-7,76 (m,
3H), 7,56 (n, 1H), 7,47 (m, 1H), 7,30 (M, 1H), 2,10 (c, 3H); KX-MC (M3P): paccunrannas macca: 430,4; Haii-
nenHas macca: 431,2 [M+H]" (By: 0, 69 mun).

Mpumep 265. N-(5-(5-(1-({uxnonpormnmernn)-1H-1,2,3-tpuazon-4-ui)-1H-6en3o[d Jumnnazon-1-nn)-
2' 4'-mudrop| 1,1'-6udenmn]-3-um)ameTamMmu.

CwMmecsk coeaunaeHus u3 npumepa 17¢) (100 mr, 0,25 mMos), asuna Hatpus (25 mr, 0,387 mMoins, 1,5 3kB.),
(6pommeTmm)nuknonponana (41 mr, 0,310 mmonb, 1,2 3kB.), Hoauna mean (5 mr, 0,025 mmons, 0,1 3kxB.) B JIM®D
nepememuBaioT B TedeHre 16 1 mpu KT. CMmech racsaT BOAOH, U BBHIMABIINN 0CaA0K QHIBTPYIOT M CYMIAT C TO-
JydeHHUEM HEOUYHIIEHHOTO MPOAYKTa, KOTOPHIH OYMINAIOT mpenapatnBHON BOXKX ¢ momydeHueM MpomykTa ¢
80,6%-bIM BbIxogoM (100 mr). "H SIMP (300 MI'y, CD;0D): & 10,4 (c, 1H), 8,68 (m, 1H), 8,05 (c, 1H), 7,90-
7,88 (m, 2H), 7,81-7,69 (M, 3H), 7,51-7,39 (M, 3H), 7,28-7,22 (m, 1H), 4,25 (n, 2H), 2,10 (c, 3H), 1,34 (M, 1H),
0,63-0,56 (2H, m), 0,50-0,46 (2H, m); XKX-MC (MDP): paccuntanHas Macca: 484,5; HalinenHas macca: 484,8
[M+H]" (By: 1,42 mun).

[Tpumep 266. N-(2',4'-Hudrop-5-(5-(1-(terparunpo-2H-nupan-4-un)-1H-1,2,3-rpuazon-4-un)-1H-
oenzo[d]umunazon-1-mn)-[1,1'-0udennn]-3-mi)rtancynbpoHamu.

K pacrBopy 2'.4'-mudrop-5-(5-(1-(rerparunpo-2H-nupan-4-nn)-1H-1,2,3-rpuazon-4-un)-1H-6en3o[d]-
umuna3on-1-mn)-[1,1'-oudennn]-3-amuna (60 mr, 0,126 mmons) B JIXM mobasnstor mupunue (19 wmr, 2,52
MMoOIb, 2,0 9KB.), 3aTeM xyopuj staHcyabponmia (19 mr, 0,152 mmons, 1,2 skB.). [Toce 3aBepiieHus peakuu
PACTBOPHTEIIH OTTOHSIOT, M HCOUYHIICHHBIH MPOAYKT OUYHINAIOT NpenapatuBHoi BOXKX ¢ moydeHreM mpoayKkTa
¢ 42%-mpiM BbIx0oM (30 Mr). 'H SIMP (300 MI'w, CD;0D): & 8,92 (¢, 1H), 8,3 (un, 1H), 8,06 (¢, 1H), 8,0 (c,
1H), 7,95 (¢, 1H), 7,88 (c, 1H), 7,77-7,69 (M, SH), 7,45 (M, 1H), 6,56 (M, 1H), 3,92 (c, 3H), 3,28-3,27 (M, 4H),
1,6-1,49 (M, 6H); XKX-MC (MDP): paccuntanHas macca: 564,6; Haiinennas macca: 5654 [M+H]" (By: 1,46
MUH).
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ITpumep 267. N-(5-(5-(1H-1,2,3-Tpunazon-4-un)-1H-6en3o[dumunazon-1-um)-2',4'-mudrop[1,1'-
oudenn]-3-mn)sTaHcyabpoHaMuI.

K pactBopy 5-(6-(1H-1,2,3-tpnazon-4-mn)-3H-umunazo[4,5-b]mupunua-3-wn)-2',4'-mudtop[1,1'-6ude-
Hui|-3-amuH (70 mr, 0,18 mmoins) B JIXM nobGasmsiror mupuaue (42 mr, 0,54 mmons, 3,0 3KB.), 3aTeM XJIOPHT
arancynbponrmia (27 mr, 0,216 mmons, 1,2 3kB.). Peakmmio otciexusator ¢ momonipio JKXMC. Tlocie 3aBep-
MICHHSI PEAKIIMHA PACTBOPUTENb OTTOHSIOT, U HEOUHUIIICHHBIH POAYKT OYHINAIOT MpernapaTuBHoi BOXKX ¢ momy-
YEHHUEM MPOIYKTa C 2,3%-HBIM BBIXOIOM (2 MT).

IIpumep 268. N-(5-(6-(1-(ITuxnonponunmernn)-1H-1,2,3-rpuazon-4-un)-3H-umunazo[4,5-b]-nmupunna-3-
wn)-2"4"-nudrop[1,1'-6ndennn]-3-wr)aneramu.

Cmece  N-(5-(6-3tunmn-3H-umunazo[4,5-bnupunns-3-un)-2',4'-mudrop[1,1"-0udennn]-3-mwi)aneramuaa
(300 wmr, 0,77 mmounb), asuaa Hatpus (76 mr, 1,15 mmons, 1,5 3kB.), (6pommerun)ukonpomnana (125 mr, 0,92
MMoJIb, 1,2 3kB.), oguaa meau (14 mr, 0,07 mmons, 0,1 3kB.) B IM® nepemeniBarot B TeueHue 16 4 mpu KT.
CMech TacsT BOJIOW, U BHIMABIINIA 0CAJIOK (QMIBTPYIOT U CYIIAT C MONyYCHHEM HEOUYHUIEHHOTO MPOAYKTa, KOTO-
phiif ounmaroT mpenapatuHoit BOXKX ¢ momyuenneM npoaykta ¢ 82,6%-HbiM BEIXOg0M (310 Mr). 'H SIMP
(300 MI'y, AMCO): & 10,4 (c, 1H), 8,99 (n, 2H), 8,80 (c, 1H), 8,63 (n, 1H), 8,30 (¢, 1H), 7,91 (1, 1H), 7,76-7,68
(M, 2H), 7,49-7,41 (m, 1H), 7,30-7,25 (M, 1H), 4,21 (M, 2H), 2,12 (c, 3H), 1,23 (M, 1H), 0,63-0,60 (2H, n), 0,50-
0,48 (2H, n); XKX-MC (MDP): paccuntannas Macca: 485,4; naiinennas macca: 486,1 [M+H]" (y: 1,52 mun).

[Tpumep 269. N-(2',4'-Iudrop-5-(6-(1-(Terparunpo-2H-nupan-4-un)-1H-1,2,3-rpuazon-4-un)-3H-
nmuaazo[4,5-b]mupunun-3-wn)-[1,1'-6udenwmn]-3-mr)aneTaMmui.

Cmecb  N-(5-(6-3tmamn-3H-umunaszo[4,5-bmupuaun-3-nn)-2',4'-nudrop[ 1,1'-6udennn ]-3-wn)aneramMmu
(250 wmr, 0,644 mmomb), 4-asunoteTparuapo-2H-mupana (90 mr, 0,77 mMounb, 1,2 3kB.), Hoauaa meau (12 wr,
0,06 mmons, 0,1 skB.) B IM® nepememmBator npu 90°C B Teuenue 16 4. Cmech racsaT BOJIOH, U BBINAaBILINAN
0CaJiOK (QUIBTPYIOT W CYyIIAT C MOJYYCHHEM HCOUMICHHOTO NPOIYKTa, KOTOPHIA OYHIIAIOT MperapaTUBHON
BDXX ¢ nomydennem npoaykra ¢ 45%-upiM Boixogom (150 mr). 'H SIMP (300 MI'w, IMCO): & 10,4 (c, 1H),
8,99-8,97 (m, 2H), 8,88 (c, 1H), 8,61-8,60 (m, 1H), 8,32-8,29 (M, 1H), 7,91 (1, 1H), 7,76-7,68 (M, 2H), 7,48-7,41
(M, 1H), 7,3-7,24 (M, 1H), 4,80 (M, 1H), 4,02 (M, 2H), 3,50-3,60 (M, 2H), 2,10 (c, 3H), 2,0-2,12 (M, 4H); XKX-MC
(UDP): paccuntannas macca: 515,5; naiinennas macca: 516,5 [M+H]" (By: 1,37 muH).

Mpumep 270. Otun 2-(4-(3-(5-auneramuno-2',4"-nudrop[ 1,1'-ondenwnn]-3-mun)-3H-umunazo[4,5-bjnupuann-
6-un)-1H-1,2,3-tpuazon- 1 -m)amnerar.

Cwmech N-(5-(5-atunmin-1H-6en30[d]Jumunazon-1-mn)-2',4'-mudropoudenmn-3-nn)aneramuaa (200 mr, 0,51
MMOJIb), azuaa Harpus (90 mr, 1,5 mMomnb, 3,0 3kB.), 3t 2-6pomanerata (100 mr, 0,61 mmons, 1,2 9kB.), ac-
kopbara Hatpus (100 mr, 0,51 Mmmonb, 1,0 3kB.) u meHTaruapaTa cyiabdpara meau (45,9 mr, 0,255 mmons, 0,5
9kB.) B JIMCO, TT'® u Boge (1:1:1, 3 M) nepememuBaioT B Teuenne 12 4 nmpu KT. Cmech racsaT BOJOMH, U BbI-
MaBIIUH 0CaZoK QUIBTPYIOT M CYIIAT C IOJyYeHHEM HEOYHIEHHOTO HPOIYKTa, KOTOPHI OYMIIAIOT IIpernapa-
tuBHON BOXKX ¢ monydenneM mpoaykta ¢ 76%-meM Beixozom (200 mr). 'H SIMP (300 MI'n, IMCO): & 10,4
(c, 1H) 9,02-8,99 (m, 2H), 8,75 (c, 1H), 8,64 (1, 1H), 8,29 (c, 1H), 7,92 (1, 1H), 7,71-7,70 (m, 2H), 7,50-7,40 (M,
1H), 7,27 (m, 1H), 5,55 (c, 2H), 4,22 (xB, 2H), 2,10 (c, 3H), 1,24 (T, 3H); XKX-MC (U3P): paccunrannas macca:
517,45; naiinennas macca: 517,8 [M+H]" (By: 1,47 mMumn).

Mpumep 271. 2-(4-(3-(5-Aueramuno-2'4"-nudrop-[1,1'-6ndennn]-3-nn)-3H-umnnazo[4,5-b | nupuaun-6-
wn)-1H-1,2,3-tpuazon-1-mi)aneramu.

K cMmecu coenmunenus u3 npumepa 270 (100 mr, 0,19 MMoIh) B MeTaHOIIE JOOABISIOT METOHATBHBI aMMU-
ak mpu 0°C, u cmech nepememuBatot nmpu KT B Teuenue 16 1. CMech TUCTHILTUPYIOT MTOJHOCTHIO, M HEOUHUIIICH-
HBII IPOAYKT ouMINaroT npenaparuBHoit BOXKX ¢ momydenuem npoaykra ¢ 13%-ubim BeixogoMm (12 mr). 8 10,5
(c, 1H), 9,14-8,97 (m, 2H), 8,82 (c, 1H), 8,76 (x, 1H), 8,35 (c, 1H), 7,89 (a, 1H), 7,81-7,80 (M, 2H), 7,65-7,55 (M,
1H), 7,27 (m, 1H), 5,55 (¢, 2H), 2,8 (c, 2H), 2,10 (c, 3H); XKX-MC (UDP): paccuntannas macca: 515,5; Haiinen-
Hasg Macca: 516,5 [M+H]" (sy: 1,37 mun).

Ipumep 272. N-(5-(6-(1H-1,2,3-Tpuazon-4-un)-3H-umunazo[4,5-b Jrupuaun-3-un)-2',4'-qudrop[1,1'-
Oudenw]-3-mn)aneTamMmuI.

Cmech  N-(5-(6-3tuamin-3H-umunazo[4,5-b | mupuann-3-nn)-2',4'-mudrop[ 1,1'-oudennn]-3-mn)aneramMmuna
(300 wmr, 0,77 MmMous), a3una Hatpus (75 mr, 1,15 mmons, 1,5 3kB.), Hoguna meau (14 mr, 0,07 mmoins, 0,1 3kB.)
B JIM® nepememmuBatot B Teuerne 16 14 npu KT. CMech racsT BoJ1oH, ¥ BBINABIIMK 0Ca0K QMIBTPYIOT U CyIIAT
C MOJYYCHHUEM HCOUHIICHHOTO MPOIYKTa, KOTOPBIH OYHUINAIOT mpenapaTtuBHoi BOYKX ¢ momyueHueM mpoaykra
¢ 90%-ubIM BBIXOJIOM (300 MT).

Mpumep 273.  N-(5-(6-(1H-1,2,3-Tpnazon-4-un)-3H-umunazo[4,5-b Jimpuann-3-mn)-2',4'-nudprop[1,1'-
Ooudenm]-3-mn)sTaHcyIbhOHAMHUI.

K pactBopy 5-(6-(1H-1,2,3-tpnazon-4-mn)-3H-umumazo[4,5-b]mupunua-3-mn)-2',4'-mudrop[1,1'-6ude-
Hui|-3-amuHa (70 mr, 0,179 mmons) B IXM nobasmsror mupuaud (42 mr, 0,53 MMoitb, 3,0 9KB.), 3aTeM XJIOPHT
srancynbpormia (20 mr, 0,179 mmons, 1,0 3kB.). Peakmmio otciexusator ¢ momornipio JKXMC. Tlocie 3aBep-
MICHHSI PEAKIIMHA PACTBOPUTENb OTTOHSIOT, U HEOUHUIIICHHBIH TIPOAYKT OYMINAIOT NpernapaTuBHoi BOXKX ¢ momy-
geHreM IpoaykTa ¢ 9,3%-HbiM BexogoM (8 mr). 'H SIMP (300 MI', IMCO): & 10,4 (c, 1H), 9,0-8,97 (v, 2H),
8,64 (n, 1H), 7,92 (c, 1H), 7,75-7,64 (M, 3H), 7,47-7,43 (M, 3H), 3,31-3,24 (xB, 2H), 1,39-1,34 (T, 3H); )KX-MC
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(MUDP): paccuntannas macca: 481,4; naiinennas macca: 481,8 [M+H]" (By: 1,36 Mun).

ITpumep 274. N-(2",4'-Audrop-5-(6-(1-(Terparnapo-2H-nupan-4-un)-1H-1,2,3-tpuazon-4-un)-3H-
nmuaazo[4,5-b]mupunun-3-mwn)-[1,1'-0udenwmn]-3-mwrn)sTancyabpoHaMuUI.

K pactBopy 2',4'-mudTop-5-(6-(1-(rerparuapo-2H-mupan-4-un)-1H-1,2,3-rpuazon-4-nn)-3H-umunazo[4,5-
bmupuana-3-un)-[1,1'-6udennn]-3-amunra (65 mr, 0,136 mmons) B JIXM nobGasnstor mupuaus (21 mr, 2,72
MMOJIb, 2,0 3KB.), 3aTeM XJopuJ dTancynabpormna (21 mr, 0,164 mmons, 1,2 3kB.). [Tocie 3aBepiieHus: peakiuu
PACTBOPHUTEINb OTTOHSIOT, M HEOUHIIIEHHBINA MTPOIYKT OUHINAIOT IpernapaTuBHo BOXKX ¢ momydeHneM npoaykra
¢ 42%-uapM BeIXOJ0M (30 MT). 'H sIMP (300 MTI', AMCO): 6 10,4 (c, 1H) 9,04 (c, 1H), 8,, 99-8,98 (1, 1H),
8,90 (z, 1H), 8,63-8,61 (n, 1H) 7,95 (n, 1H), 7,76-7,70 (m, 2H), 7,49 (M, 2H), 7,35 (z, 1H),4,82 (M, 1H), 3,95 (x,
2H), 3,58-3,55 (T, 2H), 3,36-3,28 (M, 2H), 2,12 (M, 2H), 1,29-1,24 (1, 3H), 1,08-1,06 (1, 2H); XX-MC (U3P):
paccuntaHHas Macca: 565,5; HaiinieHHas macca: 565,9 [M+H]" (By: 1,44 mun).

Mpumep 275. N-(5-(6-(1-(Luknonpormmmmernin)-1H-1,2,3-rpuazon-4-nn)-3H-umunazo[4,5-bnupuaun-3-
wn)-2"4"-nudrop[1,1'-6udennn]-3-wr)sTancynshoHamMu.

K pactBopy 5-(6-(1-(muxnonpormmimern)-1H-1,2,3-tpuazon-4-un)-3H-umunazo[4,5-b nupuaua-3-un)-
2' 4'-mudprop[ 1,1'-6udenmn]-3-amuna (50 mr, 0,112 mmcip) B XM nobasnsror mupuaus (26 mr, 0,33 MMob,
3,0 okB.) u xyopun dTancynbPornia (17 mr, 0,135 mMomnb, 1,2 3xB.). [Tocie 3aBepIieHns peakiui PaCTBOPHUTEIH
OTTOHSIOT, U HEOUHIIICHHBIA MPOAYKT OYMIIAIOT npenapaTuBHoit BOXX ¢ momydennem npoaykra ¢ 33%-HbIM
BeIxozoM (20 mr). 'H SIMP (300 MI'u, IMCO): & 10,3 (c, 1H) 9,02-8,99 (M, 2H), 8,81 (un, 1H), 8,63-8,61 (x,
1H), 7,95 (a, 1H), 7,77-7,69 (M, 2H), 7,49-7,42 (M, 2H), 7,31-7,25 (1, 1H), 4,33 (1, 2H), 3,42-3,26 (M, 2H), 1,34-
1,24 (1, 3H), 0,63-0,60 (T, 2H), 0,49-0,48 (1, 2H); XX-MC (13P): paccunrannas macca: 535,5; HaiimeHHas
macca: 535,8 [M+H]" (By: 0,1,33 mMun).

IMpumep 276. N-(5-(6-(1-(Huxmonpommmern)-1H-1,2,3-tpuazon-4-wn)-3H-umunazo[4,5-bmupunna-3-
nn)-2",4'-mu¢rop[ 1,1'-6ndennn]-3-un)auKronponankapookcaMu.

K pactBopy 5-(6-(1-(muxnonpormimern)-1H-1,2,3-tpuazon-4-un)-3H-umunazo[4,5-b mupuaus-3-un)-
2" 4'-nudrop[1,1'-oudenmn]-3-amuna (50 mr, 0,11 mmons) B IM® 106aBisioT HUKIONPONAHKapOOHOBYIO KH-
cioty (11 mr, 0,13 mmomb, 1,2 3kB.), 3ateM [ATY (91 mr, 0,24 Mmmons, 2,0 3xB.) u JJUIIDA (43 mr, 0,33 Mmonsb,
3,0 okxB.). CMech IepeMennBaloT B TedeHue 16 4, racsiT U SKCTparupyror, kak B npumepe 1d). PactBopurens
OTTOHAIOT C MOJIyYSeHHEM HEOUHMIIEHHOTO OCTaTKa, KOTOPHIM OUMINAIOT XpoMaTorpadueil Ha KOJIOHKE ¢ Moyyde-
HUEM MpoaykTa ¢ 51%-HbIM BBIXOJOM (25 MT). 'H aMP (300 MI'u, AMCO): 6 10,6 (c, 1H), 8,99 (m, 2H), 8,88
(n, 1H), 8,62 (n, 1H), 8,31 (1, 1H), 7,92 (x, 1H), 7,76-7,71 (m, 2H), 7,47-7,40 (m, 1H), 7,29-7,24 (M, 1H), 4,33-
4,30 (m, 2H), 3,64-3,62 (M, 2H), 3,12-3,09 (M, 2H), 1,87-1,83 (M, 1H), 0,63-0,61 (1, 2H), 0,49-0,48 (T, 2H); XX-
MC (MI3P): paccunrannas Macca: 511,5; Haiinennas macca: 511,8 [M+H]" (By: 1,63 mun).

Ipumep 277. N-(3-(3-@roprmpunnn-4-nn)-5-(5-(1-metun-1H-mmupazon-4-un)-1H-6en30[d|Jumumazon-1-
nin)eHnmn )ameTaMuz.

a) N-(3-bpom-5-((4-(1-metun- 1 H-tupazon-4-wuim)-2-HUTpoheHIIT)aMUHO ) D SHUIT ) alle TAM U,

PactBop 4-(4-dprop-3-autpodenun)-1-merun-1H-mupazona (1,6 r, 7,239 wmmoms), N-(3-amuHO-5-
opompenmn)aneramuna (1,98 r, 8,687 mmoins) u propuaa kamus (0,503 r, 8,687 mmoins) B IM® HarpeBarot npu
130°C B Teuenne 48 4. Cmech racsiT U IKCTPAarupyloT, Kak B npuMepe 1d). PactBopuTens OTroHSIOT ¢ momyde-
HHEM HEOYHMIIEHHOTO OCTAaTKa, KOTOPBI Oo4YMIIaloT xpomaTorpapueid Ha xomonke (60-120 cunmkarens, 50%-
HBIN STHJIAICTAT B TEKCaHE) C MONyYCHHEM YKa3aHHOTO B 3arOJIOBKE coequHEHUs ¢ 35%-HbIM BhixomoMm (1,1 T).
JXKX-MC (MDP): paccunrannas Macca: 430,1; naitnennas macca: 432 [M+H]" (y: 1,50 mun).

b) N-(3-((2-Amuno0-4-(1-meTun- 1 H-tupazon-4-un)peHun)aMuHo ) -5 -OpoM ¢ eHIUT)alie TAMFI.

K pactBOpy coennnenus u3 npumepa 277a) (1,0 r, 2,32 mmoins) B TT'® (20 mur) u meranose (20 mi) mo-
OaBSIFOT pacTBOp xyopuaa ammonwus (1,24 r, 23,20 mmons, 10 2xB.) B Boxe (15 M) u munk (1,5 T, 23,20 MMOITB,
10 skB.). Cmech mepememmBarot nipu KT B Teuenue 4 4 u punbTpytor. GuiibTpaT pa3z0oaBiIIIOT BOJOK M DKCTpa-
THPYIOT, Kak B npuMmepe 1d). PacTBopuTens OTTOHSIOT ¢ TMOTYYEHHEM YKa3aHHOTO B 3arOJIOBKE COCAWHEHHS C
90%-mbmM BEIXOIOM (0,9 T). XKX-MC (MDP): paccunrtannas mMacca: 399,1; naiinennas macca: 400,0 [M+H]" (sy:
0,61 mun).

¢) N-(3-Bpom-5-(5-(1-metun-1H-upazon-4-uin)-1R-6en3o[d Jumunazon- 1 -wn)henun)aneraMu.

CwMmech coeanHenus u3 npumepa 277b) (1,0 r, 2,50 MMomnb) U MypaBbHHON KHcHOTHI (10 Mi1) HarpeBaroT
npu 90°C B TedeHue 2 4. MypaBbHHYIO KUCIOTY OTTOHSIIOT, M OCTaTOK PacTBOPSAIOT B dTuianerate. Cioi 3Tui-
arieraTa IMPOMBIBAIOT BOJIOW, HACHIIICHHBIM PAcTBOPOM COJIM W CyIIAT Hall Cynb(haToM HaTpus. PacTBopuTensb
OTTOHSIOT C MONy4eHUEeM NpoaykTa ¢ 85%-ueM BeixogoM (0,9 r). XKX-MC (U3P): paccuntannas macca: 410,1;
Haiinennas Macca: 412,1 [M+H]" (By: 0,403 mun).

d) N-(3-(3-®roprupunnn-4-mn)-5-(5-(1-metmn- 1 H-mupa3zon-4-nn)- 1 H-6en30[d Jumumazon- 1 -wm)dhennn)-
arieTaMu/I.

PactBop coemmuenus u3 npumepa 277¢) (0,1 r, 0,243 mmons) B 1,2-muMeTokcudTane (4 M) Iera3upyroT
O6apbotupoBanneM N, B Teuenue 5 muH. JJob6aBusior (3-GpTopnupuanH-4-min)oopoHoByo kucioty (0,041 T,
0,292 mmounb, 1,2 3KkB.), © cMech JerasupyroT B TedcHue eme 5 muH. [Jobaemsror Pd(dppf)Cl, (0,020 r, 0,024
MMmodb, 0,1 3kB.) u BogHbIH kKapOonaT Hatpus (0,077 r, 0,731 mmounb, 3,0 9KB.), ¥ IPUMCHSIOT METOJTUKY H3
npumepa 1d). HeounienHslif ocTaTok npoaykra odnmaioT npenapatiuBHod BOXKX ¢ mosmydenneM npoaykra c
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21%-ubIM BeIXOZOM. 'H SIMP (300 MI'u, AMCO-dg): 6 10,5 (c, 1H), 8,97 (c, 1H), 8,75 (c, 1H), 8,59 (m, 1H),
8,24 (c, 1H), 8,20 (c, 1H), 8,01 (c, 1H), 7,97 (n, 2H), 7,80-7,65 (M, 4H), 3,89 (c, 3H), 2,13 (c, 3H); KX-MC
(UDP): paccunrtannas macca: 426,16; naiinennas macca: 427,1 [M+H]" (By: 0,20 mun).

Mpumep 278. N-(3-(3-Dropnupuann-4-mn)-5-(5-(1-merun-1H-nupazon-4-un)-1H-6en3o[d[umunazon-1-
1) (heHnI )3 TaHCyTbHOHAMHUI.

CoenuHeHHe TIOyJaloT U3 coequHerus n3 nmpumepa 277 (0,9 r, 2,11 MMoub, 1 3KB.) ¢ IpUMEHEHUEM Me-
TOJMKH U3 TIpuMepa 2 U xjopuaa 3tancynbdonuna (60 mr, 0,46 Mmmons, 1,2 3KB.) ¢ TIOTyYeHHEM MPOAYKTa C
15,13%-HbIM BBIXOIOM (28 MT). 'H AMP (400 MTI't;, AMCO-dy): o 8,69-8,68 (n, 1H), 8,58 (c, 1H), 8,54-8,52 (7,
1H), 8,18 (¢, 1H), 7,97 (c, 1H), 7,93 (c, 1H), 7,74-7,71 (T, 1H), 7,67-7,64 (n, 1H), 7,58-7,56 (n, 1H), 7,44-7,43
(t, 1H), 7,36-7,33 (m, 2H), 3,87 (¢, 3H), 3,07-3,02 (xBapreT, 2H), 1,22-1,18 (1, 3H); XKX-MC (U3P): paccun-
TaHHAs Macca: 476,14; Haiinennas macca: 476,9 [M+H]" (By: 0,36 mun).

Mpumep 279. N-(3-(3-Xnoprnupuana-4-mn)-5-(5-(1-merun-1H-nupazon-4-un)-1H-6en3o[d[umunazon-1-
win)peHuT)aneTamMmu .

CoenuHeHNE MOTYYaAIOT M3 COSAMHEHUs 13 puMepa 277¢) ¢ IpUMEHEHNEM METOAMKHU u3 mpumepa 277d).
'H SIMP (400 MT'n, IMCO-dg): & 10,5 (c, 1H), 8,80 (m, 2H), 8,66-8,63 (M, 2H), 8,20 (¢, 1H), 8,13 (¢, 1H), 7,99
(c, 1H), 7,94 (c, 1H), 7,81 (c, 1H), 7,72 (n, 1H), 7,65 (1, 1H), 7,60 (n, 1H), 7,53 (c, 1H), 3,88 (c, 3H), 2,13 (c,
3H); )KX-MC (MDP): paccuntannas macca: 442,13; naiinennas macca: 443,1 [M+H]" (By: 0,28 Mumn).

[Mpumep 280. N-(2',4'"-Tudrop-5-(5-(1-mermn-1H-nupaszon-4-un)-1 H-6en3o[dJumuazon-1-um)-[1,1'-6ude-
HWI|-3-11) TUPUMUINH-2-aM U H.

PactBop 1-(5-6pom-2',4'-mudrop-[1,1'-6udennn]-3-un)-5-(1-metun- 1 H-nmupazon-4-wn)- 1 H-6enzo[dJumu-
nasomna (0,075 r, 0,161 mmoup) B 1,4-nrokcane (3 mit) mera3upyroT 6apootupoBanneM N, B TeueHue 5 muH. [lo-
GasistroT mupuMuAnH-2-amuH (0,018 1, 0,193 MMoms, 1,2 9KB.), U CMeCh JeTa3upyIOT B TeueHue emie 5 MuH. [lo-
cienoBaTelbHO nobasistor Pd,(dba); (0,014 1, 0,016 mmons, 0,1 5kB.) u kcantdoc (0,037 1, 0,064 mmods, 0,4
9kB.) 1 Cs,CO;5 (0,209 1, 0,644 MMoub, 4,0 DKB.), M CMEChH Jajiee Nera3upyroT B TCUEHUE 5 MHUH U 3aT€M HarpeBa-
ot mipu 110°C B Teuenne 16 4. Cmech QUIBTPYIOT Ha CIIOE [IEIHTA, TacsAT W SKCTPArHpyOT, Kak B mpumepe 1d).
PacTBOpUTENE OTTOHSIOT C TOJIyYEHHEM HEOUYHMIIECHHOTO OCTAaTKa, KOTOPBIH OYMINAIOT XpoMmarorpaduei Ha Ko-
nonke (60-120 cunukarensb, 2%-HbI METAHOJI B ATUIIALIETATE) C MOJTYYCHHEM YKa3aHHOTO B 3ar0JIOBKE COEIMHE-
aus ¢ 11,6%-apM BeixomoM (0,09 ). 'H IMP (400 MI', IMCO-dy): 6 10,15 (c, 1H), 8,83 (c, 1H), 8,57-8,56
(m, 2H), 8,35 (c, 1H), 8,24 (c, 1H), 8,01-7,97 (¢, 3H), 7,84-7,81 (a, 1H), 7,70-7,68 (m, 2H), 7,46-7,432 (M, 2H),
7,280-7,286 (M, 1H), 6,95-6,32 (T, 1H), 3,88 (¢, 1H); XKX-MC (UDP): paccunrannas macca: 479,48; HailineHHas
macca: 480,1 [M+H]" (sy: 1,52 mun).

Ipumep  281.  N-(2'.4'-Hudrop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
Oudenm|-3-mr)Tnazon-2-aMuH.

Coenunenne mosydatotr u3 1-(5-6pom-2',4'-mudrop-[1,1'-6udenwn]-3-mm)-5-(1-meTmn- 1 H-mapazon-4-wm)-
1H-6en30[d]umunazona (0,05 r, 0,107 MMoJb) ¢ mpuMEeHEHHEM MeTOIUKH K3 npuMmepa 280 U THazo-2-aMuHa
(0,01 T, 0,10 mmomb, 1,0 5KB.) ¢ TOJNydYeHHUEM YKa3aHHOTO B 3arojloBke coeawHeHus ¢ 11,7%-HbIM BBIXOJOM
(0,06 ). 'H SIMP (400 MI'u, CD;0D): & 9,45 (c, 1H), 8,39 (c, 1H), 8,11 (c, 1H), 8,01 (c, 1H), 7,94 (c, 1H), 7,86-
7,83 (M, 2H), 7,74 (c, 1H), 7,67-7,65 (m, 1H), 7,45 (¢, 1H), 7,28-7,27 (a, 1H), 7,16-7,11 (M, 2H), 6,89 (zn, 1H),
3,95 (c, 3H); XKX-MC (MDP): paccuntanHas Macca: 484,52; HaitnenHas macca: 485,2 [M+H]" (By: 1,01 mun).

Mpumep  282.  N-(2',4'-Hudtop-5-(5-(1-mermn-1H-nupa3zon-4-un)-1H-6en30[d Jumunazon-1-mm)-[1,1'-
ougennin]-3-nn)-1-metnin-1H-nupazon-3-amuH.

Coenunenne monyvaorT u3 1-(5-6pom-2',4'-nudrop[1,1'-6ndennn]-3-nm)-5-(1-merun-1H-nupazon-4-wn)-
1H-Gerzo[d]umumasona ¢ npuMeHeHreM MeToauKe 13 mpumepa 280. 'H SIMP (400 MI', CD;0D): & 8,72 (c,
1H), 8,19 (¢, 1H), 7,97-7,90 (M, 3H), 7,79-7,77 (1, 1H), 7,70 (m, 1H), 7,63-7,61 (n, 1H), 7,56-7,55 (n, 1H), 7,45-
7,40 (M, 2H), 7,23 (m, 1H), 7,13 (c, 1H), 5,86-5,85 (1, 1H), 3,87 (c, 3H), 3,74 (c, 3H); XKX-MC (U3P): paccun-
TaHHas Macca: 481,50; HaiinenHas macca: 482,1 [M+H]" (By: 1,45 muH).

Ipumep  283.  N-(2'.4'-Hudrop-5-(5-(1-meTmn-1H-upazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
oudenwmn]-3-mn)-1-metwi- 1 H-mupazon-4-amuH.

Coenunenne nonydaior u3 1-(5-6pom-2',4'-mudrop- [1,1'-0udenwn]-3-mm)-5-(1-meTmn- 1 H-mupazon-4-wm)-
1H-6emzo[d]uMuasona ¢ npuMeHEHHEM MeTOAMKH u3 pumepa 280. 'H SIMP (400 M, IMCO-dg): 8 9,13 (c,
1H), 8,27 (c, 1H), 8,11 (c, 1H), 8,02-8,00, (m, 2H), 7,821 (c, 1H), 7,74-7,70 (m, 3H), 7,48 (M, 2H), 7,29 (m, 1H),
7,09-7,04 (M, 3H), 3,92 (c, 3H), 3,84 (c, 3H); paccuntanHas Macca: 481,50; HaiinenHas Macca: 482,1 [M+H]"
(By: 1,36 mun).

[Mpumep 284. N-(2',4"-qudrop-5-(5-(1-(3-runpoxcu-3-merunodyrun)-1 H-nupazon-4-mn)-1H-6en3o[d Jumu-
nazon-1-un)-[1,1'-6ndennin]-3-nia)araHcyabpoHaMuU .

Coenunenne nonyyarot nu3 4-(4-(1-(5-amuno-2',4'-mudrop[1,1'-ondennn]-3-nn)-1H-6en3zo[dJumunazon-5-
win)-1H-upazon-1-mn)-2-metunbyran-2-oma (88 mr, 0,185 MMOITB) ¢ IPUMEHEHHEM METOIUKH K3 puMepa 2b) u
xyopuaa staHcynsponmna (28,6 mr, 0,370 Mmmoins, 1,2 9kB.) ¢ ToydeHHeM NpoaykTa ¢ 33,6%-HbIM BBIXOJOM
(35 mr). 'H SIMP (300 MTI'n, IMCO-dq): & 10,42 (¢, 1H), 8,92 (c, 1H), 8,30 (c, 1H), 8,01-7,97 (z, 2H), 7,69 (m,
3H), 7,59 (n, 2H), 7,56 (M, 2H), 7,32 (M, 1H), 4,30 (M, 2H), 3,31-3,28 (m, 4H), 1,8 (M, 2H), 1,28-1,24 (1, 3H),
1,15 (c, 6H); paccunTannas Macca: 565,63; HaineHHas Macca: 566,2 [M+H]™ (sy: 1,40 Mun).
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Mpumep 285. N-(2',4'-Audrop-5-(6-(6-okco-1,6-mqurunpormpuant-3-mn)-3H-umunazo[4,5-bnupuaun-3-
un)-[1,1'-Oudennn]-3-mr)aneramu.

PactBop  N-[5-(6-(6-(6en3unokcu)mupuann-3-un)-3H-umunazo[4,5-b jmupuaun-3-un)-2',4'-mudrop[1,1'-
oudenwmn]-3-mr)aneramunaa (0,10 r, 0,182 mmois) B TOK (4 mi) nepememmaroT npu KT B Teuenune 16 4. Cmech
KOHIICHTPUPYIOT B BaKyyMe, TacaT OMKapOOHATOM HATPHUS M DKCTPArupyroT, kak B npumepe 1d). PactBopurens
OTTOHSIIOT C TIOTYYEHHEM TIPOAYKTa ¢ 84,3%-mbiM BEIXozoM (0,70 r). "H SIMP (400 MI'n, IMCO-de): & 10,42 (c,
1H), 8,98 (c, 1H), 8,68-8,67 (u, 1H), 8,43 (m, 1H), 8,31 (c, 1H), 7,99-7,96 (an, 1H), 7,89 (c, 2H), 7,76-7,70 (M,
2H), 7,49-7,43 (M, 1H), 7,31-7,26 (M, 1H), 6,51-6,48 (1, 1H), 2,13 (c, 3H); KX-MC (U3P): paccuntanHas Mac-
ca 457,43; naiinennas macca: 458,1 [M+H]" (y: 0,68 mun).

IMpumep 286. N-(2',4'-Iudrop-5-(6-(6-okco-1,6-quruaponupunui-3-wi)-3H-umunazo[4,5-bmupunna-3-
wn)-[1,1'-6udennn]-3-mn)srancynshonamu.

PactBop  N-1,5-(6-(6-(6en3unokcn)mupunun-3-un)-3H-umunazo[4,5-b Jimpuann-3-nm)-2',4'-mudrop[ 1,1'-
oudennn|-3-mwn)srancynbhonamuaa (0,140 r, 0,234 mmone) B TOK (5 M) nmepememmpator npu KT B TeueHue
16 4. CMmech KOHIEHTPUPYIOT B BaKyyMe, racsiT OMKapOOHATOM HAaTpUsl M SKCTParupylor, Kak B npumepe 1d).
PacTBOpUTENb OTIOHSIOT C TOJYdeHHEM TPOAyKTa ¢ 23,7%-mbiM BhixomoMm (0,028 ). 'H SIMP (400 MI,
JAMCO-dy): 6 10,35 (c, 1H), 9,07 (¢, 1H), 8,70 (c, 1H), 8,44 (c, 1H), 8,01 (n, 1H), 7,93 (c, 2H), 7,78-7,72 (™,
2H), 7,48-7,45 (n, 2H), 7,30-7,26 (1, 1H), 6,52-6,50 (n, 1H), 3,30-3,28 (xB, 2H), 1,28-1,25 (1, 3H); XKX-MC
(MDP): paccuntanHas macca: 507,51; Haiinennas macca: 508,1 [M+H]" (By: 0,1 Mum).

IMpumep 287. N-(2'.4'-Hudrop-5-(5-(6-okco-1,6-nuruapormpuann-3-un)-1H-6en3o[d|umumazon-1-wmm)-
[1,1'-6udennn]-3-mn)aneramMu.

Coenunenne momydaroT W3 N-(5-(5-(6-(6em3mnokcn)nmupuauH-3-mn)- 1 H-6erszo[d Jumunazon-1-um)-2',4'-
mudTop[1,1'-6udennn]-3-un)aneramuga (0,15 r, 0,274 MMOIb) ¢ MPUMEHEHHEM METOIMKH U3 TpuMepa 286 ¢
nony4yeHueM npoaykra ¢ 11,2%-aeiM BeixomoMm (0,014 T). 'H IMP (400 MTI'y, CD;0OD): 6 8,92 (c, 1H), 8,20-
8,19 (c, 1H), 8,05-8,02 (ax, 1.H), 7,94 (c, 1H), 7,83-7,78 (M, 2H), 7,74 (c, 1H), 7,67-7,61 (M, 2H), 7,55 (c, 1H),
7,16-7,09 (M, 2H), 6,69-6,67 (un, 1H), 2,65 (c, SH), 2,19 (¢, 3H); XKX-MC (UDP): paccuntannas macca 456,44;
Haiinennas mMacca: 457,1 [M+H] " (By: 0,68 Mumn).

Mpumep 288. N-(2',4'-Tudrop-5-(5-(6-okco-1,6-nurnaponupuaun-3-ui)-1H-6en3zo[dJumuaazon-1-wn)-
[1,1'-6udennn]-3-mm)atancyabpoHamu.

Coenunenne mnony4aor U3 N-(5-(5-(6-(6ensunokcu)mupuann-3-un)-1H-6en3o[d]umunazon-1-wmm)-2',4'-
mudrop[1,1'-6ndennn]-3-mn)arancynsdonamuna (0,25 r, 0,419 MMOIIB) ¢ MPUMEHEHHEM METOJVMKH M3 TIpUMepa
286 ¢ moydeHHeM MpoayKTa ¢ 82,5%-ueM BeixoaoM (0,175 ). 'H SIMP (400 MI', IMCO-de): & 10,38 (c, 1H),
9,06 (c, 1H), 8,025-7,954 (m, 2H), 7,83-7,84 (n, 1H), 7,82-7,72 (M, 2H), 7,68-7,66 (1, 1H), 7,61 (c, 2H), 7,50-
7,43 (m, 2H), 7,31-7,26 (1, 1H), 6,50-6,47 (1, 1H), 3,33-3,27 (xB, 2H), 1,28-1,24 (1, 3H); XKX-MC (U3P): pac-
cunTanHas Macca: 506,52; Haiinennas Macca: 507,0 [M+H]" (y: 0,085 mun).

I[Ipumep 289. N-(2'.4'-Hudrop-5-(5-(6-okxco-1,6-nuruapormmpuann-3-un)-1H-6en3o[d|umuaazon-1-mm)-
[1,1'-6udernn]-3-wm)UKIoIponancyIbHOHAMUI.

Coenunenne monydaroT u3  N-(5-(5-(6-(6em3mnokcn)nupuauH-3-mn)- 1 H-6er3o[dJumunazon-1-num)-2',4'-
mudrop[1,1'-6ndennn]-3-mn)uukionponancyiasdonamun (0,145 r, 0,238 MMOIIb) ¢ TPUMEHEHHEM METOJMKH H3
npuMepa 286 ¢ moTydeHneM IpoaykKTa ¢ 6,1%-ueiM Berxozom (0,09 r). 'H SIMP (400 MI'n, CD;0D): § 9,19 (c,
1H), 8,07-8,04 (mn, 1H), 7,99 (¢, 1H), 7,85-7,82 (nm, 2H), 7,76-7,71 (M, 2H), 7,90 (M, 2H), 7,64-7,59 (M, 1H),
7,15-7,13 (M, 2H), 6,71-7,68 (1, 1H), 2,76-2,72 (m, 1H), 1,17-1,12 (M, 2H), 1,06-1,02 (M, 2H); paccuntannas
Macca: 518,53; HalineHnas Macca: 519,3 [M+H]" (By: 0,8 MuH).

MMpumep 290. N-(5-(6-(2-Amunonupunun-4-mn)-3H-umunazo[4,5-b Jrmpuann-3-nn)-2',4'-nudrop[1,1'-
OneHNIT|-3-1T) UKIONPONaHCYIE(OHAMU.

K pactBopy Ttper-Oytun (5-(3-(5-(mmxmonponancynsporamuno)-2',4'-mudrop|1,1'-ondennn]-3-mn)-3H-
nmMuaazo[4,5-b]mupunun-6-wmr) mupuauHa-2-un) kapdamara (0,2 T, 0,32 mmomns) B IXM (5 mi) gobasmsitor TOK
(1,2 mun) mpu 0°C. Cmechr nepememmBaioT pu KT B Teuenue 16 4. CMech KOHIIGHTPUPYIOT B BaKyyme, racsiT
OukapOOHATOM HATPHSI M DKCTPArupyIoT, Kak B mpuMepe 1d). PacTBOpuTens OTTOHSIOT C MOJYISHHEM MPOIYKTa
¢ 17,9%-ubvm BoixozoM (0,30 ). "H SIMP (400 MTI't, IMCO-d): & 10,15 (c, 1H), 9,09 (c, 1H), 8,90 (c, 1H),
8,69 (c, 1H), 8,04-8,03 (m, 1H), 7,93 (c, 1H), 7,79 (c, 1H), 7,74-7,72 (n, 1H), 7,50 (c, 1H), 7,45-7,38 (M, 2H),
7,34 (¢, 1H), 7,30-7,26 (T, 1H), 2,76-2,72 (m, 1H), 1,17-1,12 (m, 2H), 1,06-1,02 (M, 2H); XKX-MC (UIP): pac-
cunTanHas Macca: 518,54; Haiinennas Macca: 519,2 [M+H]" (y: 0,71 mun).

ITpumep 201. N-(5-(5-(2-Amunonupuaun-4-un)- 1 H-6enzo[d [umunazon-1-un)-2',4'-nudrop[ 1,1'-
OneHnIT]-3 -1 UKIONPONaHCYIb(OHAMU.

Coenunenne momydatoT u3  Tper-Oytmna  (5-(1-(5-(umknonponancynbdonamuno)-2',4"-nudrop[1,1'-
ongenni]-3-mn)-1H-6en3o[dJumMunazon-5S-mm)nupunus-2-un)kapbamata (0,2 r, 0,32 MMOJIb) ¢ IpUMEHEHHEM
MeTonuKH U3 mpuMepa 290 ¢ monyuenuem mpoaykta ¢ 9,0%-mpiv Bhixogom (0,18 r). 'H SIMP (400 MI,
JAMCO-dy): & 10,32 (c, 1H), 8,84 (c, 1H), 8,30 (c, 1H), 8,05-8,03 (c, 3H), 7,88-7,86 (n, 1H), 7,82-7,79 (m, 2H),
7,62-7,60 (m, 2H), 7,52-7,47 (m, 2H), 7,39-7,38 (u, 1H), 7,31-7,29 (m, 2H), 1,03-1,01 (n, 4H), paccuntannas
macca: 517,55; naitnennas macca: 518,1 [M+H] (sy: 0,41 mun).

I[Mpumep 292. N-(2'4'-Hudrop-5-(5-(5-metun-1,3,4-tnaguazon-2-un)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
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OneHnIT|-3-1T) UKIONPONaHCYIL(POHAMU.

PactBop N-(2',4'-nu¢Top-5-(5-(4,4,5,5-rerpameruin-1,3,2-qrokcadoponan-2-uin)-1 H-6enzo[d [umunazon-1-
un)-[1,1'-6udenmn]-3-mn)uuknonponancynbponamuga (0,15 r, 0,272 mmons) B 1,2-numerokcudtane (5 i)
Jerasupyior OapootupoBanueM N, B TeueHue 5 MuH. J[obOaBnstor 2-Opom-5-mermi-1,3,4-tuaguazon (0,058 T,
0,326 mmomb, 1,2 2KB.), U cMech AerasupyroT B Tedenue eme 5 muH. Jlobasmsaior Pd(dppf)Cl, (0,011, 0,013
MMoutb, 0,05 3kB.) 1 BomHbIH KapOonat HaTpwst (0,072, 0,680 MMonb, 2,5 9KB.), 1 IPUMEHSIOT METOAUKY U3 TIPH-
Mepa 1d). HeouunmeHHbII 0CTaTOK MPOIYKTa OYMINAIOT XpoMartorpadueit Ha komoHke (60-120 cummkaremns,
80%-HBIi THIIAIIETAT B TEKCAHE) C MOTYyYCHHEM JKEaeMOT0 YKa3aHHOTO B 3arojIOBKE MPOIyKTa ¢ 4,2%-HbIM
BorxozoM (0,006 r). 'H SIMP (400 MT'n;, IMCO-dg): & 10,21 (c, 1H), 8,81 (c, 1H), 8,34-8,33 (c, 1H), 8,00-7,98
(nn, 1H), 7,84 (n, 1H), 7,79-7,73 (M, 1H), 7,54 (c, 1H), 7,49-7,42 (M, 2H), 7,29-7,24 (M, 1H), 3,17-3,16 (1, 2H),
2,85-2,84 (M, 1H), 2,79 (c, 3H), 1,01-0,99 (M, 4H); XKX-MC (U3P): paccunrannas macca: 523,58; HaiineHHas
macca: 523,7 [M+H]" (8y: 1,50 mun).

[Mpumep 293. N-(2',4'-Tudrop-5-(5-(5-dToprmupunun-2-mn)- 1 H-6enzo[dumunazon-1-un)-[1,1'-ondpennn]-
3-1JT) IUKITOTIPONIaHCY b (hOHAMHU/.

PactBop N- (2'4"-mudrop-5-(5-(4,4,5,5-rerpamernin-1,3,2-mnokcabopoian-2-un)-1 H-6en3o[d Jumunazon-
1-un)-[1,1'-6udennn]-3-un)uuxnonponancyibponamunaa (0,15 r, 0,272 mmons) B 1,2-gumeTokcudTane (5 mur)
nerazupyior 6apbotupoBanueM N, B TedeHwe 5 MuH. JloGaBmstor 2-6pom-5-gropnupumua (0,057 r, 0,326
MMOJIb, 1,2 DKB.), M1 CMeCh JerasupyoT B TeueHnue eme 5 muH. Jlo6asmsror Pd(dppf)Cl, (0,011, 0,013 Mmob,
0,05 okB.) u BomHbIH KapOonat HaTpus (0,072, 0,680 MMomb, 2,5 9KB.), H MPUMEHSIOT METOAUKY U3 mpuMmepa 1d).
HeounmeHHsIit 0cTaTOK MPOAYKTa OYHIIAIOT XpoMarorpadueit Ha kojouke (60-120 cunukarens, 80%-HbIH 3TH-
JMALeTaT B reKcaHe) ¢ MOTydeHHEeM yKa3aHHOTO B 3arojoBKe coemuueHms ¢ 14,1%-msv Boixomom (0,02 r). 'H
SAMP (400 MI'u, IMCO-dy): 6 10,23 (c, 1H), 8,75 (c, 1H), 8,68-8,67 (m, 1H), 8,48 (xn, 1H), 8,20-8,13 (M, 2H),
7,86-7,743 (m, 3H), 7,61-7,60 (n, 2H), 7,51-7,43 (m, 2H), 7,30-7,25 (m, 1H), 2,89-2,86 (1, 1H), 1,03-1,02 (z,
4H); )KX-MC (UDP): paccunrannas mMacca: 520,53; Haiinennas macca: 521,2 [M+H]" (By: 1, 64 mun).

[Mpumep 294. N-(3-(3-Dropnupuans-2-nmn)-5-(5-(1-(2-mopdonmHosTHiN)-1 H-ntupazon-4-ui)-1H-6en3o[d]-
UMHa301- | -uim)peHmT)MeTaHCy Ib()OHAMUI.

a) N-(3-uutpo-5-(4,4,5,5-rerpamernin-1,3,2-nnokcaboponan-2-ni)peHu)ane TaMu.

B nerasuposannsnii (N, 6apborupoBanHsblif) pactBop N-(3-0pom-5-Hutpodenmn)aneramuna (25 r, 96,89
MMoutb) B 1,4-mmokcane (150 M) mobasnstor 4,4,4',4',5,5,5',5"-okrameTmin-2,2'-6u(1,3,2-nmuokcaboponan) (29,5
T, 116,27 Mmmomnsb, 1,2 skxB.), Pd(dppf)Cl, (7,9 1, 9,68 mmous, 0,1 3kxB.) u amerat kayms (28,5 r, 290,69 mmonb, 3
9kB.). CMmech HarpeBatoT ipu 100°C B repMeTHIHO 3aKphITON Mpodupke B TeueHue 6 4. CMech pa30aBisaIOT dTH-
JNALETaTOM U QUIBTPYIOT Hall CIOEM IETHTa. PACTBOPHTENb OTIOHSIOT C TMOTydeHneM mpoxykTa (24 r). 'H SIMP
(300 MI'y, AMCO-dg): 6 10,44 (c, 1H), 8,72 (1, 1H), 8,18-8,15 (M, 1H), 8,03 (1, 1H), 2,08 (c, 1H), 1,30 (c, 9H).

b) N-(3-(3-®ropnupuauH-2-mi)-5-HUTpoeHUIT )alle TaMHI.

PactBop N-(3-mutpo-5-(4,4,5,5-rerpamernn-1,3,2-nnokcadoponan-2-mn)penmianeramuaa (10 r, 32,67
MMoutb) B 1,2-mumetokcudTane (100 mum) merasupyrotr 6apbotupoBanuemM N, B TedeHue 5 MuH. J[o0aBisrOT 2-
xnop-3-¢ropnupunua (4,29 1, 32,67 MMOJIbB), U CMeCh JErasupyloT B TedeHue eme 5 MuH. [loGaBisior
Pd(dppf)Cl, (2,6 T, 3,26 mmoib) 1 Boaublid kapOonat Hatpus (10,39 r, 98,03 MMOIb), M IPUMEHSFOT METOAUKY
u3 npumMepa 1d). HeounmeHHbIH O0CTaTOK NPOAYKTa OYMINAIOT XpoMaTorpaduei Ha komnonke (60-120 cunmka-
renb, 3% MeTaHoN B XJI0podopMe) ¢ MOTyYCHHEM YKa3aHHOTO B 3aroJIoBKe coequHEHUs ¢ 70%-HBIM BBIXOJIOM
(6,3 ). 'H SIMP (300 MI'ti, IMCO-dg): & 10,64 (c, 1H), 8,74 (m, 1H), 8,62 (v, 1H), 8,55 (ymmp.c, 1H), 8,44
(ymmp.c, 1H), 7,93 (m, 1H), 7,60 (M, 1H), 2, 12 (c, 3H).

¢) N-(3-Amuno-5-(3-propnupunun-2-ni)peHnn)aneTaMuI.

K pactBopy N-(3-(3-bToprupunua-2-mn)-5-autpodenmn)aneramuaa (5 r, 18,18 mmons) B TTD (50 mu)
nmobasmsttor Zn (11,8 T, 181,18 Mmmonn), 3aTem memierHo ao6asisioT pactsop NH,CI (9,7 r, 181,18 Mmmoinb) B 20
M Boabl. Cmech nepememuBaroT ipu KT B Tedenne 1 4. CMech QUIBTPYIOT Yepe3 MeNnT, U CIIOW MPOMBIBAIOT
stinarneraToM. CMech pa30aBisAIOT STHIAIETATOM M IPOMBIBAIOT BOJOW M HACKHIIIEHHBIM PAacCTBOPOM COJH, CY-
IIat Hajg Cynb(aToM HATPUA U TUCTHUIMPYIOT ¢ oydeHueM mnpoaykra ¢ 90%-apmM BeixogoMm (4,2 1). KX-MC
(VIDP): paccunTanHas Macca: 245; HalneHHas Macca: 246,1 [M+H]" (y: 0,21 MuH).

d) N-(3-((4-Bpom-2-autpodenm) aMuHO)-5-(3-hroprupuanH-2-ww)peHm)ale TaMUI.

PactBop 4-0pom-1-¢Top-2-HuTpodbenzona (3,0 T, 13,63 mmoins), N-(3-amuHO-5-(3-dTOopnupuaMH-2-
win)denun)aneramuga (4,0 r, 16,36 mmons) u ¢gropuna kamms (0,95 r, 16,36 mmons) B JIM® HarpepaioT mnpu
130°C B Teuenne 16 4. Cmech racsiT U IKCTParupyloT, Kak B npuMepe 1d). PactBopuTens OTroHsIOT ¢ momyye-
HHEM HEOYHIICHHOTO OCTaTKa, KOTOPBIH OYMINAIOT Xpomarorpadueil Ha kojoHke (60-120 cunmkarens, 30%
STHIIAIETAT B TEKCAHE) C MONYYCHHEM yKA3aHHOTO B 3aTOJOBKE COEAMHEHHS ¢ 50%-HbIM BEIX0A0M (3,4 1). 'H
SAMP (300 MI'y, IMCO-dy): 6 8,55 (ymup.c, 1H), 8,23 (yuup.c, 1H), 7,96 (M, 2H), 7,85 (M, 2H), 7,67 (a, 1H),
7,51 (m, 2H), 7,21 (z, 1H), 2,07 (c, 3H).

¢) N-(3-((2-Amuno-4-6poMpennn)amMuno)-5-(3-proprmpuauH-2-11) heHIIT )arie TAMHI.

K pactBopy coenunenus u3 npumepa 294d) (3,4 r, 7,64 mmonp) B TI'® (35 mur) m106aBIsAOT pacTBOP XJ0-
puna ammonust (4,08 r, 76,40 mmons, 10 3kxB.) B Boge (15 mi) u ek (4,98 T, 76,40 Mmoib, 10 2kB.). Cmech Tie-
pememmBaroT ipu KT B Teuenue 4 4 u GunbTpyioT. GUIBTpaT pa3zdoaBISIOT BOION U AKCTPArupyroT, Kak B MPH-
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mepe 1d). PacTBoputens OTTOHSIOT C HOJNyYeHNEM YKa3aHHOTO B 3aroJIOBKE COEIMHEHUS C 75%-HBIM BBIXO0M
(2,4 ). JKX-MC (MDP): paccuutannas macca: 415,2; Haitnennas macca: 417,1 [M+H]" (8y: 1,35 mun).

f) N-(3-(5-bpom-1H-6en30[d] mmunazon-1-wum)-5-(3-groprnupuauH-2-wmn)heHu)are TaMuI.

Cmech coenuHeHus U3 mpuMepa 294e) (2,4 r, 5,78 MMOIb) U MypaBbUHOM KUCIOTHI (24 MIT) HarpeBaroT
mpu 90°C B TeueHue 6 4. MypaBbHHYIO KHCIIOTY OTTOHSIOT, U HEOUHIIICHHBIN OCTATOK PACTBOPSIOT B dTHIIAIIETa-
te. Cro#t »>THIaneTaTa IPOMBIBAIOT BOJIOW, HACHIIICHHBIM PacTBOPOM COJH M CYIIAT Haj CyIb(paToM HATPHSL.
PacTBopuTENs OTTOHSIOT C MOJyYCHHEM YKa3aHHOTO B 3arojloBke coeamHeHHs ¢ 73%-HpM BbxogoM (1,8 T).
JKX-MC (MDP): paccunTanHas Macca: 425,2; HaiinenHas macca: 426,7 [M+H]" (By: 1,38 mun).

g) 3-(5-bpom-1H-6en30[d]umunazon-1-wmim)-5-(3-hTOpupuAnH-2 -1 ) aHHITHH.

K pactBopy coenunenus u3 npumepa 294f) (0,6 r, 1,41 mmons) B sTanone (20 M) 100aBISIOT pacTBOP
NaOH (0,56 T, 14,11 mmomnb) B 5 M1 Boabl, U cMech HarpeBatoT npu 90°C B Teuenune 2 4. CMech KOHICHTPUPY-
10T, ¥ HEOUNILEHHBIH OCTAaTOK racsT BOJOI M 9KCTparupymor, kak B npuMepe 1d). PactBoputens oTroHstoT ¢ no-
JTydeHueM nponykra ¢ 55%-uemM BbixonoM (0,3 r). KX-MC (MOP): paccuntannas macca: 382,0; HaiineHHas
macca: 385,1 [M+H]" (sy: 1,32 mun).

h) N-(3-(5-bpom-1H-6en30[d]Jumunazon-1-mr)-5-(3-bTopnupunna-2-mi)HeHnIMETAHCYITbPOHAMU.

K pactBOpy coennnenus u3 npumepa 294¢) (0,15 r, 0,39 mmoins) B JIXM nobasmsror mupuaua (0,093 T,
1,17 mmodb), 3ateM xmopun MeTtancymnbdonmia (0,054 r, 0,47 mmoins). CMech TIepeMENIMBAIOT B TeUCHHE 3 d,
racsT BOJOW M SKCTPAarupyroT Kak B mpumMepe 2b). PacTBopuTens OTTOHSIOT ¢ MOITYYeHHEM HEOYHIIEHHOTO OC-
TaTKa, KOTOpBIK ounmaioT 60-120 Mermn cwimkarereM, ¢ moxydeHueM npoaykra ¢ 60%-asiM Berxogom (120 mr).
JKX-MC (MDP): paccunTanHas macca: 460,1; Haifnennas macca: 460,2 [M+H]" (By: 1,54 mun).

1) N-(3-(3-Dropmmpuann-2-nin)-5-(5-(1-(2-mopdonmnosTIiN)- 1 H-tupazon-4-un)-1H-6en3o[d [umunazon-1-
win)peHu)MeTaHCyIbGOHAMHU.

PactBop coemunenus u3 npumepa 294h) (0,12 r, 0,260 mmous) B 1,2-muMmerokcudTane (8§ MIT) AerasupyrOT
b6apboTupoBanuem N, B TeueHue 5 muH. Jlo6apnstoT 4-(2-(4-(4,4,5,5-terpameri-1,3,2-1ruokcabopoaH-2-1)-
1H-impazon-1-mm)atun)mopdoinnt (0,096 r, 0,313 MMoib), 1 cMech Jera3upyloT B TedeHue eme 5 MuH. Jlo6as-
ns0T BoaHbIN kapOoHat Hatpus (0,083 r, 0,782 mmons) u Pd(dppf)Cl, (0,021 1, 0,026 MMOJIb), ¥ TIPUMEHSIOT
MeTonuKy u3 npumepa 1d). HeounmieHHbIH ocTaTOK MPOAYKTa OUHMINAIOT MpenapaTuBHoi BOXKX ¢ momyaennem
YKa3aHHOTO B 3aroiioBke coemuHeHus ¢ 10%-HeM BIxogoM (15 wmr). 'H saMP (400 MTI'u, CD;0D): 5 8,56 (x,
2H), 8,11 (c, 1H), 7,94-7,90 (m, 4H), 7,80-7,72 (m, 2H), 7,66-7,62 (M, 2H), 7,52-7,50 (M, 1H), 4,33 (T, 2H), 3,68-
3,64 (M, 4H), 3,12 (c, 3H), 2,85 (M, 2H), 2,52 (M, 4H); KX-MC (M3P): paccuntannas macca: 561,2; HaiineHHas
macca: 561,8 [M+H]" (y: 0,10 mun).

IIpumep 295. N-(3-(3-@roprmpuans-2-nin)-5-(5-(1-metmn-1H-mmupazon-4-nn)-1H-6en30[d|Jumumazon-1-
11) (DS HUI ) IUKJIOTIPOTIAHCYITh (Y OHAMHI.

CoenuHenue MOJTy4YaroT u3 N-(3-(5-6pom-1H-6en30[dumunazon-1-wum)-5-(3-dpTopnupunun-2-
win)denun)nuknonponancynbdonamuaa (150 mr, 0,30 MMOIIB) ¢ IPUMEHEHHEM METOIUKH M3 puMepa 1i) ¢ mo-
JydeHneM npoaykra ¢ 15%-msmv BeixogoM (10 mr). 'H SIMP (400 MTI'u, CDCly): & 8,53 (1, 1H), 7,92 (x, 3H),
7,80 (c, 1H), 7,72 (1, 2H), 7,63-7,55 (m, 4H), 7,41-7,28 (m, 1H), 3,92 (c, 3H), 2,85-2,80 (M, 1H), 1,31-1,17 (M,
2H) 1,03-1,01 (v, 2H); XKX-MC (U3P): paccunrannas macca: 488,5; Haiinennas macca: 489,0 [M+H]" (sy: 0,59
MHUH).

IMpumep 296. N-(3-(3-Metokcunupunun-2-umn)-5-(5-(1-merun-1H-nupazon-4-nn)-1H-6enzo[d[umunazon-
1-n0) e HMI ) IIIKIOMPOTIaHC Yy Tb(hOHAMUI.

Coenunenne  monydaroT w3 N-(3-(5-0pom-1H-6en3o[d]umugazon-1-mm)-5-(3-MeTOKCHTTUPHUTUH-2 -
nin)hernn)uuKonponancyiabhornamuaa (200 mr, 0,40 MMOIB) ¢ TPUMEHEHHEM METOAWMKHU W3 TipuMepa 1i) ¢ mo-
JyYCHHUEM YKa3aHHOTO B 3arojioBke coenuHeHus ¢ 20%-HbIM BBIX0A0M (20 wmr). 'H sIMP (400 MI'y, IMCO): &
10,3 (c, 1H), 8,60 (z, 1H), 8,32-8,31 (m, 1H), 8,20 (c, 1H) 7,99 (n, 1H), 7,94 (c, 1H), 7,92-7,89 (1, 2H), 7,66-7,63
(™, 3H), 7,54 (», 1H), 7,47-7,43 (M, 1H), 4,33 (zn, 2H), 3,42-3,26 (M, 2H), 1,34-1,24 (T, 3H), 0,63-0,60 (1, 2H),
0,49-0,48 (1, 2H); XXX-MC (MDP): paccunrannas macca: 500,5; Haiinennas macca: 500,8 [M+H]" (By: 0,45
MHUH).

Mpumep 297. N-(2',4'-Hdudrop-5-(5-(1-metmn-1H-umunazon-4-un)-1H-6en30[d Jumunazon-1-mn)-[1,1'-
oudenn|-3-wmn)aneTaMu/.

a) N-(2\4'-Audrop-5-(5-(4,4,5,5-rerpamerni-1,3,2-nnokcaboponan-2-uin)- 1 H-6en3o[dJummaazon-1-nm)-
[1,1'-6udenmn]-3-mm)aneTaMu.

B nerazupoBannstit (N, 6apOoTHpoBaHHEIN) pacTBop coenuHenus u3 npumepa lh) (0,3 r, 0,68 MmoIb) B
1,2-numertokcudtane (10 mur) mobasnstor 4,4,4'.4'.5,5,5',5'-okramernn-2,2'-6u(1,3,2-quokcaboponan) (0,26 T,
1,02 mmoms, 1,5 9ks.), Pd(dppf)Cl, (55 mr, 0,068 mmons, 0,1 3xB.) u anerat kaiws (0,2 r, 2,04 MMoIb, 3 3KB.), U
cMech HarpesatoT mpu 80°C B repMETHYHO 3aKphITON Koji0e B TeueHue 3 4. CMech pa30aBisiFOT ITHIIAICTATOM U
(UIBTPYIOT HAX CJIOEM IMeNuTa. PacTBOPUTENs OTTOHSIOT C MOJIYYCHHEM HEOYHIICHHOTO OCTaTKa, KOTOPHIH
OUHMIIAloT Xpomarorpadueii Ha Komonke (60-120 cumukarens, 70% >THmaneTaT B TeKCaHE) C MOIyYeHHEM yKa-
3aHHOTO B 3aroyioBke coequHeHus ¢ 60%-ueM BeixogoM (0,2 1). XKKX-MC (MDP): paccunrannas macca: 489,32;
Haiinennas macca: 490,5 [(M+H]" (y: 1,83 mun).

b) N-(2'4-Oudrop-5-(5-(1-meTmn-1H-umunazon-4-mn)-1H-6en3o[dJumunazon-1-un)-[ 1,1'-oudennn]-3-
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WIT)aneTaMuI.

PactBop coenmHenus uz npumepa 297a) (0,1 r, 0,204 mmons) B 1,2-mumerokcuaTane (15 M) neraupyror
O6apbotupoBanneM N, B TeueHue 5 MuH. J{o06aBisoT 4-6pom-1-metrnmumuaazon (49 mr, 0,306 mmoib, 1,5 9kB.),
1 CMECh JeTa3upyroT B TedeHue emie 5 muH. Jlobasmsror Pd(dppf)Cl, (16 mr, 0,0204 mmomnb, 0,1 9KB.) 1 BOAHBIH
kapOoHat HaTpus (65 mr, 0,612 Mmoib, 3,0 9KB.), B MPUMEHSIOT METONUKY U3 ipuMepa 1d). Heounmennsiit oc-
TaTOK MPOAYKTa OYHMINAIOT XpoMaTorpaduei Ha komoHke (60-120 cumkarens, 5%-HbBII METaHON B XJI0podop-
Me) C MONydeHHeM YKA3aHHOTO B 3arolioBKe coemmuerus ¢ 11%-msv Boixomom (10 mr). 'H SIMP (400 MTI',
JAMCO-dy): 6 10,5 (¢, 1H), 9,05-9,0 (ymmp.c, 1H), 8,8 (c, 1H), 8,26 (c, 1H), 8,18 (c, 1H), 8,13 (c, 1H), 7,87-7,76
(M, SH), 7,56 (c, 1H), 7,48 (aT, 1H), 7,3-7,29 (ar, 1H), 3,9 (¢, 3H), 2,15 (¢, 3H); )KX-MC (U3P): paccuntannas
Macca: 443,45; naiinennas macca: 444,1 [M+H]" (By: 0,632 mumn).

Mpumep 298.  1-(2',4'-Audrop-5-(5-(1-metnn-1H-umunazon-4-nn)-1H-6en3o[dJumunazon-1-mm)-[1,1'-
ongenni]-3-mn)-3-(pypaH-2-nIMETHIT)MOYEBHHA.

a) 2',4'-Tudrop-5-(5-(1-metun- 1 H-umunazon-4-mn)-1H-6en3o[d Jumunazon-1-un)-[ 1,1'-6udennn]-3-amun.

CoenuHeHHE TTOYYaloT U3 coeauHenus u3 npumepa 297 (0,4 r, 2,26 MMOIIb) C IPUMEHECHHEM METOAUKH M3
npuMepa 2a) ¢ nosydeHueM npoaykra ¢ 27%-upmM BeixoznoM (0,1 1). XKX-MC (UDP): paccuntanHas macca:
401,41; naitnennas macca: 402,1 [M+H]" (8y: 1,198 mun).

b) 1-(2",4'-Mudrop-5-(5-(1-meTun-1 H-umugazon-4-un)-1 H-6en3o[d Jumunazon-1-un)-[ 1, 1'-6udenwmn]-3-
nn)-3-(bypaH-2-UIMETHI)MOYEBUHA.

K pactBopy coenunenus u3 npumepa 298a) (50 mr, 0,124 mmomnp) B JIXM nobasmstoT Gypdypunmsonua-
Hat (0,01 mu, 0,149 Mmmomnsb, 1,2 3kB. ), 3atem JUTIDA (0,06 mi, 0,37 mmons, 3 2kB. ). CMech MepeMenrBaiT B
TE4YEeHHE HOYH, TaciT W SKCTPArHupyIoT, Kak B mpuMepe 1d). PacTBopuTens OTTOHSIOT ¢ MOTydYeHHEM HEOYHIICH-
HOTO OCTaTKa, KOTOpBIM ounmaroT npenapatusHoit BOXX ¢ nomyuenuem npoaykra ¢ 40%-HeIM BeixogoM (20
mr). 'H SIMP (300 MT', IMCO-de): & 9,16 (c, 1H), 9,14 (c, 1H), 8,8 (c, 1H), 8,27-8,22 (1, 2H), 7,99 (c, 1H),
7,89 (c, 1H), 7,87 (¢, 1H), 7,81-7,73 (m, 2H), 7,62 (c, 2H), 7,49-7,42 (m, 2H), 7,31-7,26 (ar, 1H), 6,91-6,88 (T,
1H), 6,44-6,42 (M, 1H), 6,3-6,29 (M, 1H), 4,35-4,33 (un, 2H), 3,94 (c, 3H); XKX-MC (U3P): paccuntanHas macca:
524,52; naiinennas macca: 525 [M+H]" (By: 0,632 mun).

Mpumep 299. N-(2',4'-dudrop-5-(5-(1-metmn-1H-umunazon-4-un)-1H-6en30[d Jumunazon-1-mn)-[1,1'-
oudenni]-3-mn)rTaHcyaboHaMuUI.

CoerHEeHHE TTOJIYYAI0T U3 COSTUHEHM u3 TpuMepa 298a) ¢ mpuMeHEeHHEM METOJUK W3 mpumepa 294h).
'H SIMP (300 MI'u, CD;0D): & 8.4 (c, 1H), 8,0 (c, 1H), 7,71-7,69 (ux, 1H), 7,59-7,41 (M, 6H), 7,04-7,01 (m,
2H), 3,69 (c, 3H), 3,22-3,13 (xB, 2H), 1,29-1,26 (1, 3H); )KX-MC (13P): paccuntannas macca: 493,53; Haii-
nenHast Macca: 494 [M+H]" (By: 0,632 Mum).

Ipumep 300. N-(2'.4'-Hudtop-5-(5-(1-metun-1H-umunazon-5-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
Ooudenm]-3-mn)sTaHcyabhOHAMUI.

CoenuHeHHe MOTydaloT U3 coenuHeHus u3 npumepa 200b) (0,5 r, 1,02 MMoIb) ¢ IPUMEHEHUEM METOIUK
3 mpuMepa 297 ¢ TONTydeHHEM YKA3aHHOTO B 3arOJOBKe coeauHeHus ¢ 16%-upiM Boixomom (15 mr). 'H SIMP
(300 MI'u, CD;0D): 6 9,01 (¢, 1H), 8,73 (¢, 1H), 8,01 (c, 1H), 7,88-7,86 (un, 1H), 7,71-7,70 (M, 1H), 7,65-7,56
(M, 4H), 7,51-7,5 (M, 1H), 7,13-7,09 (M, 2H), 3,91 (c, 3H), 3,28-3,22 (M, 2H), 1,38-1,35 (1, 3H); XKX-MC (U3P):
paccunranHas macca: 493,53; naiinennas macca: 493,9 [M+H]" (By: 1,232 Mun).

IMpumep 301. N-(3-(3-@ropnupuans-2-nmn)-5-(5-(1-(2-mopdonmHosTIIN)-1 H-ntupazon-4-ui)-1H-6en3o[d]-
UMHa301- | -ui) peHmT)MeTaHC Y Ib()OHAMUI.

VYka3aHHOE B 3arojIOBKE COEIMHEHHE MOJIYydYaloT M3 YKa3aHHOTO B 3arojOBKE COEIUHEHHS W3 NpUMEpa
294f) ¢ mpuMeHeHneM MeToxuK 3 mpumepa 294i). 'H SIMP (400 MI'u, JMCO-de): & 10,43 (c, 1H), 8,25 (c,
1H), 8,21 (c, 1H), 8,16 (c, 1H), 7,99 (c, 1H), 7,95 (¢, 1H), 7,94-7,88 (m, 1H), 7,86 (c, 1H), 7,67-7,65 (M, 1H),
7,61-7,57 (m, 2H), 4,26-4,23 (1, 2H), 3,57-3,55 (T, 4H), 2,77-2,67 (1, 2H), 2,43 (M, 4H), 2,13 (c, 3H); XX-MC
(MDP): paccuntanHas mMacca: 525,58; HaiinenHas macca: 526,3 [M+H]" (By: 0,11 mum).

IIpumep 302. N-(5-(5-(4-Aueramuno-1H-mupazon-1-mn)-1H-6en3o[dJumunazon-1-wmn)-2',4'-mudrop-[1,1'-
Oudenw]-3-mn)aneTamMmuI.

K pactBopy coemmnenus u3 npumepa lh) (120 mr, 0,271 mmonp) B JIM® (20 M) goGasisror N-(1H-
nupazon-4-wn)aneramua (50 mr, 0,407 mmoinsb, 1,5 akB.), okcun meau(l) (4,9 mr, 0,027 mmois, 0,1 2kB.) U Kap-
oonar ne3ust (176 mr, 0,5429 mmons, 2,0 9kB.) u 3aTeM HarpesatoT mpu 110°C B TeucHue 48 4. CMech racsT u
9KCTParupyloT, kak B npumMepe 1d). PacTBopuTens OTTOHSIOT ¢ MOJydYeHHEM HEOUYHMIIEHHOTO OCTaTKa, KOTOPBIN
ouuIaroT npenapaTuBHo BOXKX ¢ nmoigyyeHneMm ykazaHHOTO B 3arojioBke coeAnHeHus ¢ 12,8%-HbIM BBIXOJ0M
(16 mr). "H SIMP (400 MT'n, IMCO-dq): & 10,41 (c, 1H), 10,15 (c, 1H), 8,85 (c, 1H), 8,54 (c, 1H), 8,14 (x, 1H),
8,07 (t, 1H), 7,87-7,71 (m, SH), 7,53 (c, 1H), 7,47-7,41 (m, 1H), 7,28-7,23 (m, 1H), 2,11 (c, 3H), 2,02 (c, 3H);
JKX-MC (MDP): paccunrannas macca: 461,54; Haitnennas macca: 462,1 [M+H]" (By: 0,7 mun).

ITpumep 303. Orun 2-(4-(3-(5-aueramuno-2',4'-qudrop-[1,1'-6udenwn]-3-mn)-3H-umunazo[4,5-
b mupuana-6-un)-1H-1,2,3-tprazosn-1-un)amerar.

VYkazaHHOE B 3arojlOBKE COCIUHEHHE IOJYyYaloT W3 YKa3aHHOTO B 3arojOBKE COCTUHCHUS W3 MpHUMeEpa
131(c) ¢ mpuMeHeHreM MeToxuK 13 mpumepa 131d). 'H SIMP (400 My, IMCO-dy): 8,71 (c, 1H), 8,64 (c, 1H),
8,26 (c, 1H), 8,07 (¢, 1H), 7,93 (c, 1H), 7,91 (¢, 1H), 7,84 (c, 1H), 7,78-7,73 (m, 2H), 7,54 (c, 1H), 7,48-7,42 (m,
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1H), 7,29-7,24 (ar, 1H), 5,48 (c, 2H), 4,25-4,19 (x8, 2H), 2,13 (c, 3H), 1,27-1,24 (T, 3H); XKX-MC (U3P): pac-
cunraHHas Macca: 517,49; HaineHHas Macca: 518,4 [M+H]" (By: 1,37 mun).

IIpumep  304.  N-(4'-®top-5-(6-(Trazon-2-mn)-3H-umunazo[4,5-b|mupunun-3-mn)-[1,1'-6udenmn]-3-
Wi)aneTaMul.

PactBop N-(5-(6-6pom-3H-umunazo[4,5-b]mupuaun-3-mn)-4'-prop-[1,1'-6ndpenmn]-3-mn)aneramuma (300
Mr, 0,705 mmois) B TT'® (8 mun) merasupytor 6apbotupoBanueM N, B Teuenne 5 MuH. Jlo0aBiIsSiOoT OpoMua THa-
30m-2-wi mmHKa(Il) (485 mr, 2,11 mmonb, 3,0 3KB.), B CMECh JETa3upyIOT B TeUeHHE eme 5 MUH. J[00aBIistoT
Pd(dppf)Cl, (57 mr, 0,070 MmMoub, 0,1 5KkB.), BOXHBIN KapOOHAT HATPHS, W MPUMEHSIIOT METOIUKY W3 IpUMeEpa
1(d). HeounmieHHbI# OCTaTOK MpPOJIYKTa OYMINAIOT NpenapatuBHoii BOXKX ¢ momydennem ykasaHHOTO B 3aro-
noBke coexnuenus ¢ 40%-upiM BexogoM (120 mr). 'H SIMP (400 MT'n, JIMCO-d): & 10,43 (c, 1H), 8,78 (c,
1H), 8,45 (¢, 1H), 8,08 (c, 1H), 8,01 (n, 1H), 7,94 (n, 1H), 7,85-7,73 (m, 4H), 7,55 (¢, 1H), 7,45 (1, 1H), 7,27 (T,
1H), 2,13 (c,3H); XKX-MC (UDP): paccunrannas macca: 429,47; maiinennas macca: 430,00 [M+H]" (By: 1,33
MHUH).

IMpumep 305. N-(2',4'-TAudrop-5-(5-(trazon-2-nn)-1H-6en3o0[d|umnnazon-1-nm)-[1,1'-Oudennn]-3-mr)me-
TaHCYNb(HOHAMU.

CoerHEeHHEe TIOYy4JaloT C MPUMEHEHHEM METOIUKH U3 TpuMepa 304, HauuHasi ¢ COSTUHEHHS U3 TIpUMepa
208a), ¢ momyuenneM npoaykta ¢ 10,4%-upiM BoixomoM (12 mr). 'H SIMP (400 MI'u, IMCO-ds): & 10,31 (c,
1H), 8,80 (c, 1H), 8,35 (c, 1H), 8,02 (n, 1H), 7,94 (n, 1H), 7,83-7,75 (m, 3H), 7,61 (c, 1H), 7,57 (n, 1H), 7,49-
7,43 (m, 2H), 7,28 (ar, 1H), 3,19 (c, 3H); XXX-MC (UDP): paccuntanHas macca: 482,53; HalimeHHas Macca:
483,2.

[Tpumep 306. N-(2',4'-Incprop-5-(5-(tnazon-2-mn)- 1 H-6en3o[ d Jumunazon-1-wmn)-[ 1,1'-oudenmnn]-3-
WT)3TaHCYTh()OHAMUI.

CoenuHeHHEe TOMy4YaloT U3 coennHeHus u3 npumepa 200b) ¢ mpuMeHeHrneM MeToIUKH 13 mpumepa 304 ¢
nosydeHueM mpoaykta ¢ 9,6%-ubv Beixogom (15 mr). 'H SIMP (400 MT', IMCO-dg): 8 10,35 (¢, 1H), 8,81 (c,
1H), 8,35 (¢, 1H), 8,01 (n, 1H), 7,93 (¢, 1H), 7,81-7,76 (M, 3H), 7,58 (1, 2H), 7,49-7,44 (M, 2H), 7,29 (1, 1H),
3,30 (xB, 2H), 1,26 (1, 3H); XKX-MC (M2P): paccunrannas macca: 496,55; naiinennas macca: 497,0 [M+H]"
(By: 1,12 mun).

Mpumep 307. N-(2',4'-Audrop-5-(5-(1-n3onponmn-1H-nmpazon-4-nm)-1H-6en3o[dJumunazon-1-mm)-[1,1'-
ongenni]-3-mrMeraHcyabPOHaAMUI.

CoequHEHHE TI0JTy4aloT U3 COeqUHEHHs 13 puMmepa 208a) ¢ npuMeHeHneM MEeTOIUKH 13 npumepa 208b) u
l-m3omponmn-4-(4,4,5,5-rerpamerni-1,3,2-muoxkcadoporan-2-mn)- 1 H-mupazona ¢ momysennem mpoaykra ¢ 9%-
HbIM BbIX0zoM (18 mr). 'H SIMP (300 MTI';, IMCO-d): & 10,28 (c, 1H), 8,63 (¢, 1H), 8,28 (c, 1H), 7,99 (c, 1H),
7,92 (c, 1H), 7,77 (n, 1H), 7,70-7,61 (M, 2H), 7,60-7,51 (M, 2H), 7,50-7,38 (M, 2H), 7,30-7,29 (M, 1H), 4,60-4,40
(M, 1H), 3,15 (c, 3H), 1,44 (o, 6H); LC-MS (API): paccuntannas macca: 507,15; naiinennas macca: 508,0
[M+H]" (By: 1,00 mun).

IIpumep 308. N-(2'.4'-Hudrop-5-(5-(1-uzonponwmi-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
Ooudenmn]-3-mn)sTancyabhOHAMUI.

CoenuHeHHE MOTY4aloT U3 coennHenus 3 npuMepa 200b) ¢ npumeneHreM Metonuku u3 npumepa 200c).
'"H SIMP (400 MI', IMCO-dy): § 10,31 (c, 1H), 8,64 (c, 1H), 8,30 (c, 1H), 8,01 (¢, 1H), 7,95 (c, 1H), 7,75 (8,
1H), 7,65 (xB, 2H), 7,56 (M, 2H), 7,46 (m, 2H), 7,27 (M, 1H), 4,51 (M, 1H), 3,28 (xB, 2H), 1,46 (1, 6H), 1,25 (T,
3H); )KX-MC (MDP) : paccunrannas macca: 521,17; maiinennas macca: 522,1 [M+H]" (y: 1,55 mun).

IMpumep 309. N-(2',4"-qudrop-5-(6-(1-n3omnpomnmn-1H-nupazon-4-mn)-3H-umnnazo[4,5-bnupuaun-3-mn)-
[1,1'-6nudennn]-3-mi)atancyabpoHamu.

PactBop  N-(5-(6-6pom-3H-umunnazo[4,5-b|nupuaun-3-nn)-2',4'-qudrop-[1,1'-6udennn]-3-un)srancyns-
donamuna (0,2 t, 0,405 mmons) B 1,2-guMerokcrdTade (5 M) Aera3upyioT bapboTupoBanueM N, B TeUeHHUE 5
MmuH. JloGasisioT 1-m3onpormn-3-(4,4,5,5-terpamerun-1,3,2-nmruokcaboponan-2-un)-1H-mupaszon (0,191 r, 0,810
MMOJIb, 2,0 9KB.), U CMeCh JeTa3upyioT B Teuenue eme 5 muH. Jlobasmsiror Pd(dppf)Cl, (0,032 1, 0,040 MMoIB,
0,1 »kB.) 1 BoanbIi kapboHat Hatpus (0,17 r, 1,012 MMomb, 2,5 3KB.), B MPUMEHSIOT METOIUKY U3 puMmepa 1d).
HeounmeHHsIit 0CTaTOK MPOAYKTa OYHIIAIOT XpoMarorpadueit Ha kojouke (60-120 cunukarens, 80%-HbIH 3TH-
JlalieTar B reKCaHe) ¢ mojiyueHueM npoaykra ¢ 52,1%-ubm BeixoaoM (0,11 1). 'H sIMP (400 MI'u, AMCO-dg): &
10,42 (c, 1H), 8,94 (c, 1H), 8,75 (n, 1H), 8,44-8,42 (nm, 2H), 8,05 (c, 1H), 7,95 (¢, 1H), 7,77-7,70 (M, 2H), 7,48-
7,43 (m, 2H), 7,30-7,26 (M, 1H), 4,54-4,51 (M, 1H), 4,13-4,11 (M, 1H); 3,28-3,26 (M, 2H), 3,17-3,16 (m, 1H),
1,48-1,46 (m, 6H), 1,28-1,25 (1, 3H); XKXX-MC (13P): paccuntanHas macca: 522,57 HailinenHas macca: 523,0
[M+H]" (By: 1,52 mun).

Mpumep 310. N-(5-(5-(6-Amunonupuaun-3-nn)-1H-6en3o[d|umnnazon-1-nm)-2',4'-ngudrop-[1,1'-6nde-
HWI]-3-11)MeTaHCyIb(hOHAMHUI.

VYka3aHHOE B 3arojIOBKE COEIMHEHHE MOJIYydYaloT M3 YKa3aHHOTO B 3arojOBKE COEIUHEHHS W3 NpUMeEpa
208a) ¢ IpUMEHEHHEM METOMK U3 npumepa 246. 'H SIMP (300 MI'u, IMCO-dg): 8 10,43 (c, 1H), 9,05 (c, 1H),
8,42 (c, 2H), 8,17 (c, 2H), 7,84 (c, 1H), 7,78-7,73 (m, 3H), 7,62 (M, 2H), 7,49 (m, 2H), 7,31-7,27 (m, 1H), 7,15-
7,12 (v, 1H), 3,19 (c, 3H); XKX-MC (UDP): paccuntannas Macca: 491,12; naiinennas macca: 492,2 [M+H]" (By:
0,28 muH).
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Mpumep 311. N-(5-(5-(6-Amunonupuaun-3-nn)-1H-6en3o[d|umnnazon-1-nmm)-2',4"-ngudrop-[1,1'-6nde-
HWJI|-3-1J1)9TaHCYIb(QOHAMU.

Coe/IMHEHHE TIONYYal0T U3 COSNMHEHHs 13 mpuMepa 200b) ¢ mpHMeHeHHeM METOINK u3 npuMepa 246. 'H
SAMP (300 MI'n, IMCO-d¢): 6 10,43 (c, 1H), 8,75 (¢, 1H), 8,38-8,36 (M, 2H), 8,12 (¢, 1H), 7,80-7,42 (m, 3H),
7,72-7,66 (M, 2H), 7,58-7,57 (m, 2H), 7,49-7,42 (m, 2H), 7,31-7,27 (m, 1H), 7,06-7,02 (M, 1H), 3,29 (xBaprer,
2H), 1,26 (c, 3H); XX-MC (MDP): paccunranHas macca: 505,14; naiimennas macca: 506,3 [M+H]™ (sy: 0,37
MUH).

Ipumep 312. 1-(5-Aneramuno-2',4'-mudrop-[1,1'-6udennn]-3-nn)-1H-6en30[d]Jumunazon-5-kapbokca-
MU/

a) 1-(5-Amuno-2'4'-nudrop-[ 1,1'-6ndennn]-3-nn)-1 H-6en3o[dJumuaazon-5-kapbokcaMu.

K pactBopy N-(5-(5-umano-1H-6en30[d]umunazon-1-mn)-2',4'-mudprop-[1,1'-0udenmn]-3-mwi)aneramuaa
(0,51, 1,28 MmMorb, 1 9kB.) B aTanozne (10 i) mobasisttoT 20%-HbIH BOJHBIH pacTBOp ruapokcuaa kaums (0,721
r, 12,88 Mmoub, 10 9kB.), n cMech HarpesaroT Ipu 85°C B Teuenue 5 4. CMech racsiT U dKCTParupyror, KaK B
npumepe 1d). PacTBopuTens OTTOHSIOT ¢ MOJTyYEHHEM YKa3aHHOTO B 3ar0JIOBKE MPOIyKTa ¢ 71%-HBIM BBIXO0M
(0,32 1). XKX-MC (UDP): paccunrannas mMacca: 364,11; naitnennas macca: 365,1 [M+H]" (By: 0,59 mun).

b) 1-(5-Aneramuno-2',4'"-mudrop-[1,1'-6udennn]-3-un)- 1 H-6en30[ d[umuaazon-5-kapOokcamu .

VYkeycusiit anruapua (0,1 M, 1 06beM) gobasisror no karmisaMm mpu 0°C k coemHeHNT0 B3 ipuMepa 312a)
(0,1 T). Cmech nepememnuBaroT B Teuenue 30 muHd npu KT u 3aTem racsat go0aBiIeHHEM H3MEIbYSHHOTO JIbA.
BrimaBmmit ocazok GrIbTPYIOT U IPOMBIBAIOT XOJIOJHOHN BOJION € MOTydeHHEM OeI0BAaTOr0 TBEPAOTO BEIIECTBA.
TBepIoe BEIECTBO CYIIAT B BAKyyMe C IOTydeHHEeM MpoaykTa ¢ 28,8%-HemM BeixogoM (32 mr). 'H SIMP (400
MTI'n, AMCO-de): 6 10,48 (c, 1H), 8,80 (c, 1H), 8,42 (c, 1H), 8,10 (c, 1H), 7,99-7,97 (1, 1H), 7,88 (¢, 1H), 7,80-
7,76 (m, 2H), 7,57 (c, 1H), 7,49 (T, 1H), 7,41 (c, 1H), 7,31-7,29 (1, 1H), 2,18 (¢, 3H); XKX-MC (U3P): paccun-
TaHHas Macca: 406,12; HaiinenHas macca: 407,2 [M+H]" (By: 0,47 Mun).

Mpumep 313. N-(2',4'-Audrop-5-(5-(5-metun-1,2,4-okcagnazon-3-mn)-1H-6enszo[dJumunazon-1-mn)-[1,1'-
oudenn|-3-mn)aneTamMu/.

a) N-(5-((4-Lnano-2-autpodenmn)amuno)-2',4'-mudrop-[ 1,1'-Oudenmn]-3-mn)aneraMmu.

PactBop N-(5-amunoOudennn-3-mn)aneramuaa (1,5 r, 5,72 mmons), 4-¢pTop-3-aurpodbensonutpuna (0,95
r, 5,72 Mmmons, 1,0 3kxB.) u ¢propuna xamus (0,33 r, 5,72 mmois, 1,0 3kB.) B JIM® (15 M) Harpesarot mipu 130°C
B TeueHue 12 4. CMech racsaT U SKCTParupyroT, kak B mpumepe 1d). PacTBopuTens OTTOHSIOT ¢ MOJyIeHHEM He-
OYMIIEHHOTO OCTAaTKa, KOTOPBIA OYHIIAIOT XpoMartorpadueii Ha konoHke (60-120 cummkarens, 50%-HbIi 3THI-
arieTaT B FeKCaHe) C MOJIYyYCHHEM YKa3aHHOTO B 3aroJIoBKe coeanHeHns ¢ 43%-HpIM BeIxoaoM (1 1).

b) N-(5-((2-Amuno-4-ninanodenmn)amuno)-2',4'-mudrop-[ 1, 1'-6udenwmn]-3-mr)aneTamui.

K pactBopy coenunenus u3 npumepa 313a) (1,0 T, 2,45 mmonp) B TT'® (15 mur) mo6aBistoT pacTBOp XJI0-
puna ammonwus (0,52 r, 9,8 Mmoub, 4 2kB.) B Boze (5 mi) u muHK (0,64 T, 9,8 MMoITh, 4 9kB.). CMech TiepeMeIIn-
BatoT npu 45°C B Teyenue 2 4 v GUILTpYIOT. PuiibTpar pa30aBisAOT BOJOH M DKCTPAarupyloT, Kak B MpuMepe
1d). PacTBopuTEnh OTTOHSIOT C ONyYEHNEM YKa3aHHOTO B 3ar0JIOBKE coetuHeHus ¢ 86%-HbIM BbIxo0M (0,8 ).

¢) N-(5-(5-Lnano-1H-6en30[dJumunazon-1-mn)-2',4'-mudrop-[ 1,1'-Onudenmn|-3-ni)aneramMmu.

CwMmech coeanHenus u3 npumepa 313b) (0,8 1, 2,11 MMonb) U MypaBbHHON KHcIOTHI (10 MiT) HarpeBaroT
npu 100°C B TeueHue 4 4. MypaBbUHYIO KUCIOTY OTTOHSIIOT, 1 HEOUHILEHHBII OCTATOK PACTBOPSAIOT B ATHUIIALIE-
tare. Cioii sTHIanerara NpoMBIBAIOT BOAOH, HACHIILICHHBIM PAaCTBOPOM COJIM M CyIIAT HaJ Cyib(aToM HaTpwus.
PacTBOpuTENH OTTOHSIOT C MOTYyYCHUEM HEOUHIIEHHOT0 ocTaTka ¢ 97%-upM BbxogoM (0,8 T).

d) N-Q2'4'-Oudtop-5-(5-(N-ruaporxcukapdbamumugonn)- 1 H-6en3o[d|umunazon-1-un)-[1,1'-6udenwmn]-3-
WT)aneTaMul.

K pactBopy coenunenus u3 npumepa 313c¢) (0,1 r, 0,25 MMomb) B 3TaHONIE TOOABISAIOT THAPOXIOPH THII-
poxcmiamuHa (20 mr, 0,28 MMoinb, 1,1 3kB.) u Et;N (0,1 mur, 0,75 mmons, 3 9KB.), u cMech HarpeBaroT nipu 80°C
B TedeHHe 3 4. JleTyune BellecTBa OTTOHSIOT, U MOJYyYEHHOE HEOUHIIEHHOE TBEPJIOE BELIECTBO HECKOJIBKO Pa3
MPOMBIBAIOT TUATWIIOBEIM 3(UPOM C MOJTYUYCHHEM yKa3aHHOTO B 3arojioBke coeanHeHus ¢ 100%-HbIM BBIXO0M
0,11 1).

e) N-(24'-HAudrop-5-(5-(5-mernn-1,2,4-okcannaszon-3-mn)-1 H-6enzo[dumunazon-1-un)-[1,1'-ondpenn]-
3-mr)areraMu.

K pacrBopy coennnenus u3 npumepa 313d) (0,1 r, 0,237 mmoins) B TOK (1 mur) mobGaBnsioT TpuMeTHIIOP-
toarerat (5 mu), U cMech HarpeBatoT npu 100°C B Teuenne 4 4. JleTyune BemecTBa OTTOHSIOT, H TIOTyYEHHBINA
HEOYHIICHHBIH MPOIYKT SKCTPAarupyOT 3THIIANCTATOM W BOJOH M CyIIaT HaJ CyTb(haToM HATPUSA, U OCTATOK
oumnImaioT npemnapatuBHoi BOXKX ¢ momyduennem umcroro mpoaykra ¢ 6,6%-HeM BeIxogoM (6,6 mr). XKX-MC
(MDP): paccuntanHas Macca: 445,14; Haiinennas macca: 446,1 [M+H]" (By: 1,15 mun).

IIpumep 314. N-(2',4'-Iudrop-5-(6-(1-metun-1H-mupazon-4-mn)-3H-umunazo[4,5-b|mupuaun-3-mwn)-[1,1'-
oudenwmn]-3-mr)-2-(3,5-muMeTIIIIepa3uH- 1 -min)are TamMmu/I.

CoenuHeHHE TIOJTy4aroT U3 coetuHeHus u3 npumepa 132a) (60 mr, 0,149 MMoInb) ¢ NpUMEHEHHEM METO/IHU-
K1 U3 npumepa 225 u 2-(3,5-qumernnnunepasus- 1 -nin)ykcycHoit kucaotsl (30 mr, 0,179 mmons, 1,2 5kB.) ¢ no-
nydeHueM npoaykrta ¢ 21,9%-ueiM BeixomoM (18 mr). ZKX-MC (MDP): paccunrannas Macca: 556,25; HaiineHHas
macca: 557,2 [M+H]" (By: 0,67 mun).
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Mpumep 315. N-(2',4'-Androp-5-(6-(1-meTnn-1H-mpazon-4-nn)-3H-umunazo[4,5-bnmupuaun-3-um)-2',3'-
quruapo-[ 1,1'-oudenwn]-3-mi)-2-(4-3Trmunepa3us- 1 -mi)aneraMu.

Coenunenne  mosydqalor w3 N-(5-(6-0pom-3H-umumazo[4,5-b]mupuaun-3-mn)-2',4'-mudptop-[1,1'-
oudenwmn]-3-mn)-2-(4-sTunnunepasus- 1 -mn)aneramuga (300 mr, 0,540 MMoNb) ¢ TIPUMEHEHUEM METOIMKH W3
npumepa 1i) ¢ monyuennem npoaykta ¢ 11,6%-ubvM BhixonoM (35 mr). 'H SIMP (400 MI'u, IMCO-dq): & 9,40
(ymmp.c, 1H), 8,96 (c, 1H), 8,740 (n, 1H), 8,44 (n, 1H), 8,38 (c, 1H), 8,33 (¢, 1H), 8,07 (c, 1H), 8,97 (¢, 1H),
7,794-1,713 (m, 2H), 7,48 (1, 1H), 7,31 (1, 1H), 3,93 (c, 3H), 3,44 (¢, 2H), 3,19-3,12 (m, 8H), 2,71 (x8B, 2H), 1,24
(1, 3H); XKX-MC (3P): paccuntannas Macca: 558,6; Haitnennas macca: 557,0 [M-H] (By: 0,21 mun).

IIpumep 316. N-(2',4'-udrop-5-(6-(1-metun-1H-tupazon-4-mn)-3H-umunazo[4,5-b|mupuaun-3-mm)-[1,1'-
oudenm]-3-mr)-2-(4-MeTuImunepa3uH- 1 -m)aneTamMmu/I.

CoequHEHHE TIOJTy4aroT U3 coeuHeHus u3 npumepa 132a) (75 mr, 0,186 MMoInb) ¢ NpUMEHEHHEM METO/IHU-
KU U3 npumMepa 225 u 2-(4-mMetunnunepasu- 1-un)ykcycHoit kuciotsl (44,2 mr, 0,279 mmons, 1,5 9kB.) ¢ momy-
YeHHeM MPOAYKTa ¢ 34,6%-HbiM BhIxogoM (35 Mr). 'H SIMP (400 MI'n, JIMCO-de): & 10,29 (c, 1H), 8,94 (c,
1H), 8,72 (n, 1H), 8,42-8,31 (n, 3H), 8,05 (¢, 1H), 7,93 (¢, 1H), 7,77-7,71 (m, 2H), 7,49-7,43 (m, 1H), 7,29 (T,
1H), 3,90 (c, 3H), 3,17-3,11 (M, 4H), 2,80 (c, 3H), 2,67 (M, 2H), 2,50 (M, 4H); XKX-MC (UDP): paccunrannas
macca: 542,58; naiinennas macca: 543,1 [M+H]" (By: 0,252 mun).

ITpumep 317. 1-Luknonentun-3-(2',4'-mudrop-5-(6-(1-mermn-1H-nupazon-4-un)-3H-umunazo[4,5-
b mupuann-3-un)-[ 1,1'-6ndennn]-3-mn)MoueBUHA.

K pactBopy coenunenus u3 npumepa 132a) (65 mr, 0,1616 Mmoip) B JIXM 100aBIIsIOT JUU3OTPOTIHIIAMAH
(89 wr, 0,485 mMmoutb, 3 9KB.) ¥ nuKIoneHTHIN301MaHat (19,7 mr, 0,1778 mmons, 1,1 9kB.). CMech mepemenin-
BalOT B TeUeHHUe 16 4, TraciT U dKCTParupymooT, Kak B mpuMepe 2b). PacTBOpUTENb OTTOHSIOT C TIOJyYeHHUEM He-
OYMIIEHHOTO OCTaTKa, KOTOPBI OYHIIAIOT IpenaparuBHoi BOXKX ¢ momydennem mpoxykra ¢ 12%-HBIM BBIXO-
nom (10 mr). "H SIMP (400 MTI'u, IMCO-dq): & 8,92 (c, 1H), 8,71 (1, 1H), 8,41 (n, 1H), 8,30 (c, 1H), 8,05 (T,
1H), 7,72-7,66 (m, 1H), 7,56 (c, 1H), 7,46-7,40 (m, 1H), 7,27-7,24 (M, 2H), 6,30 (c, 1H), 3,93 (c, 3H), 3,10 (M,
1H), 1,87-1,81 (M, 2H), 1,65-1,53 (M, 4H), 1,43-1,37 (M, 2H); )KX-MC (U3P): paccuurtanHas macca: 513,54;
Haitnennas mMacca: 514,5 [M+H]" (y: 1,56 mun).

[Mpumep 318. N-(2',4'-qudrop-5-(6-(1-mermn-1H-nupazon-4-wn)-3H-nmunazo[4,5-b Jnupuann-3-mn)-[1,1'-
ongenni]-3-mn)-2-(nunepasus- 1 -ui)aneraMmuzI.

a) tper-byrun 4-(2-( (2',4'-mudprop-5-(6-(1-metun-1H-nupazon-4-un)-3H-umunazo4,5-bnupuaia-3-wm)-
[1,1'-6udenmn]-3-mr)aMuHO)-2-0KCOITHIT)TUIIePa3HH- | -KapOOKCHIIaT.

CoenuHeHHE TIONYJYaloT U3 coeauHeHus u3 npumepa 132a) (120 mr, 0,298 MMOIb) C MPUMEHEHHEM METO-
muka w3 npuMepa 225 u 2-(4-(tpeT-OyToKcHKapOOHMN )HANepa3uH- 1 -mn)ykcycHoir kuciotel (145 mr, 0,597
MMOJIB, 2 3KB.) ¢ morydeHneM npoaykta ¢ 10,6%-uem Berxogom (20 mr). XKX-MC (M3P): paccuntanHas macca:
628; HaitnenHas Macca: 629,1 [M+H]" (By: 1,056 mun).

b) N-(2',4'-Iudrop-5-(6-(1-metnin-1H-tmmpazon-4-un)-3H-umunazo [4,5-b Jmupuaun-3-wn)-[ 1,1'-oudennn]-
3-un)-2-(uniepa3uH- 1 -m)ane TaMmuI.

K pactBopy coenunenns u3 npumepa 318a) (12 mr, 0,0191 mmons) B XM nobasnstor TOK (1 M), u
cMmech nepememnBatoT npu KT B Teyenne 16 4. CMech KOHLEHTPUPYIOT C MOIYYEHHEM MPOIYKTa ¢ 98%-HbIM
BorxozoM (10 mr). "H SIMP (400 MTI', IMCO-de): 8 10,3 (c, 1H), 8,93 (c, 1H), 8,70 (1, 2H), 8,41-8,07 (x, 1H),
8,35 (1, 1H), 8,29 (¢, 1H), 8,03 (c, 1H), 7,94-7,93 (n, 1H), 7,76-7,68 (M, 2H), 7,47-7,42 (m, 1H), 7,30-7,25 (m,
1H), 3,89 (c, 3H), 3,50 (c, 2H), 3,21 (c, 4H), 2,92 (c, 4H); XKX-MC (UDP): paccuntanHas macca: 528,22; Haii-
nenHas Macca: 529,2 [M+H]" (By: 0,182 mum).

IMpumep 319. N-(2',4'-qudrop-5-(6-(1-mermn-1H-nupazon-4-wn)-3H-nmunazo[4,5-b Jnupuann-3-mn)-[1,1'-
oudenwm]-3-mn)- 1 -MeTmmunepuanH-4-kapOOKCaMHu/I.

CoenrHeHHe TOMYJYaloT U3 coeAMHEeHHs U3 npumepa 132a) (75 wmr, 0,1865 MMob) ¢ MPUMEHEHHEM METO-
KA 13 puMepa 225 u 1-metrunmunepuauH-4-kapooHoBor KUCIOTH (40 Mmr, 0,27 MMomb, 1,5 3kB. ) ¢ momyde-
HUEM NPoayKTa ¢ 15%-HbIM BBIXOAOM (15 MT). 'H SIMP (400 MI', CD;0D): & 8,97 (c, 1H), 8,67 (c, 1H), 8,31
(1, 1H), 8,28 (¢, 1H), 8,10 (c, 1H), 7,93 (c, 1H), 7,81 (1, 1H), 7,74 (c, 1H), 7,65-7,59 (M, 1H), 7,13-7,07 (m, 2H),
3,96 (c, 3H), 3,66-3,63 (M, 2H), 3,14-3,07 (M, 2H), 2,92 (¢, 3H), 2,79-2,73 (m, 1H), 2,24-2,01 (M, 4H); KXX-MC
(MDP): paccuntanHas macca: 527,22; HaiinenHas macca: 528,0 [M+H]" (By: 0,20 mMum).

Mpumep  320.  N-(2'4'-Hudrop-5-(5-(1-metmn-1H-nupazon-4-un)-1H-6en3o[dJumugazon-1-wmm)-2',3'-
muruapo-[ 1,1'-oudenwn]-3-mi)-2-(4-3Trmunepasus- 1 -min)aneraMu.

CoequHeHHE MOTYYalOT U3 coeanHeHus u3 npumepa 132a) (100 mr, 0,249 MMoIb) ¢ TPUMEHEHUEM METO-
VKK U3 TipuMepa 225 u 2-(4-stunmunepasuH- 1 -min)ykcycHoi kucnotsl (85 mr, 0,498 mmons, 2,0 5kB.) ¢ momy-
YeHHEM NMPOoAyKTa ¢ 38%-HbIM BbIXOAOM (40 Mr).

ITpumep 321. N-(5-(5-(4-Otunnunepasun-1-nn)-1H-6en3o[dJumnpazon-1-nn)-2',4'-qu¢rop-[1,1'-
OudeHwI|-3 -1 ITUKIONPOTTIaHCYIb(hOHAMUI.

K pactBopy coemunenns N-(5-(5-6pom-1H-6en30[d]umunazon-1-mn)-2',4'-mudrop-[1,1'-ondenmn]-3-
nn)uuknonponancyinbporamuna (110 mr, 0,198 mmons) B JIMCO nobGasmsiror kapooHaT kanmus (54 wmr, 0,391
MMoub, 2,0 9kB.). CMech nerasupyior OapOotupoBanmem N, B TeueHue 10 MuH, 3aTeM A00aBiIsIOT 1-
srwmarepasut (68 mr, 0,595 mmons, 3,0 9xB.) u L-npomun (4,5 mr) u Cul (3 mr). 3aTem npoOUpKy repMETHIHO
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3aKpBIBAIOT, U CMeCh BbIAEpKUBaIOT Npu 95°C B TeueHue 24 4. CMmech racsit U SKCTParupyroT, Kak B MpUMeEpe
1d). PacTBOpHTENb OTrOHSIOT C MONYyYCHHEM HEOYHIIICHHOTO OCTATKa, KOTOPBIH OYHINAIOT MpernapaTUBHON
BOXKX ¢ monyuennem npoaykra ¢ 18%-mbiv BeixogoM (20 mr). 'H SIMP (400 MTI', IMCO-de): & 10,3 (c, 1H),
8,98 (c, 1H), 7,77 (m, 1H), 7,66 (c, 1H), 7,60 (ymwup.c, 2H), 7,50 (ymmwup.c, 2H), 7,41 (c, 1H), 7,33-7,27 (m, 2H),
3,60 (m, 4H), 3,29-3,20 (M, 4H), 3,02 (xB, 2H), 2,90 (1, 1H), 1,30 (T, 3H), 1,04 (x8B, 4H); XX-MC (U3P): pac-
cunTaHHas macca: 537,62; naiimennas macca: 538,1 [M+H]+.

Ipumep 322. N-(2'.4-Hudtop-5-(5-(3-runpokcunupponuaui-1-mr)-1H-6en3o[d Jumunazon-1-um)-2',3'-
muruapo-[ 1,1'-6udennn|-3 -1 IuKIonponancyIbpOHAMHU/T.

CoenuHEeHHE TIOIY4aloT, Kak B mpuMepe 321, ¢ mpumeHeHueM (S)-MupposianH-3-0J1a ¢ MOTYyICHUEM YHC-
Toro nponykTa ¢ 12%-ueiM BeIxogoM (12 mr). SIMP (400 MI'u, IMCO-dy): 6 8,52 (c, 1H), 7,77 (xB, 1H), 7,56
(m, 3H), 7,51-7,46 (m, 2H), 7,29 (1, 1H), 6,82 (c, 1H), 6,73 (x, 1H), 5,01 (7, 1H), 4,45 (c, 1H), 3,52 (xB, 1H),
3,35 (¢, 1H), 3,14 (», 1H), 2,87 (xB, 1H), 2,12-2,09 (M, 1H), 1,96-1,94 (m, 1H), 1,03 (n, 4H); XKX-MC (U3P):
paccunTanHas Macca: 512,1; naiinennas macca: 510 [M-H] (By: 0,42 mun).

Hpumep 323. N-(5-(5-(1-Luxnonentwin-1H-upa3zon-4-wmn)-1 H-6en30[d Jumunazon-1-mwr)-2',4"-nudrop-
[1,1'-6udennn]-3-mn)atancyabpoHamu.

VYka3aHHOE B 3arojIOBKE COEIMHEHHE MOJIYyYaloT M3 YKa3aHHOTO B 3arojOBKE COEIUHEHHS W3 NpUMEpa
200(b) ¢ mpuMereHreM MeToauK U3 mpumepa 1i). 'H SIMP (400 MI', CD;OD): & 8,51 (c, 1H), 3,09 (c, 1H),
7,92 (c, 1H), 7,88 (c, 1H), 7,68-7,62 (M, 3H), 7,58 (n, 1H), 7,51 (an, 2H), 7,15-7,10 (M, 2H), 4,75-4,72 (M, 1H),
3,24 (xBapret, 2H), 2,23-2,19 (M, 2H), 2,06-2,01 (M, 2H), 1,94-1,90 (M, 2H), 1,77-1,73 (M, 2H), 1,36 (1, 2H);
JKX-MC (MDP): paccunTanHas mMacca: 547,19; Haiinennas macca: 548,1 [M+H]" (By: 1,66 mun).

Ipumep  324.  N-(5-(6-(1-Iluxnonentni- 1 H-mupazon-4-un)-3H-umunazo[4,5-b jnupuann-3-wmn)-2',4'-
nmudTop[1,1'-6udennn]-3-ui)3TaHCyTbHOHAMHUI.

a) N-(5-(6-bpom-3H-umumazo[4,5-b|mupunun-3-mn)-2',4'-mudrop[ 1, 1'-0ndenmn|-3-mn)sTaHcyabhOHAMHUT.

K pactBopy 5-(6-6pom-3H-umunazo[4,5-bmapuaun-3-un)-2',4'"-mudrop[1,1'-oudenmnn]-3-amua (133 wr,
0,33 mmoinp) B IXM nmobasisitor mupunus (52 mr, 0,66 MMonb, 2,0 9KB.), 3aTeM XJIOpH[ dTaHCynbhoHmIa (76
mr, 0,66 Mmmoib, 2,0 9kB.). CMeCh MEPEMEIINBAIOT B TEYCHUE | U, TacsAT U IKCTPArUPYIOT, Kak B IpuMmepe 2b).
PacTBOpuTENh OTTOHSIOT C MONyYCHHEM HEOUHUINICHHOTO OCTATKa, KOTOPHIN MPUMEHSIOT Ha CICAYIONICH CTaIuu
0e3 manpHeHIel o9ncTKy, ¢ BEIXoaoM 76,68% (125 mr); XKX-MC (U3P): paccuurtannas macca: 492,01; Haii-
nenHas macca: 493,0 [M+H]" (By: 1,72 mun).

b) N-(5-(6-(1-Huknonentun- 1 H-nupazon-4-nn)-3H-umunazo[4,5-b nmupunus-3-wn)-2',4'-qudrop-[1,1'-
Ooudenm]-3-mn)sTaHcyabhOHAMUI.

CoerHEeHHE TTOTYJaloT U3 COeTMHEHNs n3 mpumepa 324a) (125 mr, 0,25 MMOIb) ¢ MPUMEHEHHEM METO IH-
ku u3 npumepa 200c) u 1-nukmonentun-4-(4,4,5,5-rerpameri-1,3,2-nrokcaboponan-2-wn)- 1 H-nmupazona (136
mr, 0,50 Mmoib, 2,0 9KB.) ¢ momydeHnem npoaykra ¢ 21,73%-mbv BeixogoM (30 wmr). 'H SIMP (400 MI',
JAMCO-dg): & 10,32 (c, 1H), 8,96 (c, 1H), 8,76-8,75 (n, 1H), 8,45-8,42 (1, 2H), 8,06 (¢, 1H), 7,95-7,94 (1, 1H),
7,77-7,70 (m, 2H), 7,49-7,43 (m, 2H), 7,28 (1, 1H), 4,74-4,70 (1, 1H), 3,31-3,26 (xB, 2H), 2,14-2,09 (M, 2H),
2,00-1,95 (M, 2H), 1,84-1,81 (m, 2H), 1,68-1,65 (M, 2H), 1,28-1,24 (1, 3H); &KX-MC (MDP): paccuntanHas mac-
ca: 548,18; maiinennas macca: 549,1 [M+H]" (By: 1,70 mun).

Mpumep  325. 2-(4-(1-(5-Amuno-2'4'-mudrop[1,1'-6udenmn]-3-un)- 1 H-0en3o[d jumumazon-5-mn)- 1 H-
MUpa3oi-1-ui)3TaHom.

K pactBopy N-(2'.4'-mudrop-5-(5-(1-(2-((rerparunpo-2H-nupan-2-nm)okcn)atuin)- 1 H-nupazon-4-m)-1H-
oenzo[d]umunazon-1-wn)-[1,1'-Oudennn]-3-mn)aneramuna (0,12 r, 0,125 mMois) B MeTaHome (5 MiT) T00ABISIOT
(1 mun) anermxnopuaa npu 0°C. Cmecs nepememmusatot npu KT B Teuenue 16 4. CMmech racar u 9KCTparupyor,
Kkak B pumepe 1d). PacTBOpHTENb OTFOHSIOT € TIONydeHHeM IPOAyKTa ¢ 28%-HbiM BEixozoM (0,026 r). 'H SIMP
(400 MI'n, IMCO-d¢): 6 8,53 (c, 1H), 8,20 (c, 1H), 7,97-7,95 (n, 2H), 7,69-7,64 (M, 2H), 7,59-7,56 (nx, 1H),
7,39-7,36 (M, 1H), 6,88 (c, 2H), 6,82 (x, 1H), 5,70 (c, 2H), 4,95 (¢, 1H), 4,19-4,16 (1, 2H), 3,81-3,78 (T, 2H);
JKX-MC (MDP): paccunTanHas macca: 431,44; naiinennas macca: 432,2 [M+H]" (By: 0,4 mun).

IMpumep 326. N-(5-(5-(1H-ITupazon-4-mn)-1H-6en3o[d Jumunazon-1-mn)-2',4'-mudrop[1,1'-6udenmn]-3-
Wi)aneTaMul.

CoennHeHNE TOTYYal0T U3 YKA3aHHOTO B 3ar0JIOBKE COEAWHEHMS n3 mpuMmepa lh) ¢ mpumensHueM meto-
mmk w3 npumepa 11). 'H SIMP (400 MTI'ti, IMCO-dq): & 10,43 (c, 1H), 9,0 (c, 1H), 8,17 (c, 2H), 8,13 (M, 1H),
8,06 (c, 1H), 7,82 (c, 1H), 7,74-7,73 (m, 3H), 7,55 (¢, 1H), 7,5-7,42 (m, 1H), 7,3-7,26 (at, 1H), 2,12 (c, 3H);
JKX-MC (MDP): paccunrannas macca: 429,42; Haitnennas macca: 429.8 [M+H]" (By: 0,6 Mun).

Mpumep 327. N-(5-(5-(1H-ITupazon-3-un)-1H-6en3o[d]umunazon-1-mn)-2',4'-mudrop[1,1'-ondennn]-3-
wijaneraMuz.

VYka3aHHOE B 3ar0JIOBKE COCAMHEHHUE MTOJYJAOT U3 YKa3aHHOTO B 3ar0JIOBKE COeMHEHUs 13 npuMepa lh) c
MPUMEHEHHUEM METOUK U3 mpumepa 11i).

IMpumep 328. N-(2'.4'-Hudrop-5-(5-(6-okco-1,6-nuruapormmpuann-3-un)- 1 H-6en3o[dumuaazon-1-mm)-
[1,1'-6udennn]-3-mm)-2-(1H-1,2,4-Tprazo:n-1-wmwn)amneramMmu.

a) N-(5-(5-(6-(benzmmokcn)-1,6-quruaponupuaui-3-mn)-1 H-6enszo[d Jumunazon-1-un)-2',4"-qudrop[1,1'-
Oudenw]-3-mn)aneTamMmuI.
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CoequHEHHE MOJTYYaAlOT M3 coenuHeHus u3 npumepa lh) (2 T, 4,5 MMOJb) ¢ MPUMEHEHHEM METOIHK W3
npumepa 200c) u 2-(6ensmitokcn)-5-(4,4,5,5-rerpamerni-1,3,2-anokcabopoian-2-min)-1,2-quruaponupuanHa
(1,68 r, 5,4 Mmmoms, 1,2 3kB.) ¢ moxydenueM npoxaykra ¢ 50%-uaemM BeixomoM (1,2 ). XKX-MC (U3P): paccun-
TaHHas Macca: 548,2; Haiinennas Macca: 549,4 [M+H]" (sy: 0,302 mun).

b) 5-(5-(6-(bensunoxcn)-1,6-guruaponupuanH-3-mwn)- 1 H-6en3o[ dJumugazon-1-nn)-2',4'-nudrop[1,1'-
oudenmn]-3-amuH.

CoenuHeHHE TOTYYaloT U3 coeauHeHus u3 npumepa 328a) (1,1 r, 2,00 MMoJIb) ¢ MPUMEHEHHEM METOIUKH
U3 mpuMepa 2a) ¢ noxydeHueM npoxaykra ¢ 50%-aemM Berxoxom (0,7 T).

¢) N-(5-(5-(6-(bensunokcn)-1,6-muruapornupunus-3-mwi)- 1 H-0en3o[d jumunazon-1-un)-2',4'-mudprop[1,1'-
oudenmn|-3-un)-2-(1H-1,2,4-tpuazon-1-wmw) aneramu.

CoennHEHHE TIONYYAIOT U3 coenuHeHus u3 mpumepa 328b) (100 mr, 0,1984 MMoITB) ¢ IPUMEHEHUEM METO-
VKM U3 TIpuMepa 225 ¢ noxydeHneM npoaykra ¢ 65%-ubsiM BeixogoMm (80 mr). XKX-MC (MDP): paccunrannas
macca: 613; naiinennas macca: 614 [M+H]" (By: 1,681 mumn).

d) N-(2'4"-Hudrop-5-(5-(6-oxco-1,6-murunponupuann-3-mn)-1H-6en3o[dJumunazon-1-wm)-[1,1'-6ude-
Hui|-3-nm)-2-(1H-1,2,4-tpua3zon- 1 -u)aneTamui.

PactBop coenunenus u3z npumepa 328c) (60 mr, 0,0975 mmoins) B TOK Harpesaror npu 50°C B TeueHue 16
4. CMech KOHIGHTPHPYIOT C MONyYeHHeM MPOoayKTa ¢ 50%-HbiM BexogoM (30 mr). 'H SIMP (400 MI'y, IMCO-
de): 0 8,94 (c, 1H), 8,61 (c, 1H), 8,11 (c, 1H), 8,04-7,94 (M, 3H), 7,81-7,75 (m, 4H), 7,63 (1, 2H), 7,49-7,44 (M,
1H), 7,28 (T, 1H), 6,46 (1, 1H), 5,24 (c, 2H); XX-MC (M3P): paccuntannas Macca: 523,16; HalijeHHas Macca:
524,1 [M+H]" (y: 0,343 mun).

Ipumep 329. 1-(2'.4'-Hudrop-5-(5-(6-okco-1,6-nuruapormmpuann-3-un)- 1 H-6en3o[d|umuaazon-1-mm)-
[1,1'-6udennn]-3-wmn)-3-(PpypaH-2-MIMETHIT)MOICBHHA.

a)  1-(5-(5-(6-(bensunokcn)mupuaua-3-mn)- 1 H-6en3o[d Jumunazon-1-mn)-2',4'-mudrop[1,1'-0undenmn]-3-
win)-3-(pypaH-2-UIMeTHII)MOUEBHHA.

K pactBopy 5-(5-(6-(6en3umnokcn)-1,6-gurunponupuan-3-mwi)- 1 H-6en3o[d Jumunazon-1-mr)-2',4'-nudrop-
[1,1'-6udennn]-3-amuna (75 mr, 0,148 mmons) B JIXM nobasmnstor ¢ypdyprmsonuanat (19 mr, 0,163 MMoisb,
1,1 skB.). CMech mepeMemmBaoT B TeUCHHE HOYM, IacsAT M IKCTPArupyloT, Kak B npuMepe 2b). PactBoputens
OTTOHAIOT C TIOJIy4YeHHEM HEOUYHMIICHHOTO OCTaTKa, KOTOPHIH MEePEeKPHUCTALUIM30BBIBAIOT B IIPOCTOM 3(HpE C TOo-
Jy9eHHEM YKa3aHHOTO B 3aTOJIOBKE cOeInHEHHS ¢ 86%-HBIM BeIXxoAoM (80 mr).

b) 1-(2',4'-qudTop-5-(5-(6-okco-1,6-muruaporupuann-3-un)- 1 H-6en3o[d Jumunazon-1-wm)-[ 1,1'-6ude-
U |-3-11)-3 -(dypaH-2-uiIMeTna)MOICBHHA.

K pactBopy coegunenust u3 npumepa 329a) (80 mr) B TT'® (5 mi) u sTanone (5 mir) nodasnsior 10%-Herid
naraguit Ha yriae (10 mr), 3atem 20%-ub1i ruapokcun namianus (10 mr). CMmech mepeMemmBaioT B aTMochepe
BOJIOpOJA B TeUeHHUE 2 4. PeakimoHHyI0 cMech QMIBTPYIOT Yepe3 CIIOH IeTNTa U KOHIICHTPUPYIOT ¢ MOTyYeHH-
€M HEOYMIIEHHOTO IpOAYKTa, KOTOPHIA OUYMIIAIOT Xpomarorpadueil Ha KoJioHke ¢ cwimkaresnem (60-120) c
npuMmeHeHneM 6% MeOH B xsopodopme B KadecTBE IIIOCHTA C MOJIYYEHHEM MPOAyKTa ¢ 58%-HBIM BBIXOJ0M
(40 mr).

Mpumep 330. N- (2',.4-Audtop-5-(5-(1- (2-ruppoxcuatmin)-1H-nupazon-4-nin)-1H-6en3o[dJumunazon-1-
wn)-[1,1'-6udenmn]-3-mum)merancynshoHamu.

K pactBopy N-(2'.4'-mudrop-5-(5-(1-(2-((rerparunpo-2H-nupan-2-nm)okcu)atun)- 1 H-nupazon-4-wm)-1H-
6enso[d]umunazon-1-un)-[ 1,1'-6udennn]-3-un)merancynbdonamun (0,15 r, 0,252 Mmoap) B Metanose (5 mir)
nobasmsttor anetmxiopun (1 M) mpu 0°C, xak B npumepe 1d). PacTBopuTeNb OTTOHSIOT C TOJIYYSHHEM IMPO-
aykra (0,063 1). "H SIMP (300 MI'u, IMCO-de): & 8,64 (c, 1H), 8,22 (c, 1H), 8,00-7,97 (n, 2H), 7,80-7,69 (m,
2H), 7,67-7,61 (M, 1H), 7,59-7,60 (n, 1H), 7,53 (¢, 2H), 7,47-7,41 (m, 2H), 7,29-7,25 (T, 1H), 4,97-4,95 (T, 1H),
4,18-4,15 (M, 2H), 3,80-3,78 (M, 2H), 3,14 (c, 3H); paccuntannas macca: 509,1; maiimennas macca: 510,3
[M+H]" (By: 1,18 mun).

Ipumep 331. N-(2',6'-Iudrop-5-(6-(1-(munepuaua-4-wmn)- 1 H-mupazon-4-un)-3H-umunazo[4,5-b|mupu-
JuH-3-mn)-[ 1,1'-0udennn]-3-mm)ameramMmu .

a) Ttper-byrun 4-(4-(3-(5-aueramumo-2',6'-mudTop[1,1'-6udenmn]-3-un)-3H-umunazo[4,5-b jnupunus-6-
win)-1H-nimpazon-1-mn)nunepunnn- 1 -kapOokcuiar.

VYka3aHHOE B 3arojIOBKE COEIMHEHHE MOJIYydYaloT M3 YKa3aHHOTO B 3arojOBKE COEIUHEHHS W3 NpUMEpa
209c¢) ¢ mpuMeHeHreM MeToArK u3 puMmepa 209d).

b) N-(2,6'"-dudrop-5-(6-(1-(munepuaun-4-un)- 1 H-nmupazon-4-un)-3H-umunazo[4,5-b Jimpuans-3-mn)-
[1,1'-6udennn]-3-mn)aneramu.

PactBop coequnenus n3 npumepa 331a) (180 mr, 0,293 mmoins) B TOK nepememmuBator npu KT B Teuenune
16 4. Cmech KOHHIEHTPUPYIOT C MOJTYYCHHEM HEOUYHINEHHOTO NMPOIYKTa, KOTOPBHIH OYMINAIOT IMpernapaTUBHON
BOXKX ¢ nmomyuenueM mpoaykra ¢ 13%-usiM Beixogom (20 mr). 'H SIMP (400 MI'u, IMCO-dg): & 10,41 (c,
1H), 8,87 (c, 1H), 8,77-8,76 (n, 1H), 8,7-8,5 (ymmup, 1H), 8,42 (c, 1H), 8,36 (m, 1H), 8,14 (¢, 1H), 7,75 (c, 1H),
7,69 (c, 1H), 7,55 (M, 1H), 7,31-7,27 (T, 2H), 4,58-4,44 (m, 1H), 3,17-3,09 (M, 4H), 2,32-2,16 (M, 4H), 2,11 (c,
3H); paccuntannas macca: 513,54; Haiinennas macca: 514,3 [M+H]" (By: 1,32 mun).

Mpumep 332. 1-(5-Auneramupo-2',4-audrop[1,1'-6udennn]-3-mn)-1H-6en3o[d]umunazon-S-kapboHoBast

-87 -



026183

KHCJIOTA.

a) Mertun 4-((5-aneramuno-2',4'-mudrop| 1,1'-6ndennn]-3-mr)aMuHo)-3-HUTpoOSH30aT.

PactBop N-(5-amuno-2',4"-mudTop[1,1'-ondenmn]-3-mrn)aneramuna (1,0 r, 3,813 mmons), metnn 4-dpTop-3-
HuTpobensoara (0,835 1, 4,194 mmons, 1,1 5kB.) n propuna kamus (0,265 1, 4,457 mmons, 1,2 3xB.) B IMD Ha-
rpeBaroT nipu 130°C B Teuenne 16 4. CMech racsaT U dKCTparupyror, kak B npuMepe 1d). PactBopurens oTrons-
10T C MOJIYYeHWEM HEOYHINEHHOTO OCTaTKa, KOTOPBIA OYHIIAIOT XpomaTorpaduei Ha kojoHke (60-120 cummka-
rens, 40%-HBIi STHIAIETaT B TeKCaHE) C MorydeHneM npoaykTa ¢ 48,78%-ueM BeixogoMm (0,82 ).

b) Metun 1-(5-aneramuno-2',4'-mudrop[1,1'-6ndennn]-3-mn)-1 H-6en30[ d|[umugazon-5-kapOokcuar.

CoequHEHHE TTOTYYaloT U3 COSMHEHUS U3 TpuMepa 332a) ¢ mpruMeHeHHeM METOUK 13 npumepa 1g) u 1h)
¢ momydeHneM npoaykra ¢ 91,3%-ueiM BeixozoM (0,58 r). 'H SIMP (300 MI', IMCO-dq): & 10,21 (c, 1H), 8,89
(c, 1H), 8,38 (c, 1H), 8,14 (c, 1H), 8,03 (¢, 1H), 7,86-7,83 (n, 2H), 7,79-7,75 (m, 2H), 7,53 (c, 2H), 7,26-7,25 (M,
1H), 2,10 (c, 3H); )KX-MC (UDP): paccunrannas mMacca: 421,4; naiinennas macca: 422 [M+H]" (y: 1,52 mun).

¢) 1-(5-Aueramuno-2',4'-mudprop[1,1'-6udennn]-3-mn)-1H-6en30[d Jumunazon-5-kapOoOHOBAs KUCIOTA.

K pactBopy coenunenus u3 nmpumepa 332b) (0,1 r, 0,24 mmons, 1 3kxB.) B TT'® (10 mur), metarouy (6 mi1) 1
BoJie (4 mur) nob6asisror LiOH (0,049 1, 1,18 Mmons, 5 9kB.). Cmech nepememmBaioT npu KT B Teuenue Houw.
PeakmuonHyo cMech pa30aBisgIOT BOJIOH M AKCTparupyror, kak B npumepe 1d). PacTBopurens OTrOHSIOT ¢ TO-
JIy4eHHuEeM TponykTa ¢ 26%-HeM BeIxoaoM (0,025 T). 'H AMP (400 MTI';, AMCO-dy): & 12,92 (¢, 1H), 10,38 (c,
1H), 8,79 (c, 1H), 8,34 (c, 1H), 8,07 (c, 1H), 7,98-7,96 (n, 1H), 7,87 (c, 1H), 7,78-7,73 (m, 2H), 7,52-7,41 (M,
2H), 7,28-7,24 (1, 1H), 2,11 (c, 3H); XKX-MC (UDP): paccunrannas macca: 407,11; Haiinennas macca: 408,4
[M+H]" (By: 1,01 mun).

IIpumep 333. N-(5-(5-(4-bpom-1H-mmupazon-1-mn)-1H-6en3o[d]umunazon-1-umn)-4'-¢prop[1,1'-6ndenmn]-3-
WIT) alleTaMuI.

K pactBopy coenunenus u3 npumepa 70 (4 T, 9,73 MMoIb) B yKCycHOH KucioTe (40 mMir) 1o KarmisaM 1o0aB-
nsroT 6pom (1,53 1, 9,73 Mmonb) B ykeycHoi kuciote (10 mu) mpu KT. PeakmoHHYI0 cMech TEpEMEIIHBAIOT
npu KT B Teuenue 1 4, 700aBISIOT XOJOJHYIO BOJIY, U MOJYYCHHOE TBEPIOC BEIICCTBO (IIBTPYIOT U CyIIAT C
MOJIyYEHHUEM YKa3aHHOTO B 3arojioBke coenuHeHus ¢ 63,15%-HbIM BbixoaoM (3 T). 'H sIMP (300 MI'y, AMCO-
de): 6 10,42 (c, 1H), 8,88 (c, 2H), 8,24 (c, 1H), 8,23 (c, 1H), 8,0 (¢, 1H), 7,92-7,85 (m, 3H), 7,85-7,78 (M, 3H),
7,66 (c, 1H), 7,4-7,3 (M, 2H), 2,13 (c, 3H); XKX-MC (U3P): paccunrtannas macca: 490,33; HalineHHas macca:
491,7 [M+H]" (By: 1,66 mun).

Mpumep  334.  N-(5-(6-(1-Luknonentuin-1 H-mupazon-4-nn)-3H-umunazo[4,5-bnupunun-3-un)-2',4'-
mudTop-[1,1'-6udenmn]-3-mr)MeraHcyTbHOHAMHUI.

a)  N-(5-(6-bpom-3H-umunazo[4,5-b Jmupuann-3-un)-2',4'-mudrop[ 1,1'-6udennn]-3-un)metancyabpona-
MU/

K pactBopy 5-(6-6pom-3H-umunazo[4,5-b]mupuaun-3-mn)-2',4'-mudrop[1,1'-6udennn]-3-amuna (133 wr,
0,33 mmous) B JIXM mobapnsttor mupuauH (52 mr, 0,66 MMoutb, 2,0 3KB.), 3aTeM XJIOpU MeTaHCYIbGoHmIa (76
Mmr, 0,66 MMOJIb, 2 3KB.). PeakImoHHYI0 cMech TMEepeMEINBAIOT B TeUeHUe | |, racsiT U dKCTParupymoT, Kak B
npumepe 2b). PacTBopuTenbh OTTOHSAIOT ¢ MOJYYCHHUEM HEOYHIIICHHOTO OCTATKAa, KOTOPBIA MPUMEHSIIOT Ha Clie-
nyromeit cragum 6e3 ganpHeimei ouncTki. Boixox 75,0% (120 mr). 'H SIMP (300 MI'n, JIMCO-de): & 10,30 (c,
1H), 9,30 (c, 1H), 8,56 (c, 1H), 7,83 (c, 1H), 7,45 (c, 1H), 7,44 (c, 2H), 3,16 (c, 3H); XKX-MC (UDP): paccun-
TaHHas Macca: 479,5; HalinenHas Macca: 480,2 [M+H]" (By: 1,59 mun).

b) N-(5-(6-(1-LHuxnonentun- 1 H-mupazon-4-mn)-3H-umunazo[4,5-b mupuaun-3 -mn)-2',4'-mudrop[ 1,1'-
ougenni]-3-mrMeraHcyabPOHaAMUI.

CoequHEHHE TI0JTy4aloT U3 coequHeHus U3 npumepa 334a) (0,120 r, 0,25 MMOJIB) C TPUMEHEHHEM METO/IU-
ku u3 mnpmmepa 200c) u 1-nukmonentun-4-(4,4,5,5-terpamermi-1,3,2-arokcaboponan-2-mn)-1 H-mapaszomna
(0,253 1, 0,50 Mmomb, 2,0 9KB.) C MOJYYCHHEM HEOUYHUIICHHOTO OCTaTKa, KOTOPHIH OYMINAIOT TpernapaTHBHON
BOXKX ¢ monyuennem npoaykra ¢ 19%-ubiM Beixogom (0,026 r). "H SIMP (400 MI'n, IMCO-dg): & 10,29 (c,
1H), 8,96 (c, 1H), 8,75 (mn, 1H), 8,44-8,41 (1, 2H), 8,05 (c, 1H), 7,93 (¢, 1H), 7,79 (c, 1H), 7,74-7,72 (m, 1H),
7,46-7,41 (M, 2H), 7,28 (1, 1H), 4,74-4,70 (1, 1H), 3,17 (c, 3H), 2,14-2,09 (M, 2H), 2,00-1,95 (M, 2H), 1,84-1,80
(M, 2H), 1,68-1,65 (M, 2H); XKX-MC (M3P): paccunranHas macca: 534,16; HaiinenHas macca: 535,1 [M+H]"
(By: 1,70 mun).

Mpumep  335. N-(5-(6-(1-Uuknonentuin-1 H-mupazon-4-nn)-3H-umunazo[4,5-bnmupunun-3-un)-2',4'-
mudrop(1,1'-6ndennn]-3-mn)uukionponancyabGoHamu.

CoequHeHHE IOYy4YalOT C NPUMEHEHHMEM METOAMK u3 mnpuMepa 334, HaumnHas ¢ 5-(6-Opom-3H-
nmuznaso[4,5-bnupunun-3-mwn)-2', 4'-nudrop[1,1'-6udennn]-3-amuna (133 mr, 0,33 MMoInb), ¥ ¢ IPUMEHEHHUEM
xyopuaa mukionponancyiabonuna (20 mr, 0,66 mmonb, 2,0 3kB.) u 1-nmkinoneHTwi-4-(4,4,5,5-retpameTnn-
1,3,2-muokcaboponan-2-wmn)-1H-mupazona (0,115 r, 0,43 MMois, 2,0 9KB.) C MOJIydCHHEM HEOYHUIIEHHOTO OCTAT-
Ka, KOTOPBIH OYMIIAIOT mpermapatieHoii BAYXKX ¢ momydennem mpogykra ¢ 27,86%-HbM BeIxogoM (34 wmr). 'H
SAMP (400 MI'u, AMCO-dg): & 10,26 (c, 1H), 8,96 (c, 1H), 8,76-8,75 (n, 1H), 8,45-8,42 (1, 2H), 8,06 (c, 1H),
8,00-7,99 (m, 1H), 7,78-7,70 (M, 2H), 7,49-7,43 (m, 2H), 7,31-7,26 (T, 1H), 4,74-4,70 (T, 1H), 2,84 (M, 1H), 2,14-
2,08 (m, 2H), 2,00-1,96 (m, 2H), 1,84-1,81 (M, 2H), 1,69-1,65 (M, 2H), 1,09-1,02 (M, 4H); )KX-MC (MDP): pac-
cunTaHHas Macca: 560,18; Haiinennas mMacca: 561,2 [M+H]" (By: 1,70 mun).
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Mpumep  336.  N-(2',4'-Hudrop-5-(5-(1-metmn-1H-nupazon-4-un)-1H-6en30[d Jumunazon-1-mn)-[1,1'-
oudenn|-3-m)-2-MeTOKCHAI[CTAMU/I.

YkazaHHOE B 3arojIOBKE COeIMHECHHE MOMYYaroT U3 COSANHEHHS U3 TIpuMepa 2a) ¢ IpUMEHEHHEM METOINK
u3 mpumepa 205. 'H SIMP (300 MI'n, IMCO-de): & 10,28 (c, 1H), 8,99 (c, 1H), 8,23 (1, 2H), 8,03-7,98 (m, 3H),
7,80-7,67 (M, 3H), 7,60 (c, 1H), 7,47 (1, 1H), 7,29 (1, 1H), 4,09 (c, 3H), 3,89 (c, 3H), 3,42 (c, 2H); LC-MS
(API): paccuntanHas macca: 473,17; Haiinennas macca: 474,1 [M+H]" (By: 0, 90 Mun).

Ipumep 337. N-(5-(5-(1H-ITupazon-3-mn)-1H-6en3o[d Jumunazon-1-mn)-2',4'-mudrop[1,1'-0udenmn]-3-
WT)3TaHCYTH()OHAMUI.

a) N-(2',4'-Indrop-5-((2-autpo-4-(1 H-mupazon-3-wn)penrmn)amuno)-[ 1,1'-oudenrn]-3-mr)aneramu .

K pactBopy coenmnenus u3 npumepa 168(b) (0,8 r, 1,66 Mmmoins) B aTaHose (15 mir) 1o0GaBISIIOT THAPa3UH
(7 M) u nepemenmBatoT npu KT B Teuenne Houn. CMech 0YMIIAIOT XpoMarorpadueil Ha CuiIMKarelie ¢ IpuMe-
HeHueM 1% MeOH B xnopodopme B kauecTBe 311I0€HTa C OJTyYSHHEM MPOLyKTa ¢ 62%-HbIM BbIxogoMm (0,46 ).

b) N-(5-((2-Amuno-4-(1H-ntmpazon-3-wn)penmn)amuno)-2',4'-mudrop[ 1, 1'-0udenmn|-3-un)aneramu.

K pactBopy coenunenus n3 npumepa 337a) (0,46 T, 1,02 mmons) B TT'® (3 M) u meranoine (3 M) nodas-
ot 10% nayutaaumit Ha yriae. CMech mepeMenmBaioT B atMocdepe Bogopoaa B TeueHne 4 4. Cmech GpuibTpyror
yepes CIIOH MeNnTa U KOHIEHTPUPYIOT ¢ TOIydeHHeM Ipoaykra ¢ 66%-ubM BexonoMm (0,28 ).

¢) N-(5-(5-(1H-ITupazomn-3-nn)-1H-6en30[d Jumunazon-1-mm)-2',4'-mudrop[ 1, 1'-0ndennn|-3-m)amneTamui.

Cwmech coenuaenne u3 npumepa 337b) (0,3 r, 0,69 MMoIb) U MypaBBHHOHN KHUCTOTHI (3 MJI) HarpeBaroOT MPHU
80°C B Teuenne 2 4. MypaBbHHYIO KUCIIOTY OTTOHSIOT, U HEOUHIICHHBIH MPOAYKT dKcTparupyror JIXM. Pac-
TBOPUTEIb OTTOHSAIOT C IOIydYeHHEeM IpoayKkTa ¢ 95%-upmM BeixomoMm (0,3 T).

d) 5-(5-(1H-ITupazon-3-un)-1H-6en30[d|Jumumazon-1-mm)-2',4'-mudrop[ 1,1'-6ndennn]-3-amun.

PactBop coemunenus u3 npumepa 337¢) (0,26 r, 0,465 mmonb) B aTanone (3 mi) godasnsiot 1:1 pacTBop
HCI u narpesator npu 80°C B Teuenue 1 4. CMech MoAIIeNnaunBaroT HacklmeHHbIM pacTBopoM NaHCO; n sker-
parupyror XM (2x15 mi). Cnoit IXM KOHIEHTPHPYIOT ¢ morydeHneM npoaykra ¢ 80%-usim Berxoxom (0,28
r).

e) N-(5-(5-(1H-ITupazon-3-un)-1H-6en30[dJumunazon-1-mn)-2',4'-nudprop[ 1,1'-0udpennn]-3-mn)atan-
cynb(hOHAMHUIIL.

K pactBopy coennnenust nz npumepa 337d) (100 mr, 0,25 mmons) B IXM nobasinstror nupuaus 0,2 mi,
3aTeM xJjopua 3tancynbdonunia (33 mr, 0,25 mmoib, 1,0 9kB.). CMech IepeMenIMBalOT B TeueHue | 4, racsaT BO-
nort 1 skcTparupyror AXM (3x10 mir). O0beqMHEHHBIN OPraHUYECKUH CIIOW KOHICHTPUPYIOT, U HEOUHIICHHBIH
octaTok nepememmBaioT ¢ 10%-apmM pactBopoM NaOH (3 mir) B TedeHne | 4 U MPOMBIBAIOT BO/IOH, HACHIIICH-
HBIM PacTBOPOM COJIM H CyIIAT HaJ cyJib(haTroM HaTpus. Boausii cioii sxctparupytot JIXM (2x10 mi). PacTtso-
pHUTENh TUCTHILTUPYIOT C MOJIYYSHHEM HEOUHIIEHHOTO OCTaTKa, KOTOPBIA OYMIIAIOT MpemapaTuBHOW BIXKX ¢
MOJIy4YEHUEM YKa3aHHOI'O B 3arOJIOBKE COEIUHEHUS. 'H SIMP (400 M, JIMCO-dy): & 13-12,5 (ymmup.c, 1H),
10,4-10,2 (ymmup.c, 1H), 8,69 (c, 1H), 8,21 (c, 1H), 7,87-7,86 (m, 1H), 7,79-7,71 (m, 3H), 7,56 (M, 2), 7,42-7,42
(M, 2H), 7,3-7,25 (ar, 1H), 6,81 (a, 1H), 3,35-3,25 (xB, 2H), 1,27-1,24 (1, 3H); LC-MS (API): paccuntannas
macca: 479,5; naitnennas macca: 480,3 [M+H] (sy: 1,32 mun).

IMpumep 338. N-(5-(5-(1H-ITupazon-3-mn)-1H-6en3o0[d Jumunazon-1-mn)-2',4"-mudrop[1,1'-0udenmn]-3-
WI)METaHCyTb(HOHAMUI.

CoequHeHHE TI0JTy4aloT U3 CoequHeHMs 13 npumepa 208a) ¢ mpruMeHeHneM MeToauK u3 npumepa 208b).
'"H SIMP (400 MT't, IMCO-de): & 8,68 (c, 1H), 8,2 (¢, 1H), 7,87-7,85 (m, 1H), 7,76-7,72 (m, 3H), 7,51-7,49 (m,
2H), 7,44-7,4 (m, 2H), 7,3-7,22 (ar, 1H), 6,81-6,8 (1, 1H), 3,11 (¢, 3H); LC-MS (API): paccuntanHas macca:
465,48; naitnennas macca: 466,32 [M+H]" (By: 1,4 mun).

Mpumep 339.  N-(5-(6-(6-Amunonupunun-3-un)-3H-umunazo[4,5-b Jimpuann-3-nn)-2',4'-nudrop[1,1'-
ongenni]-3-mrMeraHcyabPOHaAMUI.

Coe/IMHEHHE MONYYAIOT U3 COSAMHEHNS U3 NpuMepa 334a) ¢ IpUMEeHeHHEeM METOMK U3 mpuMepa 246. 'H
SAMP (300 MI'n, CD;0D): 6 8,73 (¢, 1H), 8,56 (c, 1H), 8,17 (n, 2H), 7,79-7,71 (m, 3H), 7,59-7,57 (m, 1H), 7,42
(M, 1H), 7,08-7,03 (M, 2H), 6,65-6,62 (M, 1H), 3,04 (c, 3H); XKX-MC (UDP): paccunrannas macca: 492,12; Haii-
nenHas Macca: 493,0 [M+H]" (By: 0,20 mun).

Ipumep  340. N-(2'.5'-Hudrop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
Ooudenm]-3-mn)sTaHcyaIbhOHAMUI.

Coenunenne mosrydator u3 2',5'-mudrop-5-(5-(1-metnn-1H-upazon-4-wn)- 1 H-6en3o[d [umuazon- 1 -mm)-
[1,1'-6udennn]-3-amunaa (70 mr, 0,175 MMOIb) C IPUMEHEHHEM METOAWKH M3 MpuMepa 2b) M Xiopuja dTaH-
cynab(onmna (26 mr, 0,21 Mmonb, 1,2 3KB.) ¢ MONIyY4CHHEM YHCTOTO MPOAYKTa ¢ 16,2%-HbIM BBIXOAOM (14 MT).
SAMP (400 MI', IMCO-dg): 6 10,35 (c, 1H), 8,80 (c, 1H), 8,23 (¢, 1H), 8,00 (c, 1H), 7,96 (¢, 1H), 7,70 (z, 1H),
7,65-7,60 (m, 4H), 7,51 (c, 2H), 7,49-7,39 (m, 1H), 3,88 (c, 3H), 3,30 (xB, 2H), 1,26 (T, 3H); XXX-MC (U3P):
paccunTanHas Macca: 493,53; Haiinennas macca: 494,2 [M+H]" (sy: 0,1,33 mun).

Mpumep 341. N-(5-(6-(2-Amunonupunun-4-un)-3H-umunazo[4,5-b Jrmpuann-3-nn)-2',4'-nudrop[1,1'-
ongenni]-3-mrMeraHcyabPOHaAMUI.

K  pactBopy  tper-Oyrmn  (5-(3-(2'.4-mudrop-5-(Metuncynsponamuno)-[1,1'-oudenmn]-3-mr)-3H-
nmMuaazo[4,5-bmupunua-6-wn)mupunuH-2-mwi)kapoamara (0,2 T, 0,33 mmons) B JIXM (5 M) gobasmsior TOK
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(1,2 mu) mpu 0°C. Cmech nepememmBatoT npu KT B Teuenue 16 4. CMech KOHLEHTPUPYIOT B BaKyyme, racsit
OuKapOOHATOM HATPHS U DKCTPArHpYIOT, Kak B mpumepe 1d). PacTBopuTens OTTOHSIOT ¢ MOITyYeHHEM NPOAYKTA
¢ 16,9%-ub1M BbixomoM (0,28 1). "H SIMP (300 MI't, IMCO-d): & 10,30 (c, 1H), 9,04 (c, 1H), 8,73 (c, 1H),
8,46 (c, 1H), 8,00 (x, 1H), 7,91 (c, 1H), 7,79 (M, 2H), 7,44 (M, 2H), 7,30 (M, 1H), 6,95 (1, 1H), 6,82 (c, 1H), 6,06
(c, 2H), 3,17 (c, 3H); XKX-MC (1DP): paccunTanHas Macca: 492,50; HalneHnas Macca: 493,1 [M+H]" (sy: 0,39
MUH).

IMpumep 342. N-(5-(5-(1H-ITupazon-1-mn)-1H-6en3o[dJumunazon-1-mn)-2',4'-mudrop[1,1'-0udenwn]-3-
1)-2-(TUppOTUAVH- | -FJT)arieTaMu .

CoearHEeHHE TTOIYJal0T U3 COequHeHHs u3 puMepa 29a) (75 mr, 0,193 MMoIIb) ¢ IpUMEHEHUEM METOINKH
n3 npumepa 225 u 2-(mupponuauH-1-mi)ykcycHoi kuciotsl (37,3 mr, 0,289 MMonb, 1,5 2kB.) ¢ momydeHHEM
npoaykra ¢ 31,18%-mbiM BeIxogoM (30 mr). 'H SIMP (600 MI', CD;OD): & 8,62 (c, 1H), 8,29-8,28 (x, 1H),
8,17-8,16 (t, 1H), 8,12 (¢, 1H), 7,85-7,83 (an, 3H), 7,77-7,76 (n, 1H), 7,68-7,67 (m, 1H), 7,59 (c, 1H), 7,15-7,12
(M, 2H), 6,58-6,57 (1, 1H), 3,73 (c, 2H), 3,02 (1, 4H), 2,00-1,94 (M, 4H); XXX-MC (MDP): paccunranHas macca:
498,53, naiinennas macca: 499,6 [M+H]" (By: 0,6 Mun).

ITpumep 343. N-(5-(5-(2-Amunonupuaun-4-un)- 1 H-6en3o[d [umunazon-1-un)-2',4'-nudrop[ 1,1'-
ongenn]-3-mrMeraHcyabPOHaAMUI.

Coenunenne nonydator u3  5-(1-(5-ammuo-2',.4'-mudrop[1,1'-6udenwn]-3-un)-1H-6en3o[dumunazon-5-
wn)napuanH-2-amuHa (50 mr, 0,121 MMOJTB) ¢ MPUMEHEHHEM METOAWKH U3 MpuUMepa 2b) U XJIOpUaa METAHCYIIb-
dommma (27,7 mr, 0,242 MMonb, 2,0 9KB.) ¢ MOTydeHHEM MPOAYKTa ¢ 37,2%-HbiM BhIxogoM (22 mr). 'H SIMP
(400 MI'm, IMCO-d): 6 10,42 (c, 1H), 8,84 (c, 1H), 8,29 (c, 1H), 8,04-8,20 (x, 3H), 7,89-7,87 (1, 1H), 7,81-
7,74 (M, 2H), 7,61 (c, 1H), 7,57 (¢, 1H), 7,47-7,44 (n, 2H), 7,39-7,38 (x, 1H), 7,31-7,26 (M, 1H), 3,19 (c, 3H);
XKX-MC (MDP): paccuntannas Macca: 491,51 maiinennas Macca: 492,2 [M+H]" (By: 0,24 mun).

[Tpumep 344, N-(5-(5-(4-Amuno-3-propdenmn)- 1 H-6enszo[d|Jumunazon-1-un)-2',4"-mudrop[1,1'-
Oudenw]-3-mn)aneTaMmuI.

CoeMHEHHE TIOTYYAIOT U3 COSIMHEHHs W3 mpuMepa 1h) ¢ mpuMeHeHMeM MeTomuK u3 mpuMmepa 246. 'H
SAMP (300 MI'r, IMCO-dy): 6 10,46 (c, 1H), 8,86 (c, 1H), 8,07 (¢, 1H), 7,95 (¢, 1H), 7,81-7,71 (m, 3H), 7,59 (x,
1H), 7,51-7,40 (m, 3H), 7,33-7,24 (M, 2H), 6,88-6,82 (M, 1H), 5,25 (ymup.c, 2H), 2,12 (c, 3H); XKX-MC (U3P):
paccunTanHas Macca: 472,15; Haiinennas macca: 473,5 [M+H]" (y: 1,47 mun).

ITpumep 345. N-(5-(5-(2-Amunonupuaun-4-un)- 1 H-6enzo[d [umunazon-1-un)-2',4'-nudrop[ 1,1'-
oudenni]-3-mn)rTaHcyabpoHaMuUI.

CoenuHeHHE MONYYaloT, Kak B IpuMepe 343, ¢ mpuMeHeHHeM xjopunaa dTancynbdonmia (46,8 mr, 0,363
MMOJIb, 2,0 9KB.) ¢ MOIy4yeHHeM Npoaykra ¢ 36,1%-HbIM BBIXOg0M (33 MT). 'H SIMP (400 MTIw, JIMCO-dy): 6
10,35 (c, 1H), 8,84 (c, 1H), 8,29 (¢, 1H), 8,04-7,99 (r, 3H), 7,88-7,86 (1, 1H), 7,81-7,73 (M, 2H), 7,59-7,58 (x,
1H), 7,48-7,44 (m, 2H), 7,39-7,31 (m, 1H), 7,31-7,26 (m, 2H), 3,32-3,27 (xB, 2H), 1,28-1,24 (1, 3H); XX-MC
(MDP): paccuntanHas macca: 505,54; Haiinennas macca: 506,3 [M+H]" (By: 0,2 Mum).

Ipumep 346. N-(5-(6-(2-Amunomupuana-4-un)-3H-umunazo[4,5-b Jmupuaun-3-wn)-2',4"-qudrop[1,1'-
Ooudenm]-3-mn) TancyabhOHAMHUI.

Coenunenne nonydatoT u3 Tper-oyTmn (5-(3-(5-(atuncynsdonamuno)-2',4'-mudrop[1,1'-6ndenwn]-3-mn)-
3H-umunazo[4,5-bmupuann-6-un)mupuanH-2-un)kapoamarta (0,2 r, 0,33 MMoIIb), 3aTeM TIPAMEHSIOT METOIUKY
3 mpumepa 290 ¢ mosydeHneM npoaykta ¢ 17,9%-msmv Beixogom (0,30 ). "H SIMP (300 MI'n, IMCO-dg): &
10,42 (c, 1H), 9,01 (c, 1H), 8,85 (c, 1H), 8,64 (¢, 1H), 7,96 (1, 1H), 7,81-7,73 (M, 3H), 7,44-7,32 (m, 4H), 7,21
(v, 2H), 3,25-3,23 (xB, 2H), 1,2(5-1,23 (1, 3H); paccuntannas mMacca: 506,53; Haiinennas macca: 507,3 [M+H]"
(By: 0,2 mun).

Mpumep 347. N-(5-(6-(6-Amunonupunun-3-un)-3H-umunazo[4,5-b Jrmpuann-3-nn)-2',4'-nudrop[1,1'-
oudenni]-3-mn)rTaHcyabpoHaMuI.

VYkazaHHOE B 3arojoBKE COCTUHCHUE TOJNydYalT, kKak B mpuMepe 340, naumnas ¢ N-(5-(6-Opom-3H-
umuaso[4,5-b]mupuann-3-mn)-2',4'-mubrop[ 1,1'-6udernn]-3-wn)srancynsdonamuna. 'H SIMP (300 MI'w,
CD;0D): 6 8,73 (c, 1H), 8,56 (c, 1H), 8,17 (n, 2H), 7,79-7,71 (m, 3H), 7,59-7,57 (m, 1H), 7,42 (M, 1H), 7,08-
7,03 (M, 2H), 6,65-6,62 (M, 1H), 3,04 (¢, 3H); XKX-MC (UDP): paccuntannas macca: 492,12; HalinenHas macca:
493,0 [M+H]" (By: 0,20 Mun).

IIpumep 348. 1-(2',4'-Mudrop-5-(6-(1-metun-1H-nmupazon-4-mn)-3H-umunazo[4,5-b|mupuaun-3-wm)-[1,1'-
oudenwmn]-3-mr)-3-(pypaH-2-uIMeTHI)MOUCBHHA.

K pactBopy coeamnenus u3 npumepa 132a) (60 mr, 0,149 mmons) B JIXM nobGasmsror JJUIIDA (0,1 wmur,
0,149 mMmoib, 3 9KkB.), 3aTeM 2-(n3ounanatomerwn)ypat (22 wmr, 0,179 mmons, 1,2 skB.). CMech nepemennBa-
10T B TeYEeHHUE 16 4, racsT M HKCTPAarupyloT, Kak B mpuMmepe 2b). PacTBopuTens OTTOHSIOT ¢ HONyYeHHEM HEOUH-
MIEHHOT'O OCTaTKa, KOTOPBIA ounaroT npenapatusHoit BOXX ¢ momyuenunem npoxaykra ¢ 44,87%-HbIM BBIXO-
oM (35 mr). 'H SIMP (400 MI'ry, IMCO-de): § 9,02 (c, 1H), 8,92 (¢, 1H), 8,71 (c, 1H), 8.4 (c, 1H), 3,30 (c, 1H),
8,10 (c, 1H), 8,04 (c, 1H), 7,72-7,67 (M, 2H), 7,60 (a, 2H), 7,43 (t, 1H), 7,25 (1, 1H), 6,73 (1, 1H), 6,41 (c,
1H),6,3 (1, 2H), 4,3 (n, 2H), 3,90 (c, 3H); KX-MC (1U3P): paccunranHas macca: 525,17; HalinenHass macca:
526,3 [M+H]" (By: 1,49 mun).

Ipumep 349. N-(2'.4'-Hudtop-5-(5-(1-metun-1H-umunazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
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OneHnIT|-3-1T) UKIONPONaHCYIL(POHAMU.

CoequHeHHE TIONTYy4aloT U3 CoequHeHMs u3 npumepa 203a) ¢ mpruMeHeHneM MeToauK u3 mpumepa 203b).
'H SIMP (400 MTI'u, IMCO-de): & 10,3 (c, 1H), 8,96 (c, 1H), 8,25 (c, 1H), 8,02 (c, 1H), 7,98 (c, 1H), 7,77-7,66
(M, 2H), 7,62 (c, 2H), 7,52-7,44 (M, 2H), 1,0 (c, 4H); XKX-MC (UDP): paccunrannas macca: 505,14; HalineHHas
macca: 506,0 [M+H]" (y: 0,632 mun).

Ipumep  350. N-(2'4-Hudtop-5-(5-(mupuauna-4-un)-1H-6en30[d|umunazon-1-wn)-[1,1'-0udenmn]-3-
WJT) IAKJIOTIPOTIAHC Y Tb(OHAMHT.

CoerHEeHHE MOJIYYal0T U3 YKAa3aHHOTO B 3aroJIOBKE coequHeHUs u3 mpuMepa 203a) ¢ mpuMeHeHHeM Me-
Tomuk u3 npumepa 203b). 'H SIMP (300 MI't, IMCO-dy): & 8,62-8,59 (M, 3H), 8,18 (c, 1H), 7,84-7,81 (M, 4H),
7,67-7,56 (m, 4H), 7,15-7,1 (m, 2H), 2,7 (m, 1H), 1,2-1,1 (M, 4H); LC-MS (API): paccuurtannas macca: 502,54;
Haiinennas Macca: 503,2 [M+H]" (By: 1,15 mun).

Mpumep 351. 1-(5-(Luxnomnponancynshonamuio)-2',4'-mudrop[1,1'-6npennn]-3-nn)-1H-6en3o[d|umn-
JIa30J1-5-KapOoOKCaMHuI.

CoenuHeHHE TIOJTy4aroT U3 coeuHeHus n3 npumepa 312a) (100 mr, 0,27 MMOIB) ¢ NPUMEHEHUEM METO/IU-
KU U3 TpuMepa 2b) u xjopuaa mukionponancynsponuna (42 mr, 0,30 MMonb, 2,0 9KB.) ¢ MOTyYESHHEM TPOIYK-
Ta ¢ 27,34%-1bIM BBIXOJ0M (35 MT). 'H sIMP (400 MTI'i, IMCO-dy): 6 10,35 (c, 1H), 8,82 (c, 1H), 8,37 (c, 1H),
3,08 (c, 1H), 7,96-7,94 (n, 1H), 7,77-7,72 (m, 2H), 7,60-7,58 (1, 2H), 7,51 (c, 1H), 7,48-7,43 (m, 1H), 7,38 (c,
1H), 7,29-7,24 (M, 1H), 2,89-2,86 (1, 1H), 1,02-1,01 (1, 4H); XKXX-MC (U3P): paccunrannas macca: 468,11;
Haiinennas Macca: 469,1 [M+H]" (y: 1,23 mun).

Ipumep 352. N-(2',4'-Jdudrop-5-(5-(1-(2-ruapoxcudtun)- 1 H-mupazon-4-un)-1H-6en3o[dJumuaazon-1-
nn)- [1,1'-6udenwn]-3-mn)IuKIonponancyIbOHaAMUI.

Coenunenne momydalor w3 N-(2',4'-mudrop-5-(5-(1-(2-((terparumpo-2H-mupan-2-wum)okcu )atn)-1H-
nupazon-4-mn)- 1 H-6en3zo[d Jumunazon-1-un)-[ 1,1'-6ndennn]-3-un)aunonponancynsporamuna (0,15 r, 0,242
MMOJIb) C TIPIMEHEHHEM MeToauku u3 npumepa 330 ¢ momydeHueM npoxykra ¢ 78%-ueiM BeixogoM (0,063 T).
'H SIMP (400 MT'wi, IMCO-dg): & 10,15 (c, 1H), 8,65 (c, 1H), 8,22 (c, 1H), 8,00-7,97 (x, 2H), 7,75 (c, 1H),
7,76-7,62 (m, 2H), 7,56 (M, 2H), 7,47 (¢, 3H), 7,27 (c, 1H), 4,95 (¢, 1H), 4,17 (c, 1H), 3,79 (c, 1H), 1,01 (M, SH);
JXKX-MC (MDP): paccunTannas Macca: 535,57; Haitnennas macca: 536,4 [M+H] (By: 1,0 mun).

Mpumep 353. [dumamug N-(2',4-mudrTop-5-(5-(1-mernn-1H-nupazon-4-mn)-1H-6en30[dJumnnazon-1-nm)-
[1,1'-6udenmn]-3-mr)-N,N-TuMeTHICEPHOI KHCIOTHI.

CoequHEHHE MONYYAlOT U3 YKa3aHHOTO B 3arojloBKe coequHEHHs u3 rnpumepa 210a) ¢ mpuMeHeHHeM Me-
Toauk u3 npuMepa 210b). 'H SIMP (300 MI't, CD;0D): & 9,4 (c, 1H), 8,02 (c, 1H), 7,92 (c, 1H), 7,85 (c, 1H),
7,78-7,67 (M, 3H), 7,55-7,46 (m, 4H), 7,06-7,03 (1, 2H), 3,86 (c, 3H), 2,77 (c, 6H); )KX-MC (U3P): paccunran-
Has Macca: 508,54; maiinennas mMacca: 509,0 [M+H]" (y: 0,96 mun).

IIpumep 354. N-(2',4'-dudTop-5-(6-(1-u3onponmi-1H-mupazon-4-mn)-3H-umunazo[4,5-b|mupunna-3-mm)-
[1,1'-6udennn]-3-mn)aneramMu.

CoerHEeHHE MOJIYYal0T U3 YKAa3aHHOTO B 3aroJIOBKE COSTWHEHHS u3 mpuMepa 131¢) ¢ mpumMeHeHneM Me-
Toauk u3 mpumepa 131d). 'H AMP (400 MI', IMCO-dg): & 13,0 (ymmp, 1H), 10,2 (ymup, 1H), 8,69 (c, 1H),
8,20 (c, 1H), 7,87-7,71 (m, 4H), 7,56 (m, 2H), 7,48-7,42 (¢, 1H), 7,3-7,25 (T, 1H), 6,81 (n, 1H), 3,35-3,25 (x8,
2H), 1,27-1,24 (1, 3H); XX-MC (M3P): paccunranHas Macca: 479,5; Haiinennas Macca: 480,2 [M+H]" (sy: 1,42
MUH).

[Mpumep 355. Auamun N-(2'-¢prop-4'-metokcu-5-(5-(1-merun-1H-nupazon-4-un)-1H-6en3o[d Jumunazon-1-
wn)-[1,1'-6udennn]-3-mn)-N, N-aumeTnincepHoi KUCIOTHI.

CoenuHeHHe NMOJIy4aroT U3 COeIUHEHUs U3 npumepa 191c) ¢ npumenenneM MeToauk U3 npumepa 210a) u
b). "H SIMP (400 MI'u, IMCO-dg): & 10,42 (c, 1H), 8,95 (c, 1H), 8,25 (c, 1H), 8,02 (c, 1H), 7,98 (c, 1H), 7,68
(c, 2H), 7,6 (1, 1H), 7,52-7,47 (M, 3H), 7,04-7,00 (azn, 1H), 6,97-6,94 (c, 1H), 3,88 (c, 3H), 3,84 (c, 3H), 2,8 (c,
6H); XKX-MC (M3P): paccunrannas macca: 520,58; naiinennas macca: 521 [M+H]" (By: 1,38 muH).

IMpumep 356. N-(2',4"-udrop-5-(6-(1-n3onpommn-1H-nupazon-4-mn)-3H-umunnazo[4,5-b | nupuaun-3-mn)-
[1,1'-6udennn]-3-mn)MeTaHCyIbPOHAMUT.

CoearHEeHHE TTOJIYYaloT U3 COeAMHEHUs 13 mpuMepa 334a) (0,2 r, 0,417 MMOIIb) ¢ IPUMEHEHHUEM METOIUKH
n3 npumepa 200c) u 1-m3onponmn-3-(4,4,5,5-rerpameri-1,3,2-arokcaboponan-2-mn)- 1 H-nmupazona (0,196 T,
0,834 MMoIb, 2,0 9KB.) C TIOTydeHHEM MPOYKTa ¢ 45%-HpM BEIxogoM (0,095 1). 'H SIMP (400 MI't, JIMCO-
de): 6 10,30 (c, 1H), 8,97 (c, 1H), 8,766-8,762 (n, 1H), 8,44-8,42 (nx, 2H), 8,06 (c, 1H), 7,942-7,93 (c, 1H),
7,80-7,71 (m, 2H), 7,49-7,42 (M, 2H), 7,31-7,27 (M, 1H), 4,53 (M, 1H), 3,18 (c, 1H), 1,48-1,47 (z, 6H); XX-MC
(MDP): paccuntanHas macca: 508,54; Haiinennas macca: 509,1 [M+H]" (By: 1,55 mun).

Ipumep  357.  N-(5-(5-(4-Ammnodennn)- 1 H-6en3o[d Jumunazon-1-mn)-2',4'-mudrop[1,1'-6ndenwmn]-3-
WijaneraMu.

CoeMHEHHE TIOTYYAIOT U3 COSIMHEHHs W3 mpuMepa 1h) ¢ mpuMeHeHMeM MeTomuK u3 mpuMmepa 246. 'H
AMP (300 MI'u, AMCO-dg): & 10,41 (c, 1H), 8,83 (c, 1H), 8,11 (c, 1H), 7,98 (c, 1H), 7,79-7,75 (m, 3H), 7,65-
7,63 (M, 4H), 7,52 (c, 1H), 7,49-7,39 (M, 2H), 7,29-7,22 (M, 1H), 7,04-7,02 (m, 2H), 2,1 (c, 3H); paccuntanHas
macca: 454,16; naiinennas macca: 454,8 [M+H]" (By: 0,58 mumn).

IMpumep 358.  N-(5-(6-(4-Amuno-3-dropdenun)-3H-umunazo[4,5-bmmpuann-3-nm)-2',4"-mudrop[1,1'-
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oudenn|-3-mn)aneTamMmu.

CoeMHEHHE MONYYAIOT U3 COSAMHEHNs U3 npuMepa 131¢) ¢ mpuMeHeHHeM MeToMK U3 mpuMepa 246. 'H
SAMP (300 MI', AMCO-dg): 6 10,39 (c, 1H), 8,94 (c, 1H), 8,68 (c, 1H), 8,37 (n, 1H), 8,29 (¢, 1H), 7,89 (c, 1H),
7,71 (m, 2H), 7,55-7,25 (M, 4H), 6,85 (M, 1H), 5,35 (ymmup.c, 2H), 2,12 (¢, 3H); XKXX-MC (U3P): paccunrannas
macca: 473,15; naiinennas macca: 474,4 [M+H] (y: 1,51 mun).

[pumep 359. Juamup 1-mmxmonponi-3-(2',4'-nudrop-5-(5-(6-okco-1,6-guruaponupuaua-3-mn)-1H-
oenso[d]umunazon-1-un)-[ 1,1'-6ndennn]-3-um)cepHoil KHCIOTHI.

a)  Jlmamug 1-(5-(5-(6-(6en3mnokcn)mupuauH-3-mi)- 1 H-6enszo[d Jumugazon-1-un)-2',4'-qudrop[1,1'-
OudeH]-3-11)-3 -IUKIONPOIHIICEPHON KUCITOTHI.

K pacTBopy 5-(5-(6-(6en3mnokcen)-1,6-muruaponupunni-3-wn)- 1 H-6en3o[ d Jumunazon-1-um)-2',4'-
mudrop[1,1'-ondennn]-3-amuna (120 mr, 0,2380 mmonp) B mupuaumHe 100aBISIOT N-IIHKIJIOMPONHI-2-
OKCOOKca3omuauH-3-cyabporamun (78 mr, 0,380 mmons, 1,6 3kB.). CMmech nepememmuBatot npu 5S0°C B TeucHHE
16 4, TacaT BoAoH U dKCTparupyrot stuiamneraroM (3x50 mir). OObeTMHEHHBIN OPTaHUIECKUH CIION TPOMBIBAIOT
11. HCl u 11. NaOH, Bozoii, HaCBIIIECHHBIM PacTBOPOM COJIM M CyIIaT Haj CyibdaToM HaTpus. PactBopuTens
OTTOHSIIOT C TMOJYYEeHHEM HEOUYHILEHHOTO0 OCTaTKa, KOTOPBIA ouMaoT npenapatuBHoi BOXKX ¢ nmomyuenuem
npoxykra ¢ 10%-ubM BeIxogoM (15 mr).

b) Mduamun 1-umkinonponmi-3-(2',4'-nudrop-5-(5-(6-okco-1,6-murnaponupunun-3-uin)-1H-6en3o[d | umu-
nazon-1-um)-[1,1'-6udennn]-3-um)cepHoil KUCIOTHI.

PactBop coemunenwus u3 npumepa 359a) (14 mr, 0,0224 mmons) B TOK (1 M) Harpesatot mpu S0°C B Te-
genne 16 u. CMech KOHIEHTPUPYIOT C MONyYeHHEM TpoaykTa ¢ 83%-upiM BhixogoM (10 mr). 'H SIMP (400
MTI'n, CD;0D): 6 11,8 (c, 1H), 10,37 (c, 1H), 8,73 (¢, 1H), 8,16 (1, 1H), 7,97-7,91 (m, 2H), 7,76-7,68 (M, 3H),
7,58-7,55 (m, 1H), 7,50 (1, 1H), 7,46-7,38 (M, 3H), 7,28-7,22 (m, 1H), 6,44 (x, 1H), 2,31 (m, 1H), 0,56-0,53 (M,
2H), 0,45-0,42 (m, 2H); XKXX-MC (MDP): paccunrannas macca: 533,13; Haiinennas macca: 534,1 [M+H]" (sy:
1,195 mun).

ITpumep 360. Juamun 1-tknonponmi-3-(2',4'-nudrop-5-(5-(1-metnn-1H-nmupazon-4-nm)-1H-
oenzo[d]umunazon-1-mn)-[1,1'-Ondennn]-3-mn)cepHol KUCIOTHI.

CoequHEHHE TTOJTy4aloT U3 CoeMHeHNs U3 mpumepa 2a) (50 mr, 0,1246 MMoIIb) ¢ IPUMEHEHUEM METOIUKH
w3 mpuMepa 359(a) ¢ momydeHneM npoaykTa ¢ 9,3%-upiM BexogoM (6 mr). 'H SIMP (400 MI'y, CD;OD): & 9,06
(c, 1H), 8,09 (c, 1H), 7,99 (c, 1H), 7,93 (c, 1H), 7,77 (¢, 2H), 7,69-7,49 (M, 4H), 7,18-7,11 (m, 2H), 3,97 (c, 3H),
2,48-2,44 (m, 1H), 0,66-0,53 (M, 4H); )KX-MC (U3P): paccunurannas macca: 520,0; Haiinennas macca: 521,2
[M+H]" (By: 0,94 Mun).

Ipumep 361. N-(2'4'-Hudrop-5-(6-(3-proprupuann-4-un)-3H-umunazo[4,5-b jmupuaun-3-wmm)-[1,1'-
OndaHMI]-3-MT)areTaM I I.

CoerHEeHHE MOJIYYal0T U3 YKAa3aHHOTO B 3aroJIOBKE COeTUHEHHS u3 mpuMepa 131¢) ¢ mpumMeHeHneM Me-
Tomuk u3 mpumepa 131d). 'H SIMP (400 MI'u, IMCO-d¢): & 10,41 (c, 1H), 9,08 (c, 1H), 8,75 (c, 2H), 8,57 (c,
2H), 8,31 (c, 1H), 7,91 (¢, 1H), 7,83 (¢, 1H), 7,71 (c, 2H), 7,47-7,42 (T, 1H), 7,29-7,25 (1, 1H), 2,12 (c, 3H);
JKX-MC (MDP): paccunTanHas Macca: 459,13; Haifnennas macca: 460,1 [M+H]" (By: 1,50 mun).

[Tpumep 362. N-(5-(5-(3-Amuno-1-metun- 1 H-tupazon-4-wmn)- 1 H-6en3o[ d [umunazon- 1 -um)-2',4'-
nmudTop[1,1'-6udennn]-3-un)IuKIoNTponaHCyIbhOHAMHI.

PactBop N-(2',4'-nu¢Top-5-(5-(4,4,5,5-rerpameruin-1,3,2-quokcadoponan-2-ui)-1 H-6en3o[d [umunazon-1-
wn)-[1,1'-6udenmn]-3-wn)uuknonponancynsdponamun (100 mr, 0,181 mmons) B TTD/EtOH/Boze (5:5:2) nerazu-
pytot 6apooTupoanueM N, B TeueHue 5 muH. Jobamnsror 4-0pom-1-metmi-1H-nupaszon-3-amun (35 mr, 0,19
MMoOIb, 1,1 3KB.), M CMeCh JerasupyiTr B TedeHue emie 5 muH. I[locnenoBaTenbHO mH00aBISIOT OUC(TPU-TPET-
oyrnindochun)namutaanii(0) (5 mr, 0,009 mmois, 0,05 skB.) n kap6onat uesus (170 mr, 0,54 Mmorb, 3,0 5kB.), u
CMeECh Jjayiee JIETa3upyroT B TeueHue 5 MuH u HarpeatoT pu 90°C B Teuenne 16 4. CMech racsT U dKCTparupy-
10T, Kak B mpuMepe 1d). PacTBopuTens OTTOHAIOT ¢ MOTyYeHHEM HEOYHMIIEHHOTO OCTaTKa, KOTOPHIN OYMIIAIOT
npenapatuBHoit BOXKX ¢ momyuennem npoxykra ¢ 27%-HbM BeIxogoM (25 mr). 'H SIMP (300 MT'n, JIMCO):
610,3 (c, 1H), 8,79 (c, 1H), 7,95-7,92 (m, 2H), 7,77-7,07 (m, 2H), 7,59 (c, 2H), 7,53-7,47 (m, 3H), 7,29 (m, 1H),
3,75 (¢, 3H), 2,91 (m, 1H), 1,5-1,49 (m, 2H), 1,30-1,26 (T, 2H), 1,03-1,01 (T, 2H); XXX-MC (U3P): paccuntannas
Macca: 520,5; Haitnennas mMacca: 521,0 [M+H]" (y: 0,676 mun).

[Tpumep 363. N-(5-(5-(3-Amuno-1-metun- 1 H-mupazon-4-wmn)- 1 H-6en3o[ d [umunazon- 1 -mm)-2',4'-
mudTop[1,1'-6udennn]-3-ni)3TaHCyTbHOHAMHUI.

CoenuHeHHE TI0JTy4aloT U3 coenuHeHus u3 npuMepa 200b) ¢ npumeHeHneM MeToanku u3 npumepa 200c) ¢
TOJIy4eHHeM YKa3aHHOTO B 3arOJOBKe coemuHenns 12%-npmM BexogoM (8 mr). 'H SIMP (300 MI'n, CD;0D): &
8,89 (¢, 1H), 7,90 (c, 1H), 7,78-7,74 (M, 2H), 7,65-7,54 (M, 4H), 7,51 (n, 1H), 7,15-7,05 (M, 2H), 3,81 (c, 3H),
3,31-3,24 (xB, 2H), 1,39-1,34 (1, 3H); XKX-MC (MDP): paccuntannas macca: 508,54; naiinennas macca: 509,0
[M+H]" (By: 0,85 mun).

[pumep 364. (Z)-N-(2'4"-Audrop-5-(5-(1-(runpoxcunmuno)atmin)-1H-6en3o[dJumunazon-1-mm)-[1,1'-
OneHnIT]-3-1T) UKIONPONaHCYIL(OHAMU.

K pactBopy N-(5-(5-amerun-1H-6en3o[d]umunazon-1-nn)-2',4"-mudrop|1,1'-ondennn]-3-mm)uxnonpo-
nancynspoHamuna (110 mr, 0,235 MMoib) B 3TaHONE MOOABISAIOT THAPOXJIOPHUA THApOKCHIaMuHa (24,7 M,
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0,353 mmoib), u cMech HarpeBaroT npu 80°C B Tedenue 2 4. CMech KOHIEHTPUPYIOT B BaKyyMe U IIPOMBIBAIOT
POCTBIM SYHUPOM ¢ TONyUeHHeM MPOAYKTa ¢ 49%-HbiM BhIxogoM (55 Mr). 'H SIMP (400 MTI't, IMCO-d): &
9,00 (c, 1H), 8,03 (c, 1H), 7,82-7,70 (m, 3H), 7,60-7,58 (1, 2H), 7,52 (c, 1H), 7,46-7,40 (m, 1H), 7,27-7,24 (M,
1H), 2,86-2,83 (M, 1H), 2,25 (¢, 3H), 1,01-1,00 (M, 4H); XKX-MC (U3P): paccuntannas macca: 482,5; HalIcH-
Hasg Macca: 483,1 [M+H]" (By: 1,475 mun).

IIpumep 365. 2-(5-(1-(5-Aueramumo-2',4'-mudrop[1,1'-6ndennn]-3-nn)-1H-6en30[d|umunazon-5-mr)-1H-
1,2,3-Tpuazon-1-wm)aneTamu.

a) Orun 2-(5-(1-(5-ameramuno-2',4'-mudrop[ 1,1'-6udennn]-3-un)-1H-6en3o[d]-umunazon-5-mn)-1H-1,2,3-
TpHa3oJi-1-ni)amerar.

Cmech N-(5-(5-atunun-1H-6en3o[d]umunazon-1-nn)-2',4'-nudropoudennn-3-un)aneramuga (258 mr, 0,6
MMOJIB), 3THA-2-a3ugoanerara (180 mr, 0,8 mMons, 1,3 9kB.), ackopbara Hatpus (125 mr, 0,6 Mmoib, 1,0 3kB.) 1
neHTaruapara cyiabdara meau (80 mr, 0,32 mmons, 0,5 3kB.) B Tper-Oyranoine u Boxe (1:1, 3 mir) mepemeninpa-
1ot B Teuenue 12 1 npu KT. Cmech racst BoJIOH, M BBINABIIUH 0CaA0K QHIBTPYIOT U CYIIAT C MOJIYYEHHEM IIPO-
nykta ¢ 75%-HbIM BBIXOAOM (250 MmT).

b) 2-(5-(1-(5-Aueramuno-2',4'-nudrop[1,1'-ondenmn]-3-mn)- 1 H-6en3o[ d Jumunazon-5-mwn)-1H-1,2,3-
TpHa30Ji- 1 -mi)yKcycHast KHCIIOTA.

K pactBOpy coenmnenus u3 npumepa 365a) (250 mr, 0,48 mmoinp) B TT'®@/metanone/Bone (1:1:0,5, 5 mur)

no6asisiror LiIOH -H,O (40 mr, 0,968 MMmoib, 2 3kB.), u cMech nepememuBatoT npu KT B Teuenue 12 4. Cmech
KOHIICHTPUPYIOT, U HOJXYYECHHBIH HEOUHIIICHHBIA MPOIYKT SKCTPArHPYIOT ATHIIALETATOM M BOJOHW M CyIIaT Hal
cynb(haToM HATpHs C MOTy4YeHHEM MpoaykTa ¢ 42%-HbM BbIxogoM (100 mr).

¢) 2-(5-(1-(5-Aueramuno-2',4"-nucrop[1,1'-ondennn]-3-mr)-1H-0en3o[d[umunazon-5-wmm)-1.

K pacrBopy coemmnenust u3 npumepa 365b) (100 mr, 0,2 mmoins) B JIM® nodasmstor HOBt (30 wmr, 0,224
MMoub, 1,1 3kB.), 3aTem EDC (40 mr, 0,224 mmons, 1,1 3kxB.). Cmech nepememuBator npu KT B Teuenue 12 4,
3areM J100aBIIOT 25%-HBIH pacTBOp aMMEaKa K MPEIBAPUTEIHHO OXJIAKICHHON PEaKIIMOHHOM CMECH U Tepe-
MEIMBAIOT B TeueHue 4 4. CMeCh 3aTeM racsT U dKCTParupyoT, kak B mpumepe 1d). PacTBopurens OTTOHSIOT C
TIOJyYeHHEM HEOUHIIIEHHOTO OCTaTKa, KOTOPBIH ounmaroT npemnaparuBHoil TCX ¢ momydeHueM npoaykra ¢ 5%-
HBIM BBIXOZIOM (5 MT).

IMpumep 366. N-(2'.4-Hudtop-5-(5-(1-metmn-1H-mupazon-4-mun)-1H-6en3o[dJumunazon-1-mm)- [1,1'-
Ooudenm]-3-mn) TeHCyIbhOHAMUI.

CoearHEeHHE TOTYJaloT U3 coenHeHns u3 mpumepa 2a) (50 mr, 0,125 mmois) B TT'® ¢ npumeHeHneM Me-
TOJUMKH M3 mpumepa 2b) u xnopuaa 2-xaopatancynsponuna (30 mr, 0,187 mMonb, 1,5 9kB.) ¢ mOIydeHHEM MIPO-
nykTa ¢ 29%-HbIM BBIXOJI0M (18 MT). 'H sIMP (400 MI'u, CD;0OD): 8 9,1 (¢, 1H), 8,08 (c, 1H), 7,98 (c, 1H), 7,92
(c, 1H), 7,76-7,74 (m, 2H), 7,63-7,59 (M, 3H), 7,50 (c, 1H), 7,14-7,12 (m, 2H), 6,80-6,78 (M, 1H), 6,31-6,27 (x,
1H), 6,09-6,06 (x, 1H), 3,95 (c, 3H); KXX-MC (U3P): paccunrannas macca: 491,5; HalinenHnas macca: 492,1
[M+H]" (By: 1,413 mun).

Hpumep  367. N-(2',4'-Hudrop-5-(5-(1-metmn-1H-nupa3zon-4-un)-1H-6en30[d Jumunazon-1-mn)-[1,1'-
Oongenn]-3-mi)-2-ruapoKCHITaHCYIL(OHAMU.

a) 2-(bem3mmokcn)-N-(2',4'-mudrop-5-(5-(1-meTmn-1H-upazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
Ooudenm|-3-mn)sTaHcyabhOHAMUI.

CoenrHEeHHE TTOTYJal0T U3 coenuHeHus u3 mnpumepa 2a) (100 mr, 0,249 mmoins) B TT'® ¢ nmpuMeHeHHEM
METOJIMKH U3 mpuMepa 2b) u xyopua 2-(6eH3miokcn)3T3Hcyabhonmia (87 mr, 0,374 MMoub, 1,5 9kB. ) ¢ ToTy-
yeHneM npoaykra ¢ 69%-upM BeixogoM (100 mr). XKX-MC (MU3P): paccuntannas macca: 512,55; HaiineHnas
macca: 513,1 [M+H]" (8y: 0,632 mun).

b) N-(2'4'-Oudrop-5-(5-(1-metmin-1H-mupazon-4-un)-1H-6en30[dJumunazon-1-un)- [1,1'-0udennn]-3-
WIT)-2-THAPOKCUITAHCYIb(PoHAMHUT.

K pactBopy coenunenus u3 npumepa 367a) (100 mr, 0,17 mmois) B Metanone (2 min) u TT'® (1 mi) no-
oapmstrot 10% Pd/C (10 mr, 0,1 5kB.) u rugpokcua namiagust Ha yrite (10 mr, 0,1 5kB.). Cocyn ¢ peakuoHHOU
CMecChI0 NpoayBaioT N, B TeueHue 5 MuH. CMech 3aTeM TuIpupyloT ¢ npuMeHenueM H, B Teuenue 12 4. Cmech
GUIBTPYIOT Yepe3 CIor 1enuTa, U QUIBTPAT KOHIICHTPUPYIOT C MOTyYCHHEM COeIUHEHUS ¢ 13%-HBIM BBIXOJOM
(11 mr). 'H SIMP (400 MI't;, IMCO-dq): 8 10,3 (c, 1H), 8,9 (c, 1H), 8,23 (c, 1H), 8,00-7,97 (n, 2H), 7,76-7,58
(M, SH), 7,48 (c, 2H), 7,29 (n, 1H), 3,88 (¢, 3H), 3,81 (1, 4H); XX-MC (U2P): paccunrannas macca: 509,53;
HaiieHHas Macca: 510,1 [M+H] © (8y: 0,853 mun).

Ipumep  368.  N-(2'.4'-Hudrop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
oudenwm]-3-mwn)nunepuauH-4-kapookcaMu.

VYkazaHHOE B 3aroJIOBKE COEIMHECHHE MOMYYaroT U3 COSANHEHHS U3 TIpuMepa 2a) ¢ IpUMEHEHUEM METOINK
u3 npumepa 240. 'H aMP (400 MI'u, CD;0D): & 8,49 (c, 1H), 8,11 (c, 1H), 8,0 (c, 1H), 7,91 (c, 1H), 7,86 (c,
1H), 7,75 (c, 1H), 7,71 (¢, 1H), 7,69 (c, 1H), 7,65-7,59 (M, 2H), 7,52 (m, 1H), 7,14-7,1 (m, 2H), 3,94 (c, 1H),
2,89 (1, 4H), 2,7 (m, 1H), 2,04-1,84 (M, 4H); XKX-MC (U3P): paccuntannas macca: 512,55; HaliieHHast macca:
513,2 [M+H]" (By: 1, 0 mun).

ITpumep 369. N-(5-(5-(4,5-Aurnnpookcazon-2-mn)-1 H-6enszo[d Jumunazon-1-mn)-2',4"-nudprop[1,1'-
oudenm|-3-mn)aneTamMu.
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a) N-(5-((4-(4,5-Aurunpooxcazon-2-uin)-2-HuTpodermn)amuno)-2',4'-nudrop[ 1,1'-0ndennn]-3-mn)anera-
MU

K pactBopy coeamnenus u3 mpumepa 22a) (0,25 r, 0,608 mMmonp) B Tper-OyTaHosie IOOaBISAIOT 2-
amuHodTaHou (0,05 M, 0,912 mmous, 1,5 2kB. ) u nepememmBaoT pu KT B Teuenue 30 muH. Jlo6aBisroT Hox
(0,25 1, 1,32 mmoms, 3 3xB.) 1 K,CO5 (0,25 1, 1,82 MMoib, 3 3KB.), ¥ cMech iepeMermnuBaroT npu 75°C B TedeHne
24 4. CMech racsiT pacTBOPOM THOLIMAHATa HATPHs M IKCTparupyroT stmianeraroM (3x50 mi). PactBopurens
OTTOHSIOT C TIOJIyYeHHEM HEOUYHINEHHOTO OCTaTKa, KOTOPBIH OYHIAIOT KOMOMHHPOBAaHHON  (idII-
xpomarorpadueii (5%-HbIif MeTaHOT B XJI0podopMe) ¢ moiydeHneM npoaykra ¢ 60%-usim Beixogom (0,15 1).

b) N-(5-((2-Amuno-4-(4,5-nuruapooxcaszon-2-wi)hennn)aMuno)-2',4'-nudrop|[ 1,1'-6udennn]-3-mr)amneTa-
MU/

K pactBopy coeannenus u3 npumepa 369a) (150 m:r, 0,33 mmoins) B TT'® (3 M) mobaBistoT pacTBop XJ10-
puna ammonus (70 mr, 1,32 Mmmons, 4 3kB.) B Boxe (1 mi) u muHK (86 Mr, 1,32 MMounb, 4 3kB.). CMech mepeme-
mmBatoT npu KT B Teuenue 2 4 u GpunbTpyroT. OuiabTpar pa30aBisioT BOJAOH U IKCTParUPYIOT, KaK B pUMeEpe
1d). PactBopuTens OTrOHAIOT ¢ HONMyYeHneM Npoaykra ¢ 78%-ubiM BerxoxoM (0,11 1).

c) N-(5-(5-(4,5-Aurnnpooxcazon-2-wn)- 1 H-6en3o[d Jumunazon-1-mn)-2',4'-nudptop[ 1,1'-0udpennn]-3-
Wi)aneTaMul.

CoenuHeHHe TOMY4YaloT U3 COSIMHEHUS U3 TIpuMepa 369b) ¢ mpuMeHeHHeM METOANKH u3 pumMepa 22d) ¢
noixy4eHueM npoaykra ¢ 78%-ubiM BeixogoM (0,11 r). 'H SIMP (400 MTI', JIMCO-dy): 6 10,5 (c, 1H), 8,84 (c,
1H), 8,7 (n, 1H), 8,13 (1, 1H), 8,10-8,05 (M, 3H), 7,85-7,72 (M, 3H), 7,54 (c, 1H), 7,49-7,43 (M, 1H), 4,47 (t,
2H), 3,31 (1, 2H), 2,12 (c, 3H); )KX-MC (M3P): paccuntaHHas Macca: 432,4; HaiinenHas Macca: 432,8 [M+H]"
(By: 0,288 mMuH).

IIpumep 370. N-(5-(5-(1,2,4-Oxcamua3zoin-3-mn)- 1 H-6en3o[ dJumunazon-1-mn)-2',4'-mudrop[ 1,1'-6ndennn]-
3-un)ameraMu.

CoenuHeHHE TIONTy4aloT U3 coequHeHus u3 npumepa 313d) ¢ mpumeneHnem Metoamk u3 npumepa 313e).
'"H SIMP (400 MTI'i, IMCO-dq): & 10,49 (c, 1H), 9,73 (c, 1H), 8,83 (c, 1H), 8,43 (c, 1H), 8,06 (r, 2H), 7,88 (T,
2H), 7,79-7,73 (m, 1H), 7,55 (¢, 1H), 7,49-7,43 (M, 1H), 7,29-7,25 (M, 1H), 2,12 (c, 3H); XKX-MC (MDP): pac-
cunraHHas Macca: 431,4; Halinennas macca: 432,8 [M+H]" (By: 1,485 Mun).

ITpumep 371. N-(5-(5-(4,5-Aurnnpookcazon-2-mn)-1 H-6enszo[d Jumunazon-1-un)-2',4"-nudprop[1,1'-
ondenni]-3-mn)rTaHcyabpoHaMuUI.

CoeIMHEHHE MOTYYAOT U3 COSAMHEHHS U3 IpuMepa 369 ¢ IpUMeHeHNeM METOIMK U3 npumepa 2. 'H SIMP
(300 MI'u, CD;0D): 6 8,59 (c, 1H), 8,27 (1, 1H), 8,15-8,14 (t, 1H), 8,11 (M, 1H), 7,82-7,75 (m, 4H), 7,66-7,56
(M, 1H), 7,56 (m, 1H), 7,13-7,11 (M, 1H), 6,56 (1, 1H), 3,53-3,47 (M, 2H), 3,0 (M, 2H), 2,82 (¢, 3H), 2,7 (m, 1H),
2,14-2,0 (M, 4H); XKX-MC (MDP): paccuntanHas macca: 512,55; Haiinennas macca: 513,1 [M+H]" (sy: 0,632
MUH).

Ipumep 372. Huammn 1-(2',4'-mudrop-5-(5-(1-metnin-1H-upazon-4-wn)- 1 H-6en3o[d[umuaazon- 1 -mm)-
[1,1'-6udennn]-3-wmn)-3-(PypaH-2-MIMETHIT)CEPHON KUCITOTHI.

CoerHEeHHE TTOTYYaroT U3 COSAMHECHUS U3 TIpuMepa 2a) ¢ MpUMEHEHHEeM METOUKU U3 TipuMepa 245 ¢ mo-
JIy9eHHeM 9HCTOro Mpoaykta ¢ 10%-ubiM BeixogoM (7 mr). 'H SMP (300 MTI'u, IMCO-dg): & 10,26 (c, 1H),
8,66 (c, 1H), 8,2 (¢, 1H), 7,98 (c, 1K), 7,94 (¢, 1H), 7,75-7,67 (m, 2H), 7,57 (1, 3H), 7,45-7,43 (M, 2H), 7,29-7,25
(M, 2H), 7,22 (M, 2H), 3,87 (c, 3H), 3,17 (c, 2H); XXX-MC (1U3P): paccunrannas macca: 479,5; HalineHHas Mac-
ca: 480,2 [M+H]" (sy: 1,34 mun).

Hpumep  373.  N-(2',4-Hudrop-5-(5-(1-metmn-1H-nupazon-4-un)-1H-6en30[d Jumunazon-1-mn)-[1,1'-
oudenni]-3-mn)-1-MeTrnnunepuuH-4-kapOooKcaMu/I.

CoeMHEHHE MOTYYAIOT U3 COCIMHEHHUs M3 TpHMepa 2a) ¢ MpUMEHEHHEM METOAMK u3 mpuMmepa 233. 'H
SAMP (400 MI'u, CD;0D): 6 9,11 (¢, 1H), 8,23 (1, 1H), 8,07 (c, 1H), 7,98 (c, 1H), 7,91 (c, 1H), 7,80-7,77 (m,
3H), 7,65-7,61 (m, 2H), 7,14-7,12 (m, 2H), 3,96 (c, 3H), 3,63-3,60 (M, 2H), 3,088-3,082 (M, 2H), 2,90 (c, 3H),
2,79-2,73 (M, 1H), 2,24-2,01 (M, 4H); XKX-MC (M3P): paccuntannas macca: 526,58; Halinennast macca: 527,2
[M+H]" (By: 0,183 mun).

[Tpumep 374. 2'4'-Tncrop-5-(5-(1-metmin-1H-upazon-4-nn)-1 H-6en3o[dJumunazon-1-wmm)-[1,1'-
oudenmn|-3-o.

a) 1-bpom-3-MeToKCH-5-HUTPOOESH301.

K pactBopy 1-6pom-3,5-guHuTpoden3ona (5 r, 20,2 MMmoib) B Metanoste (50 Mir) 100aBISIOT METOKCH]T Ha-
tpus (1,3 1, 24,3 Mmoub, 1,2 3KB.), M CMECh HarpeBaroT A0 TEMIIEPATYPbl KUIICHHUS C 0OPaTHBIM XOJIOANIEHIUKOM
B TeueHne 12 9 u 3areM racsat 10% HCI. ITonydenHOE TBepaOe BEMICCTBO (DUIBTPYIOT M CYIIAT C MOTYYCHUEM
coenHeHus ¢ 65%-HbIM BBIXOAOM (3 T).

b) 3-BpoM-5-MeTOKCHaHMITHH.

K pactBopy 1-6pom-3-meTokcu-5-HuTpoden3ona (1 r, 4,33 mmons) B TT'® (10 mir) m00aBISIOT pacTBOp
xynopuna ammonwus (1,83 r, 34,6 MMoutb, 8 2kB.) B Boae (5 mur) u ruHK (1,93 1, 34,6 MmMmonb, 8 9kB.). CMech rmiepe-
memmuBaroT mpu KT B Teuenne 30 MuH ¥ GUIBTPYIOT. OMIBTpAT pa30aBIsAIOT BOIOH M IKCTParupyroT, Kak B
npumepe 1d). PacTBopuTens OTTOHSIOT ¢ morydeHueM: mpoaykTa ¢ 92%-uemM BerxooMm (0,8 1).

¢) N-(3-bpom-5-metokcudenrn)-4-(1-metun-1 H-mupazon-4-wi)-2-HUTPpOaAHIIINH.
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PactBop coemuuenus u3 mpumepa 374b) (1 r, 4,78 mmonsb, 1,2 3kB.), 3-0pom-5-meTokcuanmwinaa (0,8 T,
3,98 mMmomb) u dropuna kamus (0,23 r, 3,98 mmonb, 1 3kB.) B IM® Harpesator mpu 120°C B Teuenue 12 u.
CMech racir 1 dKCTparupymor, kak B npuMepe 1d). PacTBoputens OTTOHSIOT ¢ MOMTyYeHHEM HEOUHUIEHHOTO OC-
TaTKa, KOTOPBIH OYHINAIOT XpoMaTorpadueil Ha kooHke (60-120 cunukarens, S0%-HBIi dTHIaeTaT B TeKCaHe)
¢ moryueHneM npoaykra ¢ 42%-aeM BerxogoMm (0,81 r).

d) 1-(3-bpom-5-meTokcudenrn)-5-(1-metmn- 1 H-mupazon-4-mn)-1H-6er3o[d)umugazon.

CoerHEeHHE TIONYYaloT ¢ MPUMEHEHHEM METOIMK 3 mpuMepa 11) u 1h), HaunHas ¢ COeUHEHHSI U3 TIPH-
Mmepa 374c¢) (0,81 1, 2,02 MMomp) ¢ moyueHueM npoaykra ¢ 52%-aeM Berxosom (0,35 r).

e) 1-(2'4-Oudrop-5-meroxcu|1,1'-6udennn]-3-mn)-5-(1-metmn- 1 H-nmupazon-4-mn)- 1 H-6en3o[d Jumuna-
3071

CoenuHeHHE MONTYyYaroT U3 coequHenus u3 npumepa 374d) (0,35 r, 0,92 MMoOIB) ¢ IPUMEHEHUEM METO.IHU-
ku u3 npumepa 277d) u 2,4-nupropdennndoponosoii kucnots (0,17 1, 1,09 mmonb, 1,2 5kB.) ¢ HonydeHHEM
npoaykra ¢ 25%-HbIM BBIX010M (95 Mr).

f) 2',4'-Mudrop-5-(5-(1-metmn-1H-mupazon-4-un)-1 H-6en30[d Jumunazon-1-un)-[ 1,1'-6udermn]-3-or.

K cycnensun xmnopuna amromuaus (77 mr, 0,576 MMmonb) u TnomodeBuHBI (15 mr, 0,192 mmons) B IXM (5
MJI1) T0OaBJIIOT pacTBOp coenuHeHus u3 mpumepa 374¢e) (80 mr, 0,192 mmons) B JIXM (3 mi). Cmech HarpeBa-
ot pu 50°C B TedeHne 5 4. CMech raciIT W DKCTPArupyroT, kak B mpumepe 2d), u cymar Haj 0e3BOIHBIM
Na,SO; ¥ KOHIEHTPHPYIOT C MONyYeHHeM TpoaykTa ¢ 17%-HeM Bbixomom (15 mr). 'H SIMP (400 MIm,
CD;0D): 6 9,2 (c, 1H), 8,07 (¢, 1H), 7,99 (¢, 1H), 7,91 (c, 1H), 7,77 (c, 2H), 7,64-7,58 (M, 1H), 7,30 (c, 1H),
7,17-7,07 (M, 4H), 3,95 (c, 3H); )KX-MC (M3P): paccunrannas Macca: 402,4; HaiinenHas macca: 403,1 [M+H]"
(By: 1,282 mun).

Hpumep  375. N-(2',4'-Hudrop-5-(5-(1-metmn-1H-nupazon-4-un)-1H-6en30[d Jumunazon-1-mm)-[1,1'-
Oougenn]-3-m1)nupasuH-2-aMuH.

PactBop coennnenus u3 npumepa 2a) (100 mr, 0,24 Mmoinb) B Toxxyose (6 M) IerasupyroT 6apooTHpoBa-
HueM N, B TeueHue 5 muH. [lobasnstot 2-xnoprupasud (34 T, 0,29 mMoins, 1,2 3KB.), ¥ CMeCh JCTa3UPYIOT B Te-
yenne eme 5 muH. [locienoBarensHo mobammstor Pd,(dba); (22 wmr, 0,02 mmons, 0,1 3kB.), kcantdoc (28 wmr,
0,04 mMmois, 0,2 3kB.) U Cs,CO; (242 mr, 0,74 MMOIb, 3,0 3KB.), U CMECh JlaJiee ACTa3UPYIOT B TCUCHHUE 5 MUH U
3ateM HarpesaroT nipu 110°C B Teuenue 16 4. CMech QUIBTPYIOT HA CIIOE IIEITUTA, TACAT U AKCTPArupyIoT, KaK B
npumepe 1d). PacTBopuTens OTTOHSIOT ¢ MOJydYeHHEM HEOYHIIEHHOTO OCTaTKa, KOTOPBHIA OYMIIAIOT TIperapa-
tuBHOM BIXKX ¢ monyuenuem npoxykra ¢ 10%-ubv BoixogoM (11 mr). 'H SIMP (400 MI't, IMCO-de): & 9,99
(c, 1H), 8,65 (c, 1H), 8,31 (c, 1H), 8,26-8,25 (M, 1H), 8,19 (M, 2H), 8,00-7,98 (M, 3H), 7,93 (c, 1H), 7,85 (m, 1H),
7,79-7,34 (m, 2H), 7,62-7,59 (mn, 1H), 7,47-7,4 (m, 2H), 7,28-7,24 (ar, 1H), 3,87 (c, 3H); )KX-MC (M12P): pac-
cunTanHas Macca: 479,48; Haiinennas mMacca: 480,1 [M+H]" (By: 1,54 mun).

IIpumep  376.  N-(2'.4'-Hudrop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
Oongenni]-3-n1)u30Kcazon-3-aMuH.

a) 1-(5-bpom-2',4"-nudrop-[1,1'-ondennn]-3-un)-5-(1-metmn-1H-nupaszon-4-mn)- 1 H-6enzo(d)nmunazon.

K pactBopy coeannenns u3 npumepa 2a) (0,80 r, 1,995 mmons) B HBr (8 mi1) moGaBisitoT BomHBI pacTBOp
NaNO, (0,26 T B 2 mut Bozsl), 1 cMech nepemernnBaroT npu 0°C B Teuenne 20 Mun. 3atem nob6asistior CuBr B
HBr (0,572 1, 3,99 mmons, 2,0 k8. B 3 Mt HBr) npu 0°C, u cmech nepementupatot npu 50°C B Teuenue 10 MuH.
CMech TacsT U SKCTParupyroT, kak B npuMepe 1d). PacTBopuTenb OTrOHSIOT PU MOHWKEHHOM JTABJICHUU C TO-
nydgenneM npoaykra ¢ 80,9%-uemM Berxogom (0,750 r). dKX-MC (MDP): paccunrannas macca: 465,2; HalineHHAS
macca: 467,0 [M+H]" (y: 1,75 mun).

b) N-(2',4'-Mudrop-5-(5-(1-meTmin-1 H-mupazon-4-wn)- 1 H-6en3o[ d Jumunazon-1-wmn)-[ 1,1'-oudenmn]-3-
WT)U30KCa30J1-3-aMUH.

Coe/IMHeHHE TIOTYYAI0T W3 COSAMHEHHS U3 IpuMepa 376a) mo Metoxuke w3 mpumepa 280. 'H SIMP (400
MI', CD;0D): 6 8,53 (c, 1H), 8,43-8,42 (n, 1H), 8,03 (c, 1H), 7,95-7,93 (M, 2H), 7,89 (c, 1H), 7,76-7,45 (x,
1H), 7,68-7,62 (m, 3H), 7,33-7,32 (a, 1H), 7,16-7,11 (M, 2H), 6,23-6,22 (1, 1H), 6,23-6,27 (1, 1H), 3,97 (c, 3H);
JKX-MC (MDQP): paccunrannas mMacca: 468,46; Haitnennas macca: 468,46 [M+H]" (By: 1,282 mumn).

Hpumep  377.  N-(2',4'-Hudrop-5-(5-(1-metmn-1H-nupazon-4-un)-1H-6en30[d Jumunazon-1-mn)-[1,1'-
oudenn]-3-mn)nupuaa3uH-3-aMuH.

Coe/IMHEHHE TIOYYAIOT M3 COCIMHEHHS U3 TpUMepa 376a) o MeToaMKe, omucaHHo# B npumepe 280. 'H
SAMP (400 MI'n, IMCO-dy): 6 9,75 (¢, 1H), 8,74-8,73 (m, 2H), 8,65 (c, 1H), 8,34-8,33 (M, 1H), 8,19 (c, 1H),
7,98 (c, 1H), 7,94 (m, 2H), 7,78-7,75 (m, 2H), 7,6-7,57 (an, 1H), 7,53-7,4 (M, 3H), 7,4-7,2 (M, 2H), 3,87 (¢, 3H);
JKX-MC (MUDP): paccunrtannas macca: 479,48; Haitnennas macca: 403,1 [M+H]" (y: 1,282 mun).

IMpumep 378. N-(4'-Lmnano-5-(5-(1-metun-1H-nupazon-4-mn)-1H-6en3o[d]|umugazon-1-un)-[ 1,1'-6ude-
HUI|-3-11) TUKJIOTIPOTIAHC Y Th () OHAMHT.

a) 3-bpom-5-(5-(1-metnin-1H-ttmpazon-4-un)-1 H-6en30[dJumugazon- 1 -nim)aHAIHH.

K pactBopy coemunenus u3 npumepa 277¢) (1,6 r, 3,89 Mmonp) B atanose (15 mir) moOaBIsSIOT BOAHBIN
pactBop NaOH (1,56 1, 38,9 mMoub, 10,0 3kB.), 1 cMech HarpeBaroT mpu 85°C B Teuenue 5 4. CMmech racsaT
SKCTParupymoT, Kak B npuMepe 1d). PacT3opurens oTroHSIOT MpH MOHMKEHHOM JABJICHHUH C IOydCHHEM IIPO-
nykta ¢ 90%-HbIM BIXOOM (1,3 T).
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b) N-(3-Bpom-5-(5-(1-metmn-1H-nupa3zon-4-wmn)-1 H-6en30[ d Jumugazo:- 1 -mn) heHUT ) IUKIOPOaH-
cynb(hOHAMHUII.

K pactBopy coenmnenust u3 npumepa 378a) (200 mr, 0,54 mmons) B JIXM no6aBistioT mupuauH (86 mr,
1,08 mMmoutb, 2,0 2KB.), 3aTeM XJIOpH] MHUKJIONponaHcyabpormia (93 mr, 0,65 mmonb, 1,2 7kB.). CMech niepeme-
MIMBAIOT B T€UCHHWE | 4 M TacsaT U IKCTPArupyloT, Kak B mpuMepe 2b). PacTBOpUTENs OTTOHSAIOT MIPH MOHIKEH-
HOM JaBJICHHH C ITOTyYeHHEM IPOIyKTa ¢ 59%-HbIM BBIXOHOM (75 MT).

¢) N-(4'-Ilmano-5-(5-(1-metun-1H-mupazon-4-wn)-1 H-6en3o[d]Jumunazon-1-nun)-[ 1,1'-6udenwnn]-3-nm)un-
KITOTIPOTIAHCYIb(OHAMU.

CoequHEHHE TI0JTy4aloT U3 coenuHeHus u3 npuMepa 378b) (100 mr, 0,21 MMOIB) ¢ NPpUMEHEHHEM METOIU-
k1 n3 npumepa 200c¢) u 4-nmaHopeHnIo00poHoBoi kuciotsl (38 mr, 0,32 MMoIb, 2,5 9KB.) C TIOJy4YEHUEM IIPO-
nykTa ¢ 24%-upIM BeIxogoM (25 mr). 'H SIMP (400 MI'n, IMCO-dg): & 10,2-10,3 (ymmp.c, 1H), 8,71 (c, 1H),
8,19 (c, 1H), 8,02-7,94 (m, 6H), 7,77 (c, 1H), 7,69-7,67 (n, 1H), 7,6-7,58 (m, 3H), 3,87 (c, 3H), 2,91-2,88 (m,
1H), 1,0 (x, 4H); XKX-MC (MUDP): paccuntannas macca: 494,59; naiinennas macca: 495,15 [M+H]" (By: 1,4
MHUH).

[Mpumep 379. N- (2',4'-Auctop-5-(5-(4-MeTrnmnunepasus- 1 -kapoonwnn)-1 H-6enso[dJumunazon-1-mm)-[1,1'-
Oudenm]-3-mn)aneTamMmuI.

K pactBopy coenmnenus u3 npumepa 332b) (100 mr, 0,23 mmois, 1,0 9kB.) B 1,4-muokcane (5 mir) mobas-
JSIOT TpuMeTHnamoMuanid (49 mr, 0,59 mmonb, 2,5 9kB.). CMech mepeMemuBaT B Tedenne 10 MUH # 3aTeM
nobapnstor N-metunmunepasut (35 mr, 0,35 mMonb, 1,5 3kB.), u cMech HarpeBarot npu 110°C B repmeTnaHO
3aKphITON Mpobupke B TeueHue 12 4. CMech oxnaxnaroT g0 KT u GuibTpyroT depe3 menuT, U GuibTpaT KOH-
HMEHTPUPYIOT C MOJYYCHHEM HEOYHIICHHOTO MPOIYKTa, KOTOPHIH OYUIIAIOT NpenapaTtuBHoi BOXKX ¢ momyde-
HHeM mpoayKTa ¢ 21%-HeM BeIxozoM (24 mr). 'H SIMP (400 MI'n, CD;0D): & 8,61 (c, 1H), 8,1 (c, 1H), 7,86 (c,
1H), 7,79-7,77 (», 1H), 7,75 (n, 1H), 7,68-7,6 (m, 1H), 7,51 (», 1H), 7,48-7,46 (n, 1H), 7,14-7,08 (M, 2H), 3,8-
3,5 (ymmp, 4H), 2,6-2,4 (ymup, 4H), 2,35 (¢, 3H), 2,18 (¢, 3H); XKXX-MC (U3P): paccunrannas macca: 489,52;
Haiinennas mMacca: 489,8 [M+H]" (sy: 0,15 mun).

Ipumep 380. N-(5-(5-Llmano-1H-6en30[d]umunazon-1-mn)-2',4'-mudrop-[1,1'-0udenr]-3-mi)3TaHcyb-
dhonamu.

a) 1-(5-Amuno-2',4'-mudrop-[ 1,1'-6ndennn]-3-un)-1 H-6en30[d Jumuaazon-5-kapOOHUTPHIL.

K pactBopy coeaunenns n3z nmpumepa 313¢) (1,0 r, 2,88 mmons, 1,0 9kB.) B aTa”one (20 M) mo0aBIsIOT
KOH (0,486 r, 8,66 mmonb, 3,0 9kB.) B Buae 20%-HOro BOJHOTO pacTBOpa, U cMech HarpeBaroT npu 80°C B Te-
yeHne 6 4. PacTBOpUTENs OTTOHAIOT NP MOHMKCHHOM JTAaBIICHUH, M HEOUYHNIICHHBIH OCTATOK MEPEMEIINBAIOT C
BOJIOW W 3THWJIALIETATOM. DTUIIALIETAT CYIIaT HAaJ Cyab(aToM HATPUs U KOHIECHTPHPYIOT C OITYICHUEM MPOAYKTa
¢ 78%-upM BeIxOA0M (0,7 T).

b) N-(5-(5-mano-1H-6en30[dJumunazon-1-mn)-2',4'-mudtop-[ 1,1'-0udenmn]-3-mr)aTancynbPoHaMu.

CoequHeHHE MOTYYaloT U3 coenuHeHus u3 npumepa 380a) (100 mr, 0,28 MMoub) U XJI0pHIa 3TaHCYIb(O-
Huia (40 mr, 0,31 MMoib, 1,1 9KB.) ¢ IPUMEHEHHEM METOAMKHU M3 puMepa 2b) ¢ moixydeHueM npoaykra ¢ 16%-
HBIM BBIXOJIOM (22 MT). 'H siMP (400 MTI', IMCO-dg): 6 8,91 (c, 1H), 8,4 (¢, 1H), 7,86-7,73 (m, 3H), 7,58-7,45
(M, 4H), 7,29-7,25 (1, 1H), 3,3 (M, 2H), 1,27-1,24 (1, 3H); XKXX-MC (U3P): paccunrannas macca: 438,45; Haii-
nenHas macca: 438,9 [M+H]" (By: 1,5 mun).

MMpumep 381. 1-(2',4'-Audrop-5-metnn-[1,1'-6udennn]-3-un)-5-(1-metnn-1H-nupazon-4-mn)-1H-6en3o-
[d)yumunazon.

a) 2,4-JTudrop-5'-meTrin-3'-HuTpoOH(eHIT.

CoenuHeHHe MOTYyJaroT u3 1-6poM-3-MeTmi-S-autpodensona (1,5 r, 6,94 mmonb) u qudTopheHnITo0poHo-
Bo# kuciotel (1,3 1, 8,33 MMoinb, 1,2 9KB.) ¢ MPUMEHEHHEM METOIUKH U3 mpuMmepa 1d) ¢ momydeHneM mpoayKkra
¢ 27%-upM BeixogoM (0,65 1).

b) 2',.4'-udTop-5-metun-[1,1'-6udpennn]-3-amun.

K pactBopy coenunenus u3 npumepa 381a) (1,4 1, 5,62 mmonp) B TT'® (20 mur) mo6aBistOT pacTBOP XJIO-
puna ammonus (2,4 r, 44,9 mmob, 8 9kB.) B Boze (8 min) u iuHK (2,92 1, 44,9 MMonsb, 8 9kB.). CMech mepeMentn-
BatoT ripu KT B Teuenue 2 4 u puaptpyror. @unbTpaT pa3daBisioT BOAOH M SKCTParupyroT, Kak B npumepe 1d).
PacTBOpUTENE OTTOHSIOT € TOJydeHUEM: IPOAyKTa ¢ 92%-HbIM BeIXOOM (1,3 T).

¢) 1-(2',4'-Audrop-5-mermn-[ 1,1"-oudenmn]-3-mn)-5-(1-metmn- 1 H-nupazon-4-un)- 1 H-6en3o[ d Jumugazoon.

CoenuHeHHE MOMYYaloT U3 coequHeHus u3 npumepa 381b) (1,3 r, 5,93 MMoinb) ¢ IpUMEHEHNEM METOIMK
u3 mpumepa 1 cramuu f)-i) ¢ monyuennem npoaykra ¢ 10%-upv BhixozoM (20 mr). 'H SIMP (400 MI'n, IMCO-
de): 6 8,96 (c, 1H), 8,24 (c, 1H), 8,00-7,97 (1, 2H), 7,77-7,72 (m, 2H), 7,67-7,62 (m, 3H), 7,53 (c, 1H), 7,5-7,4 (T,
1H), 7,3-7,2 (1, 1H), 3,9 (c, 6H); XKXX-MC (U3P): paccumrannas macca: 400,42; maiinenHas macca: 401,1
[M+H]" (By: 1,6 Mun).

IIpumep 382. N-(5-(5-(1-Metun-1H-nmpazon-4-un)-1H-6en30[dJumunazon-1-nn)-3'-(1 H-nmupazon- 1 -mm)-
[1,1'-6udennn]-3-mm)arneramu.

CoennHeHHE MOTyYaloT U3 COCTUHEHUS U3 IpuMepa 277¢) ¢ MpUMEHEHNEM METOINKH, OIIICaHHON B IPH-
mepe 277d). "H SIMP (400 MI'ry, IMCO-de): 8 9,1 (c, 1H), 8,65 (n, 1H), 8,25 (c, 1H), 8,22 (c, 1H), 8,17 (c, 1H),
8,03 (c, 1H), 7,98 (c, 2H), 7,94-7,92 (n, 1H), 7,81-7,8 (1, 1H), 7,77-7,5 (n, 1H), 7,7-7,64 (m, 4H), 6,59 (c, 1H),
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2,1 (¢, 1H); XKX-MC (UDP): paccunrannas macca: 473,53; HalineHHas macca: 474,2 [M+H]" (By: 0,47 muH).

Mpumep 383. N-(5-(5-(1-Merun-1H-nmpazon-4-nn)-1H-6en30[d|Jumnnazon-1-mm)-4'-(1H-muppon-1-nm)-
[1,1'-6udennn]-3-mm)aneramMu.

CoennHeHHE MMOTyYaloT U3 COCIUHEHUS U3 IpuMepa 277¢) ¢ MpUMEHEHNEM METOINKH, OIIICAaHHON B IPH-
mepe 277d). 'H SIMP (400 MI'u, IMCO-de): 8 8,71 (c, 1H), 8,2 (¢, 1H), 8,03 (c, 1H), 7,99 (c, 1H), 7,94-7,93 (m,
2H), 7,86-7,83 (m, 2H), 7,76-7,68 (M, 4H), 7,6-7,48 (m, 3H), 6,3 (m, 1H), 3,88 (c, 3H), 2,14 (c, 3H); KX-MC
(MDP): paccuntanHas Macca: 472,54; Haiinennas macca: 473,1 [M+H]" (By: 1,39 mun).

IMpumep 384. N-(2',4'-Iudrop-5-(5-mopdonuno-1H-6en30[d]umunazon-1-wmn)-[1,1'-oudernn]-3-wmm) k-
JIOTIPOTIAHCYIb(POHAMU.

CoenuHenne momydaioT w3 N-(5-(5-6pom-1H-6en3o[d]umunazon-1-mm)-2',4'-mudrop-[1,1'-6ndpenwmn]-3-
VIT) LIEKJIONPONAHCYTb(hOHAMU/IA C IPUMEHEHHEM METOIMKH 13 npumepa 321. 'H SIMP (400 M, JIMCO-do):
610,38 (c, 1H), 9,0 (c, 1H), 7,79-7,73 (m, 1H), 7,67 (¢, 1H), 7,64 (c, 1H), 7,61 (c, 1H), 7,53-7,46 (m, 2H), 7,33-
7,26 (M, 3H), 3,9 (c, 4H), 3,2 (c, 4H), 2,9 (M, 1H), 1,05 (1, 4H); XKX-MC (U3P): paccunrannas macca: 510,56;
Haitnennas mMacca: 473,1 [M+H]" (sy: 1,39 mun).

Ipumep 385. (E)-N-(2',4'-dudTop-5-(5-(1-(MeTokcuumuno )3tmn)-1H-6en3o[dJumunazon-1-mwn)- [1,1'-
OneHnIT]-3 -1 UKIONPONaHCYIL(OHAMU.

Coenunenne nomyyaror n3 N-(5-(5-anermn-1H-6en3o[d]umunazon-1-nmn)-2',4"-gudrop- [1,1'-6ndennn]-3-
FLIT) UKJIONPOTIAHC Y Tb(OHAMU/IA C IPHMEHEHHEM METOIMKH, OIMCaHHOI B mpuMepe 364. 'H SIMP (400 MI'w,
JIAMCO-dy): 6 8,69 (c, 1H), 9,0 (c, 1H), 8,03 (n, 1H), 7,76-7,67 (M, 3H), 7,54 (M, 2H), 7,47 (m, 1H), 7,45-7,42 (M,
2H), 7,28-7,22 (m, 3H), 7,25-7,24 (ar, 1H), 3,92 (c, 3H), 2,84-2,81 (M, 1H), 2,26 (c, 3H), 1,0 (1, 4H); KX-MC
(MDP): paccuntanHas macca: 496,53; Haiinennas macca: 497,0 [M+H]" (By: 1,68 Mum).

IMpumep 386. N-(5-(5-(1-ILluknonentun-1H-mmupazon-4-un)-1H-6en30[d|Jumunazon-1-wmm)-2',4'-mudrop-
[1,1'-6udernn]-3-wmm)UKIoponancyTbHOHAMUI.

CoenuHenne momy4daioT w3 N-(5-(5-6pom-1H-6en3o[d]umunazon-1-mn)-2',4'-mudrop-[1,1'-6ndpenwmn]-3-
VIT) LIEKJIONPOAHCYTh(OHAMU/A ¢ PUMEHEHHEM METOIMKH, OMICaHHOM B mpumepe 200c). 'H SIMP (400 MI ',
JIMCO-dy): 6 8,4 (c, 1H), 8,33 (¢, 1H), 8,03 (c, 1H), 7,98 (c, 1H), 7,8-7,7 (m, 1H), 7,69 (c, 1H), 7,61 (M, 2H),
7,5-7,4 (m, 2H), 7,32-7,25 (nr, 1H), 4,8-4,65 (M, 1H), 2,95-2,15-1,6 (M, 8H), 1,02 (x, 4H); KX-MC (U3P): pac-
cuMTaHHas Macca: 559,63; HalneHHas Macca: 560,3 [M+H]" (By: 1,19 mun).

ITpumep 387. N-(2",4"-Audrop-5-(5-(2-oxconupponuans-1-nm)-1H-6en3o[dJumunazon-1-mm)-[1,1'-
OneHnIT|-3 -1 UKIONPONaHCYIL(OHAMU.

PactBOp N-(5-(5-6pom-1H-6en30[dJumunazon-1-un)-2',4'-qudrop| 1,1'-Ondennn]-3-mm)uukionpomnan-
cynshonamuaa (50 mr, 0,099 mmons, 1 5kB.) B IMCO (2 M) aerasupyroT 6apOOTHPOBAHHEM a30Ta B TEUCHUE
10 mun. Jo6asnstot omua menu(I) (11,3 mr, 0,059 mmous, 0,6 3kB.), K,CO;5 (42 mr, 0,298 MMoutb, 3 9kB.), N,N-
mumetunrmnra HCL (11 mr, 0,079 mmons) u 2-nupposmaon (42 mr, 0,49 MMoJb, 5 3KB.), B CMECh Jayiee Jiera-
3UpyIoT B Teuenne 10 MuH u 3ateM HarpeBaroT 110 110°C B Teuenue 16 4. Cmech oxmaxaaroT 10 KT u pa3das-
JSFOT STHIIANETaTOM, (QUIBTPYIOT Yepe3 CIOW IeNMTa W MPOMBIBAIOT BOJIOW M HACHIIIEHHBIM PAacTBOPOM COJIH.
Croit sTrnmaneraTa cymar HaJ cyab(paToM HaTpUsA. PacTBOPHUTENs OTTOHAIOT C NOJTYYEHHEM HEOUHIIICHHOTO OC-
TaTKa, KOTOpbIH OUMIIAIOT HpenapatiBHOii BAXKX ¢ momyuennem mpoaykra ¢ 90%-HbiM BbixonoM (45 mr). 'H
SAMP (400 MI', IMCO-dg): & 8,65 (c, 1H), 7,96 (n, 1H), 7,78-7,65 (m, 3H), 7,54 (M, 2H), 7,45-7,42 (m, 2H),
7,28-7,24 (T, 1H), 3,9 (1, 2H), 2,88-2,8 (M, 1H), 2,12-2,02 (M, 2H), 1,0 (M, 4H); XKX-MC (U3P): paccunrannas
macca: 508,54; naiinennas macca: 508,7 [M+H]" (By: 1,46 mMumn).

Mpumep  388.  N-(3-(5-(1-Metun-1H-nupazon-4-un)- 1 H-6enzo[dJumunaszon-1-wmn)-5-(1 H-nupazon-4-
win)peHuT)aneTamMmu .

CoequHEHHE MOTYYaloT U3 COeIUHEHHS U3 IpuMepa 277¢) ¢ MpUMEHEHHEM METOIUKH, OTIMCAHHOHN B NpHU-
mepe 277d). 'H SIMP (400 MTI'u, IMCO-dg): 8 10,3 (c, 1H), 8,61 (c, 1H), 8,2 (c, 1H), 8,11 (ymmup, 1H), 7,98 (c,
1H), 7,94 (c, 1H), 7,88 (c, 1H), 7,76 (c, 1H), 7,66-7,57 (M, 3H), 3,88 (c, 3H), 1,84 (c, 3H); XKX-MC (U3P): pac-
cunTanHas Macca: 397,43; Haiinennas Macca: 398,22 [M+H]" (y: 1,46 mun).

IIpumep 389. N-(3-(3-@ropmmpuamn-4-un)-5-(5-(1-metnn-1H-tupazon-4-un)-1H-6en3o[d]-umumazon-1-
nin)eHnmn )ameTaMuz.

CoennHeHHE MMOTyJaloT U3 COCIUHEHUS U3 IpuMepa 277¢) ¢ MpUMEHEHNEM METOINKH, OIIFCAaHHON B PH-
mepe 277d). 'H SIMP (400 MTI'u, IMCO-dq): & 10,5 (c, 1H), 8,97 (c, 1H), 8,76 (c, 1H), 8,59 (c, 1H), 8,58 (c,
1H), 8,24 (c, 1H), 8,2 (c, 1H), 8,02 (¢, 1H), 7,97-7,96 (M, 2H), 7,8-7,65 (M, 4H), 3,89 (c, 3H), 2,13 (c, 3H); XKX-
MC (MIDP): paccunrannas Macca: 426,45; Haiinennas Macca: 427,1 [M+H]" (y: 0,26 mun).

Mpumep 390. N-(5-(5-(1-(Luxnonpornmicyibdonnn)-1 H-nupazon-4-un)-1H-6en3o[dJumuaazon-1-wi)-
2' 4'-mudrop-[1,1'-Onudenmn]-3-m)aneramu.

K pactBopy coeannenns uz nmpumepa 326 (50 mr, 0,116 mmons) B JIXM nobasnstor nupunus (0,5 mi), 3a-
TeM XJIOpHI nuKiIonponancyisponmia (20 mr, 0,139 mmons, 1,2 3kB.). CMech IepEeMEIINBAIOT B TCUeHHE 1 9 U
racsiT M SKCTPAarupyloT, Kak B mpuMmepe 2b). PacTBopuTens OTrOHSIOT C MOJY4YEHHEM HEOYHIIEHHOTO OCTaTKa,
KOTOpBIi OUHIAKOT IpenapaTuBHOi BAYXKX ¢ momyuenuem mpoaykta ¢ 90%-HbiM BEIXoz0M (42 mr). 'H SIMP
(400 MI'n, CD;0D): 6 8,58 (¢, 1H), 8,52 (c, 1H), 8,33 (c, 1H), 8,09 (c, 1H), 8,05 (c, 1H), 7,74-7,62 (M, 4H),
7,49 (c, 1H), 7,17-7,08 (M, 2H), 3,0 (M, 1H), 2,2 (¢, 3H), 1,1 (m, 4H); )KX-MC (UDP): paccuntanHas Macca:
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533,5; naiinennas macca: 534,1 [M+H]" (By: 1,61 mun).

Mpumep 391. N-(2'-Drop-5-(5-(1-merun-1H-nupazon-4-un)- 1 H-6enzo[dumunazon-1-un)-[1,1'-onpenn]-
3-H3) MAKJIONPOTNIAaHCYTh(HOHAMHI.

Coenunenne mony4aroT u3 N-(2'-pTop-5-autpo-[1,1'-6udennn]-3-un)ameramMmuaa ¢ IPUMEHEHUEM METO-
qmK u3 mpumepa 1, 2 1 200c¢) ¢ momydennemM npoaykTa ¢ 26,6%-ueM BeixogoM (20 mr). 'H SIMP (400 MI ',
CD;0D): 6 8,52 (c, 1H), 8,03 (c, 1H), 7,94 (c, 1H), 7,89 (¢, 1H), 7,71-7,69 (M, 1H), 7,65-7,6 (M, SH), 7,53-7,49
(M, 2H), 7,35-7,25 (M, 2H), 3,96 (c, 3H), 2,78-2,73 (M, 1H), 1,17-1,0 (M, 4H); XKXX-MC (UDP): paccuntannas
macca: 487,55; naiinennas macca: 488,6 [M+H]™ (sy: 1,45 mun).

IMpumep 392. N-(2'.4'-Hudtop-5-(5-(1-(munepuann-4-un)- 1 H-mupazon-4-un)-1H-6en3o[dJumugazon-1-
nn)-[1,1'-6udennn]-3-nin) IUKIONpONaHCyIb(hOHAMHU/I.

a) tper-byrnn4-(4-(1-(5-(muknonponancynsponamuio)-2',4'-mudrop[ 1,1'-6ndpenni]-3-mn)-1H-6en30-
[d]umunazon-5-nn)-1H-nupazon-1-wn)nunepuanH- 1 -kapOoKcHIIar.

Coenunenne mnony4yaror u3  N-(5-(5-6pom-1H-6en3o[d]umunazon-1-mn)-2',4"-nudrop-[1,1'-6ndpennn]-3-
wn)uukionponancyibdonamuna (100 mr, 0,19 Mmois) ¢ mpuMeneHneM MeToauku u3 npumepa 200c) ¢ momyye-
HUEM YKa3aHHOTO B 3ar0JIOBKE COCTUHEHUS ¢ 26,6%-HbIM BBIXOA0M (20 MT).

b) N-(2',4'-Oudrop-5-(5-(1-(munepuauna-4-un)- 1 H-nupazon-4-un)- 1 H-6en3o[dJumunazon-1-nm)-[1,1'-
OudeHwI|-3 -1 ITUKIIOTIPOTIaHCYIb(DOHAMUI.

CoerHEeHHE TTOTYJal0T U3 CoequHeHHs u3 mpuMepa 392a) (60 mr, 0,08 MMOJIB) ¢ IPUMEHEHUEM METOINKH
u3 331b) ¢ momyuenrem mpoaykra ¢ 40%-ubM BeIxozoM (0,020 r). 'H SIMP (400 MI't, IMCO-dy): & 8,64 (c,
1H), 8,30 (c, 1H), 8,03 (¢, 1H), 7,90 (c, 1H), 7,76-7,74 (M, 1H), 7,69-7,62 (M, 2H), 7,54-7,53 (T, 1H), 7,49 (c,
1H), 7,46-7,43 (m, 1H), 7,27 (T, 3H), 4,23 (M, 1H), 3,12-3,09 (x, 2H), 2,81 (M, 1H), 2,70-2,64 (T, 2H), 2,04-2,01
(m, 2H), 1,88-1,84 (m, 2H), 1,23 (¢, 2H), 1,00-0,99 (M, 2H), 0,97 (c, 1H); XKX-MC (MU3P): paccunranHas macca:
574,20; naiinennas mMacca: 574,8 [M+H]" (By: 0,27 mum).

Mpumep 393. N-(2',4"-Hdudrop-5-(5-(1-(mmppommann-3-mn)-1H-mupazon-4-nn)-1H-6en3o[dJumunazon-1-
win)-[1,1'-6udennn]-3-wn) nuxnonponancynbhoHaMU.

Coe/IMHEHHE TIOTYYaIoT ¢ IPIMEHEHHEM METOUK 13 npuMepa 392. 'H SIMP (400 MI'w, IMCO-dy): & 8,64
(c, 1H), 8,33 (¢, 1H), 8,03 (c, 1H), 7,98 (c, 1H), 7,78-7,72 (x8, 1H), 7,69-7,62 (xB, 2H), 7,55-7,52 (1, 2H), 7,48-
7,42 (M, 2H), 7,30-7,25 (m, 1H), 4,87-4,82 (m, 1H), 3,34-3,16 (M, 2H), 3,14-2,94 (M, 3H), 2,93-2,80 (M, 2H),
2,26-2,21 (m, 1H), 2,14-2,07 (M, 1H), 1,01-0,98 (1, 4H); XKX-MC (MDP): paccunrannas macca: 560,62; HaiieH-
Has Macca: 561,3 [M+H]" (By: 0,39 mumn).

[Tpumep 394, N-(5-(5-(4-Amuno-3-propdenmn)- 1 H-6enszo[dJumunazon-1-un)-2',4'-nudrop[1,1'-
Oudenw]-3-mn)aneTamMmuI.

Coe/IMHEHHE TIONYYAI0T W3 COSNMHEHHs U3 mpuMepa 1h) ¢ mpuMeHeHneM MeTonuku w3 mpuMepa 253. 'H
SAMP (300 MI'u, IMCO-d¢): & 10,46 (c, 1H), 8,86 (c, 1H), 8,07 (c, 1H), 7,95 (c, 1H), 7,81-7,71 (m, 3H), 7,59 (z,
1H), 7,51-7,40 (m, 3H), 7,33-7,24 (M, 2H), 6,88-6,82 (M, 1H), 5,25 (ymmp.c, 2H), 2,12 (c, 3H); XKX-MC (U3P):
paccunTanHas Macca: 472,15; Haiinennas macca: 473,5 [M+H]" (By: 1,47 mun).

Ipumep  395. N-(2'.4-Hudrop-5-(5-(1-meTmn-1H-nupazon-4-nn)-1H-6en3o[dJumunazon-1-wmm)-[1,1'-
oudenmn|-3-mn)-2-(4-MeTHInuIepa3uH- 1 -¥w)aneTaMu/I.

CoeIMHEHHE TIOTYYAIOT M3 COSIMHEHHS U3 MpUMepa 2a) ¢ IpHUMEHEHHEM METOAMKH u3 mpumepa 233. 'H
AMP (300 MI'y, IMCO-d¢): 6 10,37 (c, 1H), 8,89 (¢, 1H), 8,23 (c, 1H), 8,14 (c, 1H), 8,01 (c, 1H), 7,97 (c, 1H),
7,89 (c, 1H), 7,76-7,72 (m, 2H), 7,66-7,64 (M, 2H), 7,6 (¢, 1H), 7,49-7,44 (m, 1H), 7,31-7,26 (ar, 1H), 3,88 (c,
3H), 3,46 (c, 3H), 3,5-3,4 (ymmp, 2H), 3,16 (c, 4H), 2,8 (c, 4H); XKX-MC (M2P): paccunrannas macca: 541,59;
Haiinennas mMacca: 542,1 [M+H]" (y: 0,1 mun).

Mpumep 396. N-(3-(5-Proprnupuann-2-un)-5-(5-(1-merun-1H-nupazon-4-un)-1H-6en3o[d[umunazon-1-
11) (DS HUI ) IUKJIOTIPOTIAHCYITh (Y OHAMHI.

a) N-(3-(5-(1-Metun-1H-mpa3zon-4-wn)- 1 H-6en3o[ d Jumunazon-1-mn)-5-(4,4,5,5-rerpamernn-1,3,2-
JIoKcabopoIaH-2-wi)peHIT)aleTaMHI.

PactBop coemunenus u3 npumepa 277¢) (0,9 r, 2,2 mmoinb) B 1,4-muokcane (20 mur) nerazupyroTt 6apOoTh-
poBanueM N, B TeueHune 5 MuH. JloOaBnsroT Ouc(mmHakomaTo)audopon (0,67 r, 0,1855 mmonb, 1,2 3kB.), H
CMeECh JIETa3upyIoT B TeueHue emie 5 muH. [locnenoBatensHo go6asistot Pd(dppf)Cl, (0,0107 1, 0,0131 Mmoub,
0,05 sxB.) u anerat kamus (0,539 1, 5,49 MMonb, 2,5 3KB.), ¥ CMECh Jajee Jera3upyioT B TCUCHHE 5 MUH U 3aTEM
HarpeBaroT rpu 100°C B Teuenue 12 4. Cmech racst U SKCTparupyroT, kak B npuMepe 1d). PactBopurens otro-
HSIOT C MOJyYCHHEM HEOUYHMINEHHOI'O OCTaTKa, KOTOPHIA NMPOMBIBAIOT T'€KCAaHOM C IOJYYEHHEM YKa3aHHOTO B
3aronoBKe HeounmeHHoro mpoaykra (1,1 r). "H SIMP (300 MI'n, JIMCO-dg): & 10,31 (c, 1H), 8,58 (c, 1H), 8,19-
8,18 (m, 1H), 7,98-7,94 (m, 3H), 7,58 (M, 2H), 7,49 (M, 1H), 3,89 (¢, 3H), 2,10 (¢, 3H), 1,33 (¢, 6H), 1,17 (c, 6H);
JXKX-MC (MDP): paccunTannas Macca: 457,23; Haiinennas macca: 457,90 [M+H]" (By: 0,480-0,493 mun).

b) N-(3-(5-®roprmpunun-2-mn)-5-(5-(1-metun-1 H-mupazon-4-un)-1 H-6en30[ d Jumunazon- 1 -mm)de-
HUIT)alleTaMHI.

PactBop 2-6pom-5-¢ro;primpuans (0,2 T, 1,136 MMous) B 1,2-aumetokcudTane (16 mur) gerasupyrort Gap-
6otupoBanneM N, B TeueHue 5 muH. J[o6aBistoT coennaenue u3 npumepa 396a) (1,03 r, 2,253 mmons, 2,0 9KkB.),
W cMech JerasupyioT B Teuenue eme 5 MuH. [locnemoBatensHo aobGasmsror Pd(dppf)Cl, (0,0463 1, 0,0567
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MMmodb, 0,05 9kB.) u BoaHkIH kapOoHat HaTpus (0,3 T, 2,83 MMOIIb, 2,5 9KB.), B CMECh Jajee ACTa3upyroT B TeUe-
HHUE 5 MuH U 3aTeM HarpeBaroT mpu 90°C B TeueHue 3 4. CMeCh TacsaT U IKCTParupyroT, kak B mpumepe 1d). Pac-
TBOPHUTEIb OTTOHSIOT C ITOJIyY€HHEM HEOYHIIEHHOTO OCTaTKa, KOTOPHIH OYHMIAIOT XpoMaTorpaduel Ha KOJIOHKE
(60-120 cunmkarens, 3%-Hb1i MeTaHod B JIXM) ¢ moixydeHneM yka3aHHOTO B 3ar0JIOBKE COEOMHEHHUS ¢ 52%-
HBIM BBIXOAOM (250 ™). 'H SIMP (400 MI'w, JAMCO-dy): 6 8,59 (M, 1H), 8,53 (c, 1H), 8,19 (M, 1H), 8,13 (m,
1H), 8,03-8,01 (M, 1H), 7,96-7,91 (m, 1H), 7,88 (m, 1H), 7,76-7,71 (m, 1H), 7,65-7,57 (M, 3H), 7,56-7,48 (m, 1H),
3,89 (c, 3H), 2,10 (c, 3H); XX-MC (MDP): paccunrtanHas mMacca 426,16; Haiinennas macca: 427,1 [M+H]™ (By:
0,491 mun).

¢) 3-(5-Dropmupuama-2-1n)-5-(5-(1-metun- 1 H-mupazon-4-wmn)-1H-6en30[ dJumMunazos- 1 -um)aHuimiH.

K pactBopy coenunenwus u3 nmpumepa 396b) (250 mr, 0,586 mmonns) B 3Tanose (30 M) 10OaBISIOT BOAHBIN
pactBop NaOH (230 mr, 5,75 Mmmonb, 10 5kB.)3, u cMech HarpeBaroT npu 85°C B TedeHue 16 4. CMmech racsrt u
IKCTParupyroT, kKak B npumepe 1d). PacTBoputens OTTOHSIOT ¢ MOTYYEHUEM HEOUHICHHOTO OCTATKa, KOTOPBII
NPUMEHSIOT Ha CIEAYIONIel ctaauu 0e3 nanpHeimei ounctku. Beixon 250 mr. XKX-MC (UDP): paccuntanHas
macca: 384,15; naiinennas macca: 385,2 [M+H]" (By: ot 0,312 y10 0,413 mun).

d) N-(3-(5-@ropmupuaun-2-mn)-5-(5-(1-metmn-1H-nmupazon-4-wmn)- 1 H-6en3o[d Jumunazon-1-wn)herwn)-
IIUKJIOTIPOTIaHCYIb(POHAMIT.

K pactBopy coenunenust u3 npumepa 396¢) (250 mr, 0,651 mmoinp) B TT'® (15 mur) mo6aBnstoT MUPHIAH
(0,154 1, 1,946 mmoub, 3,0 3KkB.), 3aTeM Xiopuj Iukionpomnancyibdonuna (0,11 r, 0,7746 mmons, 1,2 3kB.).
Peakmnmonnyio cmech nepememmBatot npu KT B Teuenne 12 4, racsAT U dKCTparupyror, kak B nmpumepe 1d). Pac-
TBOPHUTEIH OTIOHSIOT C TMOJYYCHHEM HEOUYMIIEHHOTO OCTaTKa, KOTOPBIH OYHWIIAT mpenapatnBHO BOXKX ¢
MOJTYYCHUEM TPOAYKTA ¢ 5%-HBIMT BBIX0J0M (15,6 MT). 'H SIMP (400 M, JAMCO-dy): 6 10,25 (c, 1H), 8,74-
8,73 (m, 1H), 8,70 (c, 1H), 8,22-8,18 (M, 2H), 8,07-8,00 (M, 3H), 7,94-7,91 (m, 2H), 7,67-7,65 (m, 1H), 7,61-7,59
(M, 2H), 3,87 (¢, 3H), 2,84 (M, 1H), 1,01-0,996 (M, 4H); XKX-MC (UDP): paccunrannas macca: 488,14; HaiiieH-
Hast Macca: 489,1 [M+H]" (By: ot 0,847 10 1,048 mun).

AOGOpeBHaTYpHI.

KT - komHaTHas TemnepaTypa,

BY - BpeMsl yICpKUBAHUS,

BINAP - 2,2'-6uc(audennndocduno)-1,1'-6nnadru,

JAM® - N,N-nmumeTtundopmamu,

TI'®- Terparuapodypas,

TDA - TpudTHIAMUH,

JAXM - guxiopmeTaH,

JAMCO - numeTricynbpOoKCHI,

EDC - rugpoxmopun 1-3tui-3-(3-1uMeTHIaMHUHOIIPOITH )KapOo AuuMuIa,

I'ATY - meranamunnii rekcapropdocdar 2-(1H-7-a3abenzorpuazon-1-un)-1,1,3,3-rerpameriinyponus,

HOBt - runpoxcnben3orpuaszodn,

JUIIDA - N,N-1un30nponisTUIaMyH,

TBAF - ¢ropun Terpa-H-OyTHIaMMOHHS,

Pd(dppf)Cl, - nuxmopun 1,1'-6uc(mudenundocduno)peppouennamiamus(ll),

Pd(PPh;), - Terpaxuc(tpudenundocdun)namianuii(0),

Pd,(dba); - Tpuc(aubenzunuaenaneron)unaniaanii(0).

OOPMVYIJIA NU3OBPETEHUA
1. Coennnenue dpopmyisl (1)
N
(1
27 N

0
rae Z sisiercss CH unu N
G sABISAETCS IIMAHO WIIM TPYIIION (OPMYJIIBI

Ry
Rz ,

rae A sBisieTcs (EHIIBHBIM KOJBIIOM WU 5-12-4JIeHHBIM MeTepOUUKIHYCCKIM KOJNBIIOM, BKITFOYAIOIIM
1-5 rerepoaToMoB, BeIOpaHHbIX U3 N, O u S,
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R; sBisercsa H, C,.; ankunom, C;_; nuknoankmwioM, Cs_; mukmoankun C;_; ankmwioM, Ci_; ankokcu, C;_; aJ-
KIJIKapOOHUIIOM, aMUHO, THAPOKCH, Tuapokcu Ci; ankuinoM, Ci; amkmwiamuHo Ci.; ankwmwioM, ¢permn Ci; ai-
KOKCH, -NHC(O)-RZI, —R12—C(O)-R13, -SOz-R14 i -E-RG, u

R, sBisteTcsa H, ramorenom, C,_; aJIKHIOM HIH OKCO;

B sBnsercs deHnmoM mwim 5-12-4JeHHBIM TeTEPOIMKINYECKUM KOJIBIIOM, BKIFOUaromuM 1-5 rerepoato-
MOB, BBIOpaHHBIX U3 N, O 1 S;

R; ssasercs H, ramorenom, C,; ankwmwioM, C;; aJKOKCH, IIHAHO WX HEOOsS3aTEIHHO 3aMEIIEHHBIM S5-6-
YJICHHBIM TE€TEPOIUKINIESCKIM KOJIBIIOM, BKIToUatomumM 1-4 retepoatoma, BeIOpaHHbIX 3 N, O u S;

R4 sBnsiercst H, ramorenom, C;_; aJIKUIIOM HITH OKCO;

M siBasieTcst ruapokcuinoM, C,_; ankunom uian -NHRs;

Rs sBnsercs H, -C(O)R;, -SO,Rg, -C(0)-D-Ry mnu HeoOs3aTENFHO 3aMEIICHHBIM S-6-4JICHHBIM T€TepO-
UKITMYSCKUM KOJIBIIOM, BKJIFOYAtoNuM 1-4 rerepoaroma, BeIOpaHHBIX U3 N, O u S;

Rg sBNsIeTCs HEO0OA3aTEMPHO 3aMEIICHHBIM 5-6-UJICHHBIM TETEPOLUKIHICCKIM KOJIBIIOM, BKIFOYAIOMINM 1-
4 rerepoaroma, BeIOpaHHBIX U3 N, O u S;

R; sBisiercsa C_; ankunom, C,_; ankenunoM, Cs_; muknoankumioM, C,;_; ankokcn, Ci_; ankokcu C|_; alKHIIOM,
kapOokcu C,_; amkmiom, Ci; amkokcukapoonun C,.; ankwioMm, C,; ankmiamuao Ci; amkwiom, -NH-R;, wn
-NH-X,-Ry;;

Ry sBisiercst Cy_; ankwmiiom, C,_; ankeHmwioM, Cs_; DUKIoankmioM, tuapokcu C,.; amkmiioM, -NR gR 9, -NH-
X5-Ry, (eHWIOM WM HEOOS3aTETHHO 3aMEIICHHBIM S5-0-UJICHHBIM T€TePOUUKINISCKUM KOJIBIIOM, BKIFOYAI0-
M 1-4 rerepoaroma, BeIOpaHHBIX 13 N, O 11 S;

Ry sBsiercst eHMIOM WM HEOOS3aTENBHO 3aMEIICHHBIM S-O-WJICHHBIM TeTePOLUKIMYECKUM KOJBIIOM,
BKJIIOYaronuM 1-4 rerepoaroma, BeiOpaHHbIX 3 N, O u S;

Ry sBsercs Cy_; ankunom win C;_; IUKITIOQTKUIIOM;

Ry, sBAsieTcs QeHMIOM WM HEOOS3aTEIbHO 3aMEIICHHBIM S5-O-UJICHHBIM T'€TCPOIHMKINICCKIM KOJBIIOM,
BKJIIOYaronuM 1-4 rerepoaroma, BeIOpaHHEIX 13 N, O u S;

Ry, 1 Ry siBistrorest C_; alnKuiioMm;

R; sBisiercst C .7 aIKOKCH, aMHHO WITH THIIPOKCH;

Ry, sBisetcs C,_; ankminoM wik Cs ;7 HUKIOAIKUIOM;

R,s 1 Ry siBistrorcst HezaBucumo H, C_; ankunom unn Cs_; HAKIOAIKHAIIOM;

Ry siBiIsIETCSA (heHMIIOM WIM HEOO0A3aTEeIHHO 3aMENIEHHBIM S5-6-UJICHHBIM Te€TEPOIUKINYECKAM KOJIBIIOM,
BKITIOUatomuM 1-4 rerepoaroma, BeIOpaHHbIX U3 N, O 1 S;

E sBnsercs cBszbio unu Ci.7 aKHIIOM;

D sBnstiercs cBs3bro mwin Ci.; alKHIOM;

X; 1 X, HE3aBUCUMO SIBIISIIOTCS CBSA3BI0 WA C|.7 aJIKHIIOM;

IJIc 3aMeIaromas Tpymna B KaKIOM cliydac HE3aBUCHMO BBIOpaHa u3 1-3 3aMecTUTENCH, BRIOpaHHBIX U3
ranorena, C;_; ankuna, rano Ci_; akuia, THAPOKCH, aMUHO, C;_7 AIKOKCH ¥ METHIICYTb(OHUIIA;

U ero (hapManeBTHYECKU MPUEMIICMBIC COJIH.

2. Coenunenue no 1.1, rae M ssisercs -NHRs.

3. Coenunenwue 10 JitoOboMy 13 ML 1 u 2, T1e KOJBIOM A SIBISIETCS OJHA U3 CIEAYIONUX TPYII WIHA UX Tay-

TOMEpOB:
N== N=N = N==\ “?s
o 0 O L, 2 O (]7

an 2y 3y @ 67

¢t 3\/~~s Qf by ( Ay Oy

) 0) anrn (12}

0/:3\; <\:jd\§g N ()‘s‘s \) (_)\5

{139 {14) (15') (16" am (189

he U O D O

19 20 1) 22 @3

4. Coenunenue 110 gro0oMy 13 L. 1-3, Tae KosbioM B sBisiercst mo0ast U3 CIeAyIomuX TPy WIH UX Tay-
TOMEPOB
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SRegagsoies

a7 (4 ) (5")

CH /\"’”“Créij"

6" (7} (8" (%" (10"
5. Coeagunenue 1o mobomy u3 1. 1-4, e Z ssisercs CH.
6. Coegunaenue 1o modomy u3 . 1-4, tne Z spusercs N.
7. Coequnenue 1o modomy u3 1. 1-6, e G sBisiercs rpynmnoi GpopMyIibl

2,

Rq
Ry )
rae A seuseTcs koabitoMm Gopmynsr (1), (21, (3Y), (4", (5Y), (7)), (10, (12"), (14"), (16") wm (20");
R, saBnserca H, C,_; ankunom, C,; ankokcu, ruapokcu C;; ankuiom, C,_; ankunamMmuHo C,_; aqKuiIoM WId
E-Rg;
R, sBnsercs H;
B sBisiercst konprioM gopmynst (1), (2"), (3"), (4") nm (6");
E sBnsercs cszbro uinu Ci.7 aKHIOM;
R siBRISIETCSL OTHOM U3 CeAYIOUINX TPYIIIL:

O OO -0 O

(@) (b) () (d} (¢}
R; saBnsercs H, ramorenom, C;_; ankwmioMm, Ci.; aTKOKCH WIH [IUAHO;
R4 sBnsiercss H nnm ramoredowm;
M sensiercs -NHRs5;
Rs sBnsieTcst C(O)R7, -SO,Rg unm -C(O)- D Ry mim mo6oit u3 cnez[y}onmx qupMyn

[s¥vT2e st olst

(El ) (b (c" (d) (e (£

R, sBisieTcsa C,_; ankunom, C,5 ankenmioMm, -NH-R o mimm -NH-X, R,;;
Rg sBisiercs C,_; ankuiom, C,_; ankeHuwioM, Cs_; LuKIoankuioM, ruapokcu Cy; ankuiom, -NRgR 9, -NH-
X3-Ryp, henmmom mim rpymmoin

1]

R, sBasetcst C,_; ankrioM Wi Cs_; MUKIIOATKHIOM,;
R sBisiercs derunom, 4-propdeHnniom UM ogHON U3 CIETYIOIINX TPYIIIL:

= O O

@) () (e)

’
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Ris u Ryg HE3aBUCUMO siBIsitoTcst H, Cy_; ankunom win Cs.; MUKIOATKHIOM;

Ry ABIsIETCA TpYyHION
(]

[e;
{a) ;

X, u X, HE3aBHCUMO SIBJISIOTCS CBA3BI0 WiIH C|_; ankuiIoM u D sBisieTcs ¢Bsa3bi0 uian C;_; aJIKHIIOM.

8. Coenmnenue no mobomy u3 mi. 1-7, rae B aeustiercst konbriom dopmyis (1) wm (6").

9. Coenunenue 1o mobomy u3 mi.1-8, rae A ssistercst koabuoM Gopmyast (1Y), (2), (4Y), (71, (10Y, (14",
(16") umm (20").

10. Coemunenue no mobomy u3 1. 1-9, tne B sBnsgercst pennnom, R sBisiercs rajoreHoM u Ry sBisieTcst
H wnm ramoresom.

11. Coeaunenne mo mobdomy u3 mir. 1-10, rome M sBusercs -NHC(O)R, rae Ry saBnsercs C,_; ankwiom, C,_;
ankennsioM, C;_; nuknoankuioM, -NH-R o ninn -NH-X,-R |, roe R aBmsercs C,.; ankuimoM win Cs_; MUKI0AI-
KiJioM, X; SBJSETCs CBsA3bio win Ci; ankwioM u R;; SBIsAeTCS 5-6-4lIeHHBIM TeTEPOIUKINICCKIM KOJIBIIOM,
BKITIOYaroIuM 1-4 rerepoatoma, BeiOpaHHbIX U3 N, O u S, HeoOs3aTeIbHO 3aMEIICHHBIM 0THON win nByMs C;
ANKWIHHBIMH TPYIIIIaMHU.

12. Coenunenue o arodomy u3 mm.1-10, rae M sBasercs -NHSO,R, rae Rg sBnsercs Ci.; amkuiom, C,;
ankeHwioM, C;_; nuknoankunom, Germtom mwia NRgR1q, rie Rig 1 Ry HezaBucumo seusroress H, Cy_; ankunom
niu Cs_7 HUKITOATKHIIOM.

13. Coenunenre mo mrobomy u3 1. 1-10, rme M sieasiercss -NHC(O)-D-Ro, tne D sBnsiercs cBsizpro mwim C 5
ATKWIOM U Ry sIBIIsieTCst 5-6-4JICHHBIM TeTEPONMKIMIECKAM KOJIBIIOM, BKITIOUYArOmuM 1-4 reTepoaroma, BEIOpaHHBIX
m3 N, O u S, HeoOs3aTENHFHO 3aMEIIEHHBIM OHOM WU ABYMS C/_7 QJIKWIIEHBIMU TPYTITIAMH.

14. Coenunenne no mobomy u3 . 1-10, rme Rs siBiuseTcs 5-6-1IeHHBIM T€TEPOIUKINICCKAM KOJIBIIOM,
BKITIoUaromuM 1-4 rerepoaroma, BeIOpaHHbIX 13 N, O u S, Heo0sM3aTeIbHO 3aMEIEeHHBIM OTHOW Wik aByMs Ci_;
AJKWIBHBIMU TPYIIIIaMHU.

15. ®apMmaneBTrYeCcKass KOMITO3UIHS IS JICYCHUSI COCTOSIHHS, B KOTOPOM JKCJIATCIIFHO WHTHOWPOBAHUE
POP® kunazbl, conepxkaimas coeauaerune popmyisl (1) wm ero papManeBTHYSCKH PUEMIIEMYIO COJb BMECTE C
(hapMaleBTHYCCKH MPUEMIIEMBIM HOCUTEIIEM.

16. Ilpumenenne coequuenus Gopmyisl (I) mim ero ¢papmaneBTHIECKH TPUEMIIEMON COJH B IIPOU3BO/ICT-
BE JICKAPCTBEHHOTO CPEJICTBA JIISI JICUCHHS COCTOSIHUS, B KOTOPOM JKeJIaTeNbHO HHruOnpoanue POP®D kunassl.

17. Ilpumenenne coequnaenus Gopmyisl (I) mim ero ¢papmaneBTHIECKH TPUEMIIEMON COJH B TIPOU3BO/ICT-
BE JICKQPCTBEHHOTO CPEJICTBA JIJIS JICUCHHSI paka.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB
Poccusi, 109012, MockBa, Manblii Yepkacckuit nep., 2
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