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IPUMEHSIEMbIM ISl JICYEHUS! CepAEeUHOCOCYAUCTBIX 3a00JIeBaHUM, B OCOOEHHOCTU I'MIIEPTOHMH,
JUISL JICYCHUSI CepACYHOM HEJOCTAaTOYHOCTU M apTEepPHAIbHBIX CTEHOK. 2 C.aI. U 6 3.11. ¢-Jbl, 1
Tabm., 196 mp.

N300peTeHre OTHOCUTCS K HOBBIM IPOM3BOIAHBIM TPHUA30JONMMPUMHINHA OOIICH
dbopmyiel (1) 1 k hapMarieBTHUESCKUM KOMITO3UITUSAM Ha UX OCHOBE.

PaccmarpuBaemoe coemumHeHue o0namaeTr  O4YeHb LIEHHOM  (papMaKoJIOTHYeCcKou
AKTUBHOCTBIO B KAUECTBE AHTATOHHMCTA II0 OTHOIIEHUIO K peuenTtopam anruoreHsuHa II. B
YaCTHOCTH, OHU TIOJIC3HBI JJIS1 JICUCHUS CEPACYHO-COCYIUCTHIX 3a00I€BaHN, B OCOOCHHOCTH ISt
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JICYCHUsl TUTICPTOHUH, IS JICUCHUS CePICYHON HEJOCTATOYHOCTHU U IS JICUCHUS apTepUATbHBIX
CTCHOK.

[IpousBogHBIE TPUA3OJIOMUPUMUINHA W WX TayTOMEpHbIE (OPMBI  COTTACHO
n300peTeHno oTBedaroT oomei gopmyse (I):

R[

= X

N~ N
Ry j/ ‘N

R; o

rae

R; o3Havaer HM3MIMH anKWibHBIA pagukas ¢ 1-6 atoMaMu yriuepoja MWIH
IUKJIOATKWIBHBIN pagukan Cs-C,,

R, o3Havaer arom BOAOpOJa, HU3LIMI AIKWIBHBIN panukan ¢ 1-6 atomamu, HU3LIMI
raJOreHOANKMIbHBIN pamukan ¢ 1-6- C-aromamu, rpynmy NR4Rs', rpynmy NH-NH,, rpymmy
(CH2)m-OR4, -(CH2)m -SRa4, mpuuem Ry u R, ogMHAaKkoBble WM pasHbIEe, 03HAYAIOT aTOM
BOJIOPOJia, HU3IIUHN aJIKWIbHBIN paaukai ¢ 1-6 C-atomamu U «T» o3HaydaeT 1ennoe yucio 0-2.

I'pymna =X =——— ¥~ wm -Y=—=X- o3nauaer OJIMH M3 CIIEYIOIINX JIBYXBaJIECHTHBIX
PaMKaIOB:
N-C-  -N -C- -N=C-
SR! NHR" R
\
-N=C-; -N=C-; -N=C-;
SO,HR'R"
-N=C-;

B koTOpbIX R' 1 R", 07iMHaKoBbIE MK pasHbIE, 03HAYAIOT:

- aToM BOJOPOJA, HM3IIMK aJIKWIBHBIM pamukan ¢ 1-6 C-atomamu, HUBIMIWN
raJloreHaJIKWIbHBIA pagukan ¢ 1-6 C-atomamu,

- rpymmny (CH,),COORs; (CH)s-O-Rs; (CH,).-O-CO-Rs; (CH»)s-S-Rs, mpudem «ny»
o3HayvaeT menoe unucio 1-5, u Rs npeacrasuser coboit aToM BOJOpOAa WM HU3IMIUN alIKHIbHBIHA
panukain ¢ 1-6 C-atomamu;

- (heHWIIbHBIN, MUPHUIWIBHBINA, THEHWIBHBIA WK (GYPUIBHBIN paauKal;

R; o3nauvaer rpynmy NO», NH, win oJluH U3 caeayromux pagukaioB:



227

- /__._,-/-1.“\._..._ e
I I
HOOC/ S NC T
T T
s J . )
= \.\_:\//.- N o
ff \\\ - ,f'; \
N N “:‘,« 0
N/ y ( A)

! A
N
N

BeimieykasanHble POU3BOAHBIE MOTYT HaXOJUThCS BO BCEX TayTOMEPHBIX (OpMax U B
BHJIC COJICW TIPUCOCIWHEHUS, B OCOOCHHOCTH (apMaIeBTUUECKH TMPUEMIIEMBIX COJICH
IIPUCOETUHEHUS.

B omucanum u ¢dopmyne wu300peTeHHs 1O HU3MIMM  QJIKWJIOM IOHHMAloT
YIIIEBOJOPOAHYIO II€Tb, COAEPXKAILYIO 1-6 aTOMOB yriaepoaa, JUHEHHYIO WIH Pa3BETBICHHYIO.
Hu3mmmM ankuiIbHBIM paguKalIoM SIBISETCS, HaPUMEpP, METHWIbHBIA, YTWIBHBINA, MPONUIbHBIM,
M30MPONWIbHBIN, OyTUIBHBINA, H300yTUIBHBINA, TPETOYTHIIbHBIN, MEHTUIILHBIN, W30NECHTHIBHBIMH,
TeKCUJIbHBIN, N30T€KCUIIBHBIA pauKall.

[lon HU3MIMM rajaOreHAJKUIBHBIM PaJUKalOM IMOHUMAIOT aJIKWIBHBIM paaukan ¢ 1-6 C-
aToMaMH, B KOTOpoM 1-7 aToMOB BOJIOpOAAa MOTYT OBITH 3aMelleHbl 1-7 aToMaMy rajoreHa.
HuszmmM rajoreHankuibHBIM paJuKaloM SIBISIETCS, HAapuMep, TPUPTOPMETHIbHBINA paJuKal,
2,2,2-tpupTOp3TUIIBHBIN paauKall, MTeHTadTOPAITHIBHBIN panukan, 2,2-nudrop-, 3,3,3-TpudTop-
OPONWIBHBIA  paguKay,  renta@TOpPHPONWIbHBIA  paauMKal,  XJOPMETWIbHBIM WU
OpOMMETUIILHBIN paiuKall.

Ilon muknoankunbHbIM pagukaioM ¢ C;-C; MOHMMAOT LMKINYECKUH HACBHIIIEHHBIN
YIJIEBOJOPOAHBIA  pafuKal, MPEINOYTHUTENbHO  LUUKIONPONMUIBHBIN,  IIUKIOO0YTHUIbHBIH,
LUKJIOTEKCUIbHBIN WINM HUKIOTENTHIIBHBIN paguKall.

[Tox ramoreHoM MOHUMAIOT aTOM XJI0pa, OpoMa, Hoaa uiu Gropa.

N300peTeHne OTHOCUTCS B OCOOCHHOCTHM K MpPOM3BOAHBIM oOmel ¢opmynst (1), B
KOTOPOM:

R, o3Hauwaer HM3mMN ankwibHbIM pagukan ¢ 1-6 C-aToMaMu WIM LUKJIOAJKUIbHBIN
pagukan ¢ C;-Cs,

R, o3Havaer arom BomoOpoAa, HU3MIMHA AJKWIBHBIM pagukan ¢ 1-6 aTomMamu, HHU3IIUN
rajJloreHOANKUIBHBIN pagukan ¢ 1-6- C-aromamu, rpynmy NH-NH,, rpynny (CH:)m-ORs4, -
(CH2)m —SR4, rie o3Ha4yaeT atoM BOJOPOJA, HU3LIMKI aJKWIBHBIM pagukan ¢ 1-6 C-aromamu u
«my» 03Hayaer nenoe yucio 0-2.

COBOKYIIHOCTh ~& ——— ¥~ O3HauaeT pajuKal, BHIOPAHHBIA M3  CIIETYFONINX
JIByXBAJICHTHBIX PaJUKaJIOB:
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-C -N- -C-N-5 -N-=Cx
1{]‘]
-N=C-;
B KOTOPBIX:

Rs o3nauaer panmukan, BBIOMpaeMblii W3 TPYNIBI, BKIIOYAIOIICH aToM BOAOPOJA,
(CH,),OH; -(CH,),COOH; R,; -(CH2),COO R, rae R, 03HauaeT HU3MIMN aTKUIBHBINA pauKai
¢ 1-6 C-aromamu 1 «n» O3HAYaeT 1eJI0e YUCIIo, paBHOE 1 miu 2.

Ry o3nauaer arom Bogopoaa wiu paaukail — SH,

R0 03HawaeT aToM BOJIOpPOIa WIIM HU3LIWKA AJIKWIBHBIN pagukai ¢ 1-6 C-aromamu.

R, o3HauaeT pagukan, BRIOMpaeMbIil U3 TPYMIIbI, BKIIOYAIOIIEH aTOM BOJOPO/1a, HU3IIHIA
ANKWIbHBIA paaukan ¢ 1-6 C-atomaMM, HUBIIHWN TaJOT€HOAJNKWIbHBIN pagukan ¢ 1-6 C-
atoMamy, (EHWIBHBIA paaukal, TUpUAUHWIBHBIN pamukan, -O(CH,),OH; -ORyp; -
O(CH,),OCORy»; -SH; -SRypp; -S(CH»),COOR; -S(CH,).OCOR»; -NH(CH,),COOR,; -
NR13R14; SOQNR12R14; -(CHz)nOH; -(CHz)nORlz; COOH, COORlz; (CHz)nCOOH,
(CH,),.COOR; tae «n» u Ri> UMEIOT BhIIIeyKa3aHHbIC 3HaueHus, a Ri; 1 R4, oquHakoBeie win
pa3Hble, 03HAYAIOT aTOM BOJIOPO/Ia WIM HU3IINHI alIKWIbHBIA paaukai ¢ 1-6 C-atomamu;

R; o3HavaeT ouH U3 CAEAYIOMMX PAJUKATIOB:
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CornacHo OJHOMY BapHaHTy OCYLIECTBJIEHHs, R; 03Ha4aeT N-MPONUILHYIO TPYIILY;
COIJIACHO JIPYrOMY BapHaHTy OCYLIECTBIEHUS R; 03HayaeT n-OyTHJIBHYIO TIPYIIIY; COIJIACHO
CIIEYIOIEMY BAPHAHTY OCYLIECTBIEHHS R| 03HAYAET STHIIBHYIO PYIIILY;

COIVIACHO OJHOMY BapUaHTy OCYIIECTBICHUS, R, O3HaYaeT METaJbHYIO TpPYIILY;
COTJIACHO JIPYTOMY BapUaHTy OCYLIECTBJIEHHS R, O3HAa4yaeT JTHIBHYIO TpPYIIIY; COIJIACHO
CIEYIOIIEMY BapHAaHTy OCYIIECTBICHUS R, 03HaUaeT METOKCUMETHIILHYIO TPYIIITY;

COTJIACHO OJHOMY BAPHAHTY OCYIIECTBICHHS COBOKYIHOCTh = ——
OJIMH U3 CIIENYIOIMX JBYXBAJIECHTHBIX PAJUKAJIOB:

O Q

| |

=V¥- osnauaer

-C-NH- NH-C- Wi yy rayromepnyio hopmy;
COTJIACHO OPYroMy BapHAHTY OCYIIECTBICHHS COBOKYITHOCTh=2A ——— ¥ —03HA4aeT
pasuKa
S
l WIM €10 TayTOMEPHYIO (hopMy;
-C-NH -
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COTJIACHO CIEAYIOIIEMy BapUAHTY OCYIIECTBICHHS COBOKYIHOCTh -2 ——— ¥— O3HA4aer
H CH;
pamKa | W | COIJIACHO CJIEAYIONMIEMY BapHaHTy OCYIIECTBJIECHHS
_N=C -N=C-;
COBOKYIHOCTb =% ——— ¥-03HauaeT pajukan

~-N=C-um-N=C-

NH, NHCHs iy ero TayTOMEPHYIO popMy;
COTJIACHO CIEIyIOMEMY BAPHAHTY OCYIIECTBICHHS COBOKYIIHOCTh =% ——— ¥-
O3HauaeT paguKal
COOC,H; CH,COOC,H;s
N= (|3 - wm-N=C-;
COTJIACHO OJTHOMY BapUaHTY OCYIIECTBICHUS R; o3HauaeT 2-(5-TeTpaszoni)-QeHmIbHY 0

rpymimy.
Oco0eHHO MPEeANOYTUTEIHHBIMUA COCIUHEHUS SIBIISIOTCS TaKHe, KOTOPHIC BBIOMPAIOTCS
cpeau MpoayKTOB (OPMYIIbI;
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CormacHo m3o0pereHnto coenuaeHus: Gopmyibl (I) MOTYT OBITH TOJTYYEHBI COTJIACHO
CIIeTyOIIel TIOCIIEIOBATEILHOCTH PEAKIIHIA:

[Tomrygarot ankui-3-okco-ankanoat Gopmyisr (11):
R, - C - CH; - COOR¢

O (I

B KOTOpoil R, MMeeT BblleykazaHHOE 3HaYeHHE U R¢ 03HaYaeT HUBIIMKA aJKWIBHBIN pajuKall,
NPEMOYTUTEIFHO METHJI WM JTWI, W3BECTHBIM METOJIOM, HAIlpuUMep, TaKUM, KaK peaKmus
Knaiizena, winu kucnotHeli Meton Meldrum (3T MeToapl MOXKHO HAaWTH B JIUTEpAType IO
CCBUIKAM:
- Oikawa Y., Sugano K., Yonemitsu O., Journal Organic Chemistry, 1978, 43(10), 2087-88.
- Wierenga., Skulnick H. 1., Journal Organic Chemistry . 1949, 44(2) 310-11,
- Houchton R.P., I Apham D.J. Synthesis 1982, 6,451-52.
- Bram G., Villkas M. Bull. Soc. Chim. France, 1964(5), 945-51).

3ateM OeH3WINPYIOT MoiydeHHoe coefauHeHue gopmyisl (II) coenunenuem Qopmyiisl

8
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(I1D):

B MPHUCYTCTBUU OCHOBAHUS, TaKOro, KaKk KapOOHAT HATpus WM Kajlus B alleTOHE, aJIKOTOJIST
HATpUsl WIM Kajgus B CHOHPTE, TUAPHJ HATpUs WIM JIUTHS B PACTBOPUTENAX, HAlpHMeEp,
terparuapodypane, IUOKcaHe win auMmeTmwipopmamune, npu temmeparype 50-100°C, wim B
IOPUCYTCTBUM HKBUBAJICHTa XJOpHJIAa WIM OpoMHuAa JUTHS M JBYX OSKBHBAJICHTOB
JUU30TNPONIIATUIAMUHA, TpU  TemrepaType KUIEHHs C OOpaTHBIM  XOJOAMJIBHUKOM
teTparuapodypana, cornmacio Sung-Eun Yoo, Kyu Yang Yi: Bull, Korean Chem. Soc. 1989,
10(1), 112, no nomyuyenus coequHenust popmyst [V:

i
C00
]
V \“-:.‘;__./... IV

B ¢opmyne (IV) Ri, R¢ umeroT Bbleyka3aHHbIE 3HAueHHs, a V HMEET TaKoe Xe
3HaueHue, 4to u B popmyite (III).
Coemunenust popmynsl (IV) Takke MOTyT OBITH MONYYEHBI KOHICHCAIMEH ambAeTuaa
dhopmyasr (V):
CHO

v V)

¢ coequaenusiMu Gopmysl (II) ¢ mocneayonmM TUAPUPOBAHKEM B PUCYTCTBUU KAaTaau3aTopa,
TaKOTro, KaK HUKeNb PeHes, mayuiaauii Ha yriie Wik OKUCh TUIATHHBI, B PACTBOPUTEIIC, HAIIPUMED,
B CIIUPTE WIH TETparuapodypaHe, B HEKOTOPBIX CIIyYasiX MO JaBJICHUEM.

B Gostee obmem Buze, MeToabl oJydeHus coequHeHuid hopmyisl (IV) MoxHO HalTH B
CIIEYFOIIUX UCTOYHUKAX:

Durgeshwari P, Chaudhury N. D.J. Ind. Chem. Soc. 1962, 39, 735-6;

Zaugg H.E., Dunnegan D.A., Michaels K.J., Swett L.R. J. Ord. Chem., 1961, 26, 644-51;

Borries Kubel, Liebigs, Ann. Chem., 1980, 1392-1401;

loffe T., Popov E.M., Vatsukov K.V., Tulikova E.K., Kabachnik M.I., Tetrahedron,
1962, 18, 923-940;

Shepherd T.M., Chem. Ind. (London), 1970, 17, 567.

B ¢opmymne (III) W o3HavaeT atrom rajioresa, mpeanodTUTEILHO XJIOp WU OpoMm,

- V MoXeT O3HayaTb HUTPO-TpyMNIy, (IIPOM3BOJHOE C 3TOM Ipynmold HaxoAWTCS B
poJiaxe),

- V MoeT 03Ha4yaTh Ipyniy

Qe

R?OOCM T

rae R; o3HavaeT HM3MIMK aNKWIBHBIN WKW OCH3WIBHBIN paJvKall, COSIUHEHHS C 3TOW TPYIIOi
MOJIYYaroT MyTeM PEaKIuu N-OpOM-TOIYOJI-MarHus ¢ COeAMHEHUEM (HOPMYJIBI:
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KOTOPOE TMAPOIHU3YIOT [0 MOJTyYEH s COEAUHEHHS (POPMYJIBL:
CHy -~

HOOC -

Omnwucanue pabOThI TpeX BBILICONHCAHHBIX CTAJANN MOXHO HAWTH B UCTOYHHKE:
- Meyers A.L., Mihelich E.D. J. Am. Chem. Soc. 1975, 97, 7383.

Kucnory 3arem stepudunmpyror crnuprom ¢opmyiasl R;CH, rme R; wumeer
BBIIICYKa3aHHOE 3HAUYCHUE.

3areM ST TNPOU3BOJAHBIE OpPOMHUPYIOT WM XJIOPUPYIOT, Hampumep N-Opom-
CYKLUMHUMMJIOM, N-XJIOp-CYKIMHMMUAOM U OpoMOM B TakoM pacTBOpHTENe, Kak
YETBIPEXXJIOPUCTBIN YIIIepoa WIN AUOPOMITUH WIN JUXJIOPITaH, IS MOIYyYEHHUs] COAMHEHUM
dbopmyas (II1), rne V o3nauaet rpynmy:

R,00C
Wi V MOXKeT OBITh TPYIIION:
NC
B sToMm ciyuae npeaBapuTenbHO MOJYyUYEHHOE COEIMHEHUE:!
CH;
HOOC

IIPEBPALIAOT B IEPBUYHBIA aMHJl 33 CUET BO3JECHCTBYSI XJIOPAHTUIAPUAA KUCIOTHI, MOIYy4aeMOro
C THOHWJIXJIOPUJOM HJIM OKCHXJOpHIOM ¢ochopa, HA aMMHUAK M ATOT aMUJ NpEeBpamaercs B
HUTPUJI 3a CYeT Bo3JeiicTBUA okcuxyopuaa ¢ochopa B auMeTHIdopMaMHUIE WIH
THOHWIXJIopUIe. [loydeHHbI HUTPUIT:
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CH,

NC
3areM OpOMHUPYIOT WM XJOPHUPYIOT B TE€X € YCIOBUSX, YTO M MPEIBbIIYIIMN CIOXKHBIM 3dup,
JUISL TOTO, YTOOBI OMY4YHTh coeauneHust popmyusl (I11), rne V o3nauaer rpymmy:

o |
NC
Jlpyroii BapuaHT MOJyYeHHS 3aKIIF0YaeTcsi B 00pabOTKE MPOU3BOAHOTO:

co,—" " ..NT
b '\.\ ,."' ,

MOJIYYCHHOI'O BBIIIC, OKCHUXJIOPpHIOM (I)OC(I)Opa B MPUCYTCTBHUU NHUPpUAWHA I IOJTYUYCHUS
COCIMHCHUA:

-

' b /

Crnenyronuii BapuaHT 3aKJIOYaeTCs B IMOJYYEHHMH N-METOKCUMETHI-OpOMOEH30II-
MarHusi:

7\
cHocH,— V) —Br

——/

KOTOPBII 3aTeM pearupyer ¢ MpOU3BOIHBIM (HOPMYJIBL:

CHO. -

JUTSI TIOJTYYE€HUS TIPOU3BOTHOTO (POPMYIIBI:

H,C-0-H,C

KOTOpOE IMyTeM JIEMETHIIMPOBAHUS, HAIPUMED, 32 cueT 00paboTku ¢ momoiisio BBr;, mpuBoast
K COSTMHEHUIO (POPMYIIBI:

Br-H,C—( —( )

5, K

KOTOpPOC IIYTEM KOHACHCAOWU COIIAaCHO BLBIMICOIMMMCAHHBIM YCJIOBHAM C IIPOHU3BOAHBIMU

11
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dopmysl (II) npuBoasar k coenunenusM popmynsl (IV), rae V oznavaet rpynmy:

o /

OTO COeIMHEHME B H3BECTHBIX CIIyyasX MOXKeET OBITh 00paboTaHO OKCHXJIOPUAOM
dbochopa B mpUCYTCTBUM NHUPUAMHA JUISl TOJIy4deHHs coequHeHuil Qopmynsl (IV), roe V
O3HayaeT:

- V MOXeT ObITh TPYMNIION:

.’"r
Iy
i \

! W
/ \
F W,
4

WY
W

- -
.., -

RO00CT g~

rae R; mpeacrapnser co0oit HU3MNN aMKUIBHBIN WK OH3WIBHBIN pagukain. COOTBETCTBYIOIINE
coenunenust popmysl (I11) momyvaroTcs ciaeayrommum o6pa3om:
U3 3-(n-metun-penun)-2-tuodeH-kapOoHOBON KUCIIOTHI:

HOOC

MOJTy4eHHe KOTOPOH MOKHO HalTh B ucTouHmke: Fissermann H., Habitch H. (marent I'epmanun)
1002929 C. A. 57, 5894.
MOJTy4al0T COeTMHEHNE POPMYITBI:

CH;_ .
T I
R
X
/i WY
I/ W
/ X!
4 b
/"I ///
R,00C s

nyTeM 3TepuHKalMU ¢ ToMolIbio ciupTa Gopmynsl R;OH, npuuem R; umeer Bhleyka3zaHHoe
3HAYEHHE, KIIACCHYECKUMU, U3BECTHBIMU CIIEHUATIUCTY METOJAMHU.

Ot coeaMHeHHMs ~ 3aTeM  o0pabarbhiBaoT  N-XJOPCYKUMHUMMIOM Wi N-
OpOMCYKLIMHUMUJIOM B pacTBOpUTENIE, HANPUMEpP, B YETHIPEXXJIOPUCTOM YIJIEPOJE WU B
nubomaTaHe, A nonydeHus coenunenuit popmyast (111), B kotopsix V o3Hayaer rpymiy:

rae R; nmeer Bhleyka3aHHOE 3HAYCHUE.
V MOXeT ObITh TPYIION:

Ne~ g

B OTOM ciyd4ae cooTBeTcTBylomue coenuHenus ¢opmynsl (III) Moryr OBITH mosTyueHbI

12
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CIIEIYIOLIUM 00pa3oM:

U3 coeauHeHus  3-(n-meTuiadeHu)-2-TuoPpeH-KapOOHOBOM  KHUCIIOTHI, MOJyYEeHHUE
KOTOPO# yKa3aHO BbIIIE, IyTeM OOpaOOTKM THOHWIXJIOPHIOM, 3aTe€M aMMHAKOM, IOJy4YaroT
aMHUJIHOE COEIMHEHHE, KOTOpPOEe 3aTeM JAETHAPUPYIOT TUOHWIXJIOPUIOM HIH OKCHUXJIOPUIOM
docthopa, Oe3 pacTBopuTeNs WIM B JUMETWIPOpMaMuae, Ui MOJYYEHHUS HUTPUIBHOTO
COEIMHEHMSL:

ne—( Y

OTO HUTPWUIBHOE COEJUHEHHME 3aTeM TaJOreHUpPYIT N-XJIOpPCYKIMHUMUAOM win N-
OPOMCYKIIMHUMHUJIOM B pAacTBOpHUTENE, HANpuUMep, YEThIPEXXJOPUCTOM YIJEpoae WIH B
nubpomaTaHe, 1 noiayyeHus coeaunenui popmyssl (11I), B koTopsix V o3Hauaer rpymnmy:

NC./' e S -

B OTOM cily4ae cooTBercTBytomue coeauHeHust dopmynsl (III) cunTe3upyroTcs
ClIeyroImuM 00pa3om:
u3 4-x70p-4'-MeTmi-0yrupodeHoHa GopmyIis:
i N

cH— ) CO—CH;CH,—CH;—Cl

N,

IIOJIy4YE€HUE KOTOPOT0 MOYKHO HaWTu B nareHTe bensrun Ne577977 ot 15.05.1959, C.A. 54, 4629
c., 0OpaboTkoil okcuxyiopunoMm (ochopa U TUMETHIHOPMAMHIIOM B YCIOBHUSAX, ONHMCAHHBIX B
uctounuke: Bomoguna M.A., TepentheB A.Il., Kynpumesa B.A., Kabomkuna JI.H. Xumus
TeTePOLUKINICCKUX COeTMHEHUH, 1967, 5-8, mony4aroT coequHeHne GopMyIIbL:
I AN
CH,—(’ ';:—9 = &?— CH;—CH;Cl

b

— Q1 cHO

3aTeM 3TO coeMHEHHE 00pabaThIBAOT CYJIb()HIOM HATPHs B PacTBOpUTESIE, HAIPUMED,
TeTparuapodypane, Ipu TeMIeparype KUneHus ¢ oOpaTHBIM XOJIOAMILHUKOM, JJIS TIOTY4YEHUS
MIPOM3BOTHOTO

i Y .\“\\\
HC— K ¢ y

KOTOpPOC 3aTEM B IABC CTaAWU IIPEBPAIIAOT B HUTPUJIBHOC IPOU3BOAHOC IIYTEM JACTHApATAlIUN
o6pa3013aBmer0<:51 U3 ajpJAfrujia W THAPOKCUIIaMHWHA OKCHUMA. 3Ty Acryiparagvuo  MOXHO
OCYHICCTBUTL, HAIIpUMCEp, C IMOMOMIIBIO YKCYCHOI'O aHTuApuAa IJId HOJYUYCHUSA HUTPUIIBHOI'O
COCIUHCHMUA !

13
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NC

KOTOpPOE 3aTeM MOXHO apOMaTU3UpOBaTh IyTeM OOpabOTKH OpOMOM B YETBHIPEXXJIOPUCTOM
yIIepoJie, 3aTeM TPEeT-OyTHIIAHOM Kallus B TeTparuapodypane JUist MoTyuyeHHs COeTUHECHUS:

H 3C :.-' N, / ;\E

/ \
h, / Y £
\ / \ L
A / RS o

NC

OTO coeAMHEHHE 3aTeM MOXKHO XJIOPHPOBATH WIM OpPOMHMPOBATH TaJIOr€HU3UPYIOIIUMHU
areHTaMu, TakKuMH, Kak N-XJOPCYKIMHMMHJ Ui N-OpOMCYKLIHMHHUMUJI, B PacTBOpPHUTENE, Kak
YETBIPEXXJIOPUCTBIM YIIepoa Wik TUOPOMAITAH, A MOdydeHus: coeauHenuit popmysnsl (III), B
KOTOPBIX V O3HayaeT rpyIiy:

rae R; mMmeer BhIIeyka3aHHOE 3HAYEHHE, B OTOM CIydae COOTBETCTBYIOIIME COCIHMHEHUS
¢dbopmysl (III) MOoryT OBITH TOTYUEHBI U3 BBHIIIETIONYYEHHOTO HUTPUIIA POPMYIIBI:

NC

MyTeM KJIACCHYECKOTO THAPOIU3a HUTPWIBHON (DYHKIIMHU, 3aTeM 3TEepU(PHUKAIUHN IMOTyICHHOU
KHACJIOTHl WM IIyTeM TIepeBOJia HUTPWIbHON (YHKIIMH B CIIOKHOIDUPHYIO (QYHKIIUIO
M3BECTHBIMH CIEIHMAINCTY METOJAAMU C MOCIEIYIOIUM XJIOPUPOBAHHEM WM OpOMHpPOBAHHUEM
CIIO’)KHOTO 3(Hpa ¢ MOMOIIBI N-XJTOpPCYKIMHUMUAA Wi N-OpOMCYKIMHUMHUIIA, HapUMeEp, B
YETHIPEXXJIOPUCTOM YTIIEPO/Ie WK IUOPOMITAHE.

B dopmyne (V), V umeer to ke 3Hauenwe, uro u B ¢opmyine (III), Ho meroxn
KOHJICHCALIUU C HCHOJb30BaHWEM anbiaerufioB (opmynsl (V) u keroadupos ¢opmynst (II)
UCTIONIB3YETCSl TOJBKO TOTNA, Korma V. uMeeT (YHKIWIO, KOTOpas HE 3aTparuBacTcs
THJIPUPOBAHUEM.

Otu coenunenust popmyibl (V) MOTYT OBITH MOTY4YEHBI U3 TPOU3BOAHBIX opmyssl (11T)
M3BECTHBIMH CIIOCO0aMHM, TAaKUM, KaK peakius Sommelet, KOTOpYIO MOXKHO HAalTH, HalIpUMeED, B
Organic Synthesis Collec. Tom IV, c. 918, unu MeTogoM ¢ HUTPONPONAHOM, OMHCAHHBIM B
Organic Synthesis Collec. Tom IV, c. 932.

BozneiictBuem coenuaenus hpopmydst (VI)

NH
Ve
TN (v

B KoTOpoi R, mMeer BbllleykazaHHOe 3HaueHue, Ha coenuHeHue Gopmynsl (IV), myrem
KOHJCHCAllUW B CHUPTE B MPHUCYTCTBUM AJKOTOJISITA HAaTpUs WM Kalus, MpPU TEeMIEparype,
KOTOpasi MOXKET JI0XOJAUTh OT KOMHAaTHOM J0 TeMIepaTypbl KUIEHUS PACTBOPHUTENS, MOTyYaroT

14
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coeaunenus popmysl (VII) unm ux tayromepHyto hopmy:
R,

l

N - .\"NH

e N

R [
- CH2

Voo (VII)
B KoTopoH R, R; 1 V HMEIOT BhIlIEyKa3aHHBIC 3HAYCHUS.

Coemunenuss dopmynel (VI) uMe0Tcss B TpoJaxe WIM MOTYT OBITh ITOJTYYEHBI
U3BECTHBIMH CIIEIMATICTY METOJAaMH ITyTeM BO3JACHCTBHS aMMHaka B CIIUPTOBOM cpene Ha
mpoctele UMHHO-3(upbl wiaum ux xjopruapat ¢opmynsl R,C(OR)=NH, xkotopsie camu
MOJIY4aroTCs U3 COOTBETCTBYIOMIETro HUTpuia popmyiel R,CN, mytem 006paboTku ra3oo0pa3sHbIM
XJIOPOBOAOPOIOM B COOTBETCTBYIOILEM CITUPTE.

Harpesanuewm, nanpumep, B POCl; npousBogasix popmynst (VIII):

B KoTopoH R, R; 1 V HMerOT BhIlIeyKa3aHHbIE 3HAYECHUSI.

Harpesanue npousBonusix Gopmynst (VIII) B mpucyTcTBUM THIpa3uHa WM TUIPA3HH-
rHapaTa B CHHpPTE IpPH TEMIIEpaType KHUIEHUS C OOpaTHBIM XOJIOJMJIBHUKOM MO3BOJISET
MOJy4UTh TIpou3BoAHbIE hopmybl (1X):

v (IX)

B KoTOpo# Ry, Ry 1 V uMeroT BhillieyKa3aHHbIE 3HAUYCHMUS.

Otu  mpomsBoaHble  popmynsl  (IX) mMKIMpYROT 32 cYeT  BO3ACHCTBHSA
UMUJA30JKapOOHMIA TpU  TemrepaType KWUIIEHHS C OOpaTHBIM  XOJOIWJIBHUKOM B
TeTparuapoypane Win MyTeM BO3ACHCTBUS MOYEBUHBI IPU HArPEeBaHUU O€3 PacTBOPUTENS WIN
B pacTBOopuUTene, Kak N-METWINUPPOJUIOM, WJIA TyTeM BO3JACUCTBUS METHI- WU
STUIAXJIOpodopMHUaTa MM MyTEM BO3ACUCTBUS (hocreHa WM MpeIIIecCTBEHHHKAa (OCreHa B
pacTBopuTesie, TaKOM, KaK TOJYOJI, UM BO3JAEHCTBHEM KCEHTOreHaTa Kajusl MpH TemIepaType
KUATICHUSI ¢ OOpaTHBIM XOJOAMJIBHUKOM B CIIUpPTE, HAPUMEP, B STAHOJIE, B MPUCYTCTBUU WIH
OTCYTCTBUM aMHHA, TAKOTO, KaK TPUATHIIAMUH, JUJIS TOTy4YeHHsI coeAuHeHus Gopmybl (X):

15
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R, U
P
N N-
Rl/ ‘\.T../ "N’
{ T CH,
/ -\.\_\_‘_/../"
\4 X)

B koTOpoii Ri, R; n V nmeror Beieykazanubie 3HaueHus 1 U 03HA4aeT aTOM KHUCIOpOAa WU
CEpBL.

ITpousBonusie Gopmynsl (X), rae U o3Ha4aeT aTroM KHUCIOPOAA, MOTYT OBITh TakKxke
HEINOCPEJICTBEHHO TOJYy4YeHbl MyTeM HarpeBaHus Mnpous3BoJHbIX (opmyinbl (VIII) ¢ stun- win
METHII-KapOa3aToMm.

Otu TpHUazoin-(4,3-c)-MUupUMHINHOBBIE MPOU3BOIHBIE (GopMyIIbl (X) MOXKHO MOABEPraTh
M30MEpPU3AlMM B OCHOBHOM cpezie, B BOJIE WJIM CMECH BOABI CO CIIMPTOM, IIpHU Temneparype 20-
100°C, ontumansHO Onm3koil k 60°C, mpuyem 53Ta H30MEpH3als TaKXKe MOXKET ObITh
peann3oBaHa B KHUCJIOM cpele 3a CUET HarpeBaHus B JUXJIOpPOEH30Jie B MPHUCYTCTBUHU
MYpPaBBUHON KHUCIIOTBl WJIM B YKCYCHOW KHCJIOTE€ B IPUCYTCTBMM WM OTCYTCTBHHU aleTaTa
HATPpUSl WM Kauus, JJIS TOJXy4eHus Tpuazoi-(1,5-c)-mMMpUMHIMHOBBIX COEIMHEHUH (OpMYIIbI
(XD):

R,
I
N N7\
J - ‘ /C =u
RJ/.. -\.:-\\_.\\I/../" ‘“uN,
_/.:;;”‘“\ CH'Z
- ‘
v (XT)

B KoTopoH Ry, Ry, V 1 U nMeroT BhIlIeyKa3aHHBIC 3HAYCHUS.

Coemunenust popmynsl (XI), B kotopeix U 03HA4aeT aToM Cepbl, TAaKKE MOTYT OBITH
MOJIy4YeHbl HEMOCPEJCTBEHHO HarpeBaHueM Mpou3BoAHBIX (opmynsl (IX) u cepoyriepona B
MUPUIMHE WK OyTaHOJE MpU TeMIepaType KUIEHUsSI C 0OpaTHBIM XOJIO0JUIbHUKOM.

ITpousBonusie Qopmynsl (X) wmu (XI) Moryr ObiTh MetaimupoBaHbl. CorjacHo
YCIIOBUSIM METAJUIALMU U MIPUPOJIE COSAUHEHUS, OPUEHTUPYIOT 3aMEllEHNEe Ha aTOME a30Ta MU
rerepoatrome U. B ocoGennocty, korna U o3HauaeT atoM cepbl, 3TO TJIaBHBIM 00pazoMm Oyjer
3aMelieHue Ha cepe; koryia U o3Ha9aeT aToM KUCIopoJa, coequaenne Gopmyibl (X) MPUBOINT B
OCHOBHOM K N-3aMEIeHHBIM IPOU3BOAHBIM, a coequHeHue (opmynel (XI) npuBoguT B
OCHOBHOM K coenuHeHusiM O-3amenieHHbIM. st TOrO, 4YTOOBI, OJArompusTCTBOBaTh N-
3aMELICHHUI0, B KaUeCTBE areHTa METaUlalluy MCIOJb3YIOT NMPEANOYTUTENBHO THAPU] HATpus,
THJIPUJT JTUTHSL, aJIKOTOJISIT HATPUsI WK Kajiusi, B paCTBOpUTEIIE, HAllpUMep, AUMETUIPopMaMuie,
TeTparuapopypaHne WIM CHHUPTE, g TOro, 4roObl OmaronmpusTcTBOBaTh O-3aMElIEHUIO, B
KauyecTBE areHTa MeTaJlIalluy MPEeANOYUTaIOT THUAPOKCU] HATpusl, TUIPOKCU] Kaus, KapOoHAT
HaTpUs WM KaJIUs, B PACTBOPUTENE, TAKOM, KaK alleTOH WJIM METHIIITUIIKETOH.

[lyrem peakuuum 53TUX METAJUIMPOBAHHBIX IPOMU3BOJHBIX C TaJOTeH-NPOU3BOJIHBIMU
(I)OpMy.]'IBI A—(CHz)n—CH3, A-(CHz)n—COORs, A—(CHz)n'— -O—Rs, A—(CHz)n'- -OCORs, H A-(CHz)n'-
-S-Rs, B KOTOpBIX A 03HaYaeT aToOM TajiOreHa, MPEUMYIIECTBEHHO XJIOp WA OpoM, «n», «n'» u
Rs nMeroT BhIlIeyKa3aHHbIE 3HAYEHUS, MTOJIYYaOT IPOU3BOIHBIE, 3aMELICHHBIE HA TPUA30JIbHOM
LUKJIe (UM Ha a30Te, WU MIOCPEICTBOM aToMa KUCJIOPOAa WU CEphl) TPyNIIaMHu:

-(CHy). - CHs

-(CHz).- COORs
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-(CHz)n- ORs

-(CHz)n»- OCOR;

-(CHy)n- S-Rs
(ommako, IS peatM3alMu  OTHX pEaKkmud, B HEKOTOPBIX CIydYasX MOXKHO BBIOHMpATh
MNPpCANIOYTUTCIIBHBIC TIPOU3BOJHBIC, TAC R5 O3HAYaeT HHU3IMHK ajakuiI ¢ 1-6 C-aTOMaMI/I;
Ipou3BOHEIE, Tie Rs 03HauaeT aToM BOIOPOA, OIYyUYaIOTCs IyTEM THAPOJIN3a).

[poussoanbie popmyisl (X’) Wik X TayToMepHas (opma:

R, NoR
/J\ _,_;f""
N& N- .
/-J e /"'*:3.““« Y ’NH
'R]"' "‘-l.‘l_/"' ~ N’
P - CH,
g
v N (X’)

B kotopoit R;, R, R" u V wumeror Bblllleyka3aHHbIE 3HAYEHUS, MOTYT OBITh MOTyUYEHBI
CJIeIYIOIIUM 00pa3oM:

B ciyyae, rae R" o3HauaeT aToM BOJOpOJa, B3aMMOACHCTBHEM IMaHOpOMHUAA C
npou3BOIHBIMU Gopmysl (1X),

B citydae, rae R" oTinnuaercs or aToMa BOAOPO/a, B HECKOJIBKO CTaIHil:

- mu0o myTeM Bo3AeWcTBUS Ha mpou3BojaHble (Gopmynsl (IX) m3ommanata Qopmyisl
O=C=N=R", rne R" umeer BbIlICyKa3aHHOE 3HAYCHHE, HO OTJIWYHOE OT aToMa BOJAOpOAa, C
MOCJEIYIONIEH MUKIN3ael OTyYeHHOW MOYEBUHBI IyTeM HarpeBanus, Hanpumep ¢ POCl,

- MO0 IMyTeM BO3ACHCTBHUS Ha Mpou3BOAHBIE GopMyibl (IX) m3oTHonmManara GopMyJIbl
S= C=N=R", rne R" umeeT BbIlIeyKa3aHHOE 3HAYEHHE, HO OTJIWYHOE OT aroMa BOJOPOAA, C
nocneAyomuM MetuwinpoBanreM B S-CH; ¢ mOMOIIbI0 METHIANOAUAA TTOTYYEeHHON MOYEBHHBI,
3aTeM IMyTeM TEPMHUYECKON LUKIU3aLUU TOrO MOCIETHET0 COEIUHEHMSI 32 CUET HarpEBAaHUS B
COOTBETCTBYIOILIEM PACTBOPUTENIE, KOTOPHIM MOXKET OBbITh, HAIIPUMED, CITUPT.

[TpousBonusie popmyssl (X1') wmu ux TayromepHas Gpopma

P o=
J —N-R"
R]// ““‘Cl_./ F0 N 7
) .-:_:.““ - CH2
]
Voo (XT)

B K0TOpO#i R, Ry, R'" 1 V MMeIOT BhINIEYKa3aHHBIE 3HAYEHHS, MOTYT OBITh MOIYYEHBI ITyTEM
H30MepH3aIuu coeTuHeHUH GopMyItbl (X’) B BBIIIICOMMCAHHBIX YCIOBHIX N30MEPU3AIINN.
[TpousBoaubie hopmysl (X")

?2 R
A X
N N N
A /__l:}
Rl »\T aN'
_,:-:_Z"'M.___ ’,/ CH,
/ '“"-1‘.';_\:__ T

B kotopoit R;, R,, R" m V uMeroT BhlllleyKa3aHHbIE 3HAYECHUS, MOTYT OBITh IOJYYEHBI
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CIIENYIOIINMMU ABYMS My TSIMU:

a0 LMKIK3alnuel myTeM HarpeBaHus ¢ opto-3¢gupom popmynst R"-C(OCH;3); nnmu R"-
C(O-et);, npuueM R" nmeer BollIeyKazaHHOE 3HAYECHUE, TUApPa3uHOMUpUMuAnHA popmynsl (1X),
6o uukiau3anueit ¢ nomoulbto POCI; ruapasuHa, MONY4EHHOTO IyTEM BO3AEUCTBUS
xyopanruapuaa Kuciotsl Gopmynsl R"COC] unu coOTBETCTBYIOIIETO CIOKHOTO METHIIOBOTO
Wi 3TuioBoro »¢upa, rae R" umeer Bbllleyka3aHHOE 3HAu€HUE, HA TUAPA3HHONUPUMUIUH
dopmyisl (IX).

N3omepuzanus npousBoaHbIX GopMmyibl (X"), ocyliecTBisiemas 3a cUeT HAarpeBaHUs B
MypaBbUHON WM yKcycHOW kuciore. Ilo3Bonser momyuuts Tpuaszono(l,5-c)-nupuMuInHOBBIE
coenuHeHust popmysl (XI"):

?2
N .;-:'/"'---RN,..--N\\ ]
P L::_\_ /...J;'.'::FN///—R
R, g =
.l
/ T _
\'i (X17")

B KoTopoil R, Rz, R" 1 V umeror Bellieyka3aHHbIE 3HAUEHUS.

Boo01ie MOKHO HCIIOTB30BaTh HEKOTOPBIC METOIBI TIOJTYUSHUS TPHUA3OJIOTTHPUMHUINHOB,

OIMHCAHHBIX B CICAYIOIMINUX HCTOYHUKAX:

- Miller G.W.; Rose F.L.; J. Chem. Soc. 1963, 5642-5659,

- Miller G.W.; Rose F.L.; J. Chem. Soc. 1965, 3357-3368,

- Miller G. W.; Rose F.L.; J. Chem. Soc. 1965, 3369-3372,

- Brown D.J.; Nagamatsu T., Aust. J. Chem. 1978(31), 2505-2515,

- Brown D.J.; Grigg G. W.; Iwaiy.; Mac Andrew K.N., Nagamatsu T.; Van Heeswyck R.; Aust.
J. Chem. 1979(32), 2713-2726,

- Miller G. W.; Rose F. L.; marent BenukoGpuranuu 951,652 ot 11 mapta 1964,

- Miller G. W.; Rose F. L.; natrent Benukoopurtanuu 859,287 ot 18 suBaps 1961.

O6paboTtka xjopaTtoM HaTpusi npou3BoAHbIX (opmynbl (XI), B kotopbix U o3HayaeT
aTOM cepbl, B KOHIICHTPHUPOBAHHOW COJSHOW KHCIOT€ Ha XOJIOAE TO3BOJISET MOMYyYUTh
MIPOU3BOHBIE (POPMYJIIHL:

R,
P
P
Rl_/‘ '*‘-::T_.../"' -'C::;N 8001

v @)
B kortopod R;, R; m V wumerorT BbllIeyKa3aHHbIE 3HA4YCHUS, KOTOpBIE 3aTEM BBOIAT BO

B3anmozerictere ¢ amnnamu opmynsl HNR'R", rae R' u R" umeror BbilueykasanHoe 3HadeHuMe,
JUTS TIOJTyYEHHUS TIPOU3BOIHBIX (hopmyisl (XI™M):
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Lo

v X1”)
B KoTOpo# Ry, Ry, R', R" 1 V uMeroT BolllieykazaHHbIe 3HAYEHUS.

Coemunenuss popmyn (X), (XI), (X'), (XI'), (X"), (XI") u (XI") moryr OBITh
MeperpynnupoBaHbl C TIOMOIIBIO TIPOW3BOJHBIX, 3aMEIIEHHBIX Ha a30Te TpHuazoia WIH
3aMEIICHHBIX Ha TPUA30Jie MOCPEACTBOM aTOMa KHUCIOPOJa WM Cepbl, B COeTUHEHHE (POPMYIIBI
(XII):

v (XII)

B KoTOpou Ry, Ry, X, Y 1 V umeroT BollieyKa3aHHbIE 3HAUECHUS.

Hpyroii BapraHT oCylIeCTBICHUS, B ciydae, korga R, osnawaer NH-NH, nnn NR4RY,
3aKJro4aeTcss B o0paboTke ruapasunHruaparom uian amuHoM HNR4R4' coeamnenust ¢popmyib
(XII), rme R, o3nauaet rpynmy SCH3, mprdeM 3TO COEIMHEHHE CaMo IMOJIY4YaeTcs KaKk yKa3aHo
BBIIIIE, TIPH HCTOJIB30BaHUKM B KauecTBe coenuHeHUs (opmynbl (VI) S-meTun-modeBUHY WU
THOMOYEBUHY, a MOJyYEHHOE MNpou3BoJHOE, rae R, o3Hadaer SH, 3aTteM METUIUPYIOT C
MOMOIIBbIO0 METHJIOUA B U3BECTHBIX CHEIUATUCTY YCIOBUSIX.

Coemunenust hopmysl (XII), B KoTOpeix V 03HaUaeT HUTPOTPYIITY, MOKHO TOJABEPTaTh
KaTaJIMTUYECKOMY THAPUPOBAHUIO, HANPUMEpP, B MPUCYTCTBUU HHKeNs PeHes, B cnupte, npu
aTMoc(epHOM JaBJICHUH WIH TI0]T IaBICHUEM, JJIs ToTydeHus: coequnenuit popmynsl (XII), roe
V 03Ha4aeT aMHHOIPYIIILY.

[Tyrem Bo3meicTBHUs aHTHApHAA OCH30JCYJIb(OHOBOW KHCIOTHI HAa 3TH COCIMHECHHS
NoJy4aroT coequHenus oomeit popmynsl (I), rae R, o3navaet rpynmy:

]
-HN-C . _/:_:_;“-...._?
oS~ S

Coenunenus ¢popmyinsl (XII) B koTopbix V o3HauaeT rpynmy

RO00C R,00C

TUAPOIM3YIOT WIHM THAPUPYIOT B MPUCYTCTBUU KaTalu3aTopa, TAKOro, Kak Majuiaaui, B ciiydae,
koraa R; o3Hauaet 6eH3un, aist nosydeHus: coenuaennit popmysl (I), rae R, o3nauvaet rpynmy:
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WIn -

HOOC

Coenunenus ¢popmyinsl (XII), B koTopeix V 03HauaeT rpymniy

Ry T

o~

Py ra e

“\\__q_-. 0 £

MOTYT OBbITh IIpeBpallieHbl B coeauHenust Gpopmyisl (XII), rae V o3Havaet rpynmy:

.

—_

- —

NG TR

nytem Bo3neiicteus POCI; B mpucyTcTBUM, HanlpuMep, MUPHITHA.
Coenunenus ¢popmyisl (XII), B koTopsix V 03HauaeT rpymiy

L~

T e
T

N X

MO>KHO BBOJUTH BO B3aUMOJICHCTBUE C 3KBUBAJCHTOM a3Wja HAaTpus, B PACTBOPUTEIE, TAKOM,
KaKk TuMeTwi(popMaMus, B NPUCYTCTBUHM COJIM, aMMOHHMS, TaKOM, KaK XJIOPUJ aMMOHUS, WIIH
MyTeM HarpeBaHusi B TOJYOJI€ C TPUMETHWIOIOBOA3HMIOM, C TMOCIEIyromeil 00paboTKoi ¢
MIOMOIIBIO Ta3000pa3HOr0 XJIOPOBOAOPOAA B TeTparuapodypane, JUisl NOIYUECHUSI COCAUHEHUS
obmieit popmysl (1), roe R; o3nagaer rpymmy:

S ;\
H -

N
Jlnst ocymiecTBIIGHHsI STOM peakiuu, B ciydae, rae R,, X wim Y oGmamaroT QyHKImein
ann(paTUYECKOrO CIIUPTA, MOXKET OBbITh JKENaTEIbHBIM 3alUTUTh €€ W3BECTHBIMHU CHEIHATHUCTY
METOJIaMH alleTaToOM, TeTParuApoNUpaHOM, 3aT€M BBICBOOOXKIATh €€, €Clii He0OXOAUMO, MOCe
0o0pa3oBaHus TETpazoia.
Coenunenus popmyinsl (XII) B koTopbix V o3HauaeT rpymimy

MOTYT OBITH 00pabOTaHBI C TMOMOINBIO TPUAIKWIOIOBOA3HIA B TONYOJE TpPHU TEMIEepaType
KUTIEHUsI ¢ OOpaTHBIM XOJIOAMJIBHUKOM, 3aT€M C MOMOIIBIO Ia3000pa3HOro XJOpOBOAOpPOJA B
TeTparuapodypane, UIs TOITy4deHus npous3BoAHbIX ¢opmynsl (I), B kotopsix R; o3Hauaer

rpymniy:
N—N

| -,
N-

o
. N

Jlis ocyuiecTBiIeHUs 3TOM peakluy, B ciyyae, koraa R,, X wim Y obnagarot ¢pyHKumei
ann(paTUYECKOrO CIIUPTA, MOXKET OBbITh JKENaTEIbHbIM 3alUTUTh €€ W3BECTHBIMHU CHELMATHUCTY
METOJAaMH aleTaToM, TeTParuIponupaHoOM, 3aTeM BBICBOOOKIATh €€, €ClIi HEOOXOIUMO, 1ocie
00pa3zoBaHus TETpa30JIa.
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Coenunenus ¢popmyisl (XII), B koTopsix V 03HauaeT rpymiy

T

1)

NC e
Taxke MOTyT OBITH HCIOJB30BAHBI JPYyTHE aJIbTEPHATHUBBI MOJTYyYEHHS COCAWHEHUI
dopmysl (I).

B wactHOCTH, MyTeM BO31eHCTBUSA CIOXKHOTO KeToddupa dhopmyssl (1) Ha mpousBogHBIC
¢dopmynsl (VI) BBIIIEONMCAHHBIM METOJOM MOXHO TIOJNyYUTh OKCUIMPUMUAMHBI (HOPMYJIBI

(XIII):

R~ > TOH (XIIN)

B KoTOpoH R; 1 R, nMerOT BhllIeyKa3aHHOE 3HAUYECHUE.
OTU NUPUMHUIKMHBI OpOMHUPYIOT IyTeM BO3JAEHCTBUS OpoMa B YKCYCHOH KHCIOTE AJIs
nonydeHus: coequHeHnit popmynst (XIV):

Br (XIV)
B KoTopoii R; 1 R, uMeroT BelllieykazaHHOE 3HAUCHUE.
Coemunenuss  dopmynsl  (XIV) 3areM mnpeBpamamT, Kak yKa3aHO BBIIIE, B
XJIOPUPOBaHHBIC coeMHEHUS hopmydsl (XV), mytem BozaekcTus POCl;:
R,

I_

N

|

e,
.

N T
J T
R [ a

Br XV)

B KoTopoi R; 1 R, MMeroT BhIlIeyKa3aHHOE 3HAYCHHUE.
ITpousBonubie Qopmynsl (XV) mNoAaBepraioT TakUM Ke NpPEeBpallleHUsM, Kak H

npousBoaHbie hopmyibl (VIII), ans nomyuenus npouszBoaHbIx Gopmydsl (XVI):
Ry

Br (XVI)

B KoTopoi R; 1 Ry, X 1 Y HMEIOT BBIIIEyKa3aHHOE 3HAYECHUE.
Jlpyroit myTh cuHTe3a mpou3BOAHBIX (hopmynbl (XVI) 3akmtouaeTcss B OpOMHUPOBAHHH,
MyTeM BO3JIEHCTBHS OpoMa B YKCYCHOM KUCIIOTE, MPOU3BOAHBIX (hopmydsl (XVII):
R,

i
{ /---J-:b )Y
ROy (XVII)

B KoTopoi Ry 1 Ry, X 1 Y uMeroT Bhlllieyka3aHHOE 3HAYCHUE, MPUYEM MTPOU3BOIHBIC (POPMYIIBI
(XVII) moiy4aroTcst COTJIacHO TOM )K€ CXeMe CHHTE3a, HO M3 POU3BOAHBIX opmyisl (XIII).
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Bo3zneticTBuem, HanpuMep, MPOU3BOJHOIO:
anBr

(XVIIT)
noJtydeHHoro u3 npousBogHoro ¢popmysl (I11), rme V o3nauaer rpynmy:

MeOOC
a W o3HauaeT aToM OpoMa, C MOPOILIKOM aKTUBUPOBAHHOIO IIMHKA B TeTparuapodypaHe,
Ha npousBojgHOe Gopmyinsl (XVI) B npucyrcrBun Pd(P(CeHs)s)s mpu Temmeparype KumeHus ¢
0OpaTHBIM XOJOJWJIBHUKOM, MOKHO MOJYy4UTh NpousBoxHoe (opmyisl (I), rae Rs o3nauaer

rpymniy:

T
MeO)()C )

Crnoxnoadupnas gynkiuss COOCH; MokeT ObITh IpeBpallieHa B KUCIOTHYI0, aMHIHYIO,
HUTPUIBHYIO u TETPa30JIbHYIO, COTJIACHO BBIIIIEONMCAHHBIM PEaKIMOHHBIM
MIOCJIEI0BATEIBHOCTSIM.

B o0mieM, ucnonp3oBaHUE IPOU3BOIHOIO:

anBr

=i

rae V uMeeT BBIIICYKa3aHHOE 3HAUEHUE U TOJYYEHHOIO0 TakUM ke 00pa3oMm, IO3BOJISIET
NoJy4aTh Npou3BoIHbIE popmysl (I).

Hpyroii mnyTh moayudeHus mnpou3BogHbIX (opmynsl (I) cocrour B 00paboTke
npousBogHoro Gopmynsr  (XII), B koTtopo#, nampumep R, paBmo CH;, cormacao
MOCIIEA0BATEIHLHOCTH BBIIICOMUCAHHBIX PEAKIIHIA:
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IHKNMH3aIlHA COTNTacHO
METOAY, MCIOLE3YEMOMY
JU1s. IPOIYKTa

dbopmym (IX)

-
-
.
-

R e N
myTeM Tuaponu3a B kuciou cpene 1,2,4-tpuazon(4,3-c)-nmupuMuanHa, B KOoTopoil R, mmeer
BbIIlIEyKa3aHHOe 3HaueHue U rae T paBHo R", uMeronuii BolllIeyKa3aHHOE 3HAYCHHE, HO TAKKE
o3navaromuit rpymnmy CH wnmu SH, ¢ nonyuennem coeaunenuit hpopmynsl (XVIII):
N—N
I ._ N
R, N N T
H

B KoTopoi R u T umeroT BhllleyKka3aHHOE 3HAYEHUE.
Ot npousBogHble (Gopmynsl (XVII) Moryr ObITh KOHICHCHPOBAHBI C albACTHIOM
dbopmynsl (V) mis monyuenus coeauHeHuit hopmydsl (XIX):
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v (XIX)

B KoTopou Ry, T 1 V UMEIOT BhIllIEyKa3aHHOE 3HAYECHUE.

Ot mpousBogHble (opmynbl (XIX) OUKIMPYIOT MyTeM BO3ACUCTBUS ajbAeTUAA
dopmynsl R,CHO, rae R, mmeer Bblleyka3aHHOE 3HAa4Y€HHE, B MPUCYTCTBUU aMMHUaKa JUIs
noinydyeHuss coenuHeHnid Qopmynbl (I), wiIM moxBepralOT BOCCTAHOBICHHIO C TIOMOIIBIO
IMaHOOOPTUIpHUIa HATPUS, HAIPUMED, JUIA NOJIy4YeHUs: coequHeHu Gopmyiisl (XX):

0 N—N

!
I"\\ ".’."’" \\‘\.‘
! W,
ry .
P
. P ~

P - o0

npudeM B popmyie (XX) Ry, T u V umMeror BellieykazaHHOE 3HAUCHUE.

Ot npousBogHble ¢Gopmyinsl (XX) 3areM LUKIMPYIOT IIyTeM BO3ACHCTBUS
npousBogHOro (opmynsl (VI) mnm myTteM BO3AEHCTBHS TNPOCTOrO aMHUHOA(Hpa (OPMYITBI
R,C/OR/-NH nns nmomydenwust coenuaenuid popmyst (I).

Crnenyroumii myTh NOJyuyeHUs! MPOU3BOJAHBIX (Gopmyiibl (I) 3akmtoyaercs B MOITy4YEHHH,
COIJIaCHO BBILIETIPUBEIEHHON cxeme, coenuHeHnit popmyisl (XII), Ho rae V o3Hauaer anbaerun
WM TIPEAIMISCTBEHHNK abJeruia. B aToM ciydae cnoxkubiid ketoddup Gopmysst (II) 3amemaror,
COI'JIACHO BBILIEYKa3aHHBIM CIIOCO0aM, MPOU3BOIHBIM (POPMYJIbL:

~ O/’
KOTOpBIC CaMH IOJBEPraloTCs KOHJCHCAIIMM B TONyoJie, Hampumep, ¢ 1,3-OyragueH-4-mi-
MOP(OIMHOM, MOTYYaeMbIM KOH/ICHCAI[MEeH KPOTOHOBOIO aJIbJCTH/Ia COTIACHO MCTOYHUKY: Bir
Sain Joger S., Sandhu J. Org. Chem 1990, 55, 2545, nis noiy4yeHuss CO€AMHEHHH (HOpMyJIbl
(XII), tme V o3HayaeT rpymmy:

- /// e

IlepeBox HUTpUIIA B KUCIOTHYIO (DYHKIIMIO MOXET OBbITh pealn30BaH MyTeM KHCIOTHOTO
WIM OCHOBHOI'O THAPOJIN3a, MEPEBOJ HUTPWIbHOW (YHKUMH B TETPa30jbHYIO (YHKIHIO
OCYILIECTBIISAETCS BBIILIEONUCAHHBIMA METOIAMHU.

MoxHO moOJyyaTh COJIM TIPUCOECTUHEHHS] HEKOTOpbIX coenuHeHuil dopmynst (1), B
0Cc00EHHOCTH (papMalleBTUUYECKH MpUEMIIEMBbIE COJIM MPUCOCIUHEHUs. MOXXHO Ha3BaTh, B
ocobeHHocTH, Korjaa R, R mian R' wiu R" umeroT kucnotHyto GyHKIMIO, COJIM HATpUs, KaJus,
KaJIbLUsl, aMHUHA, TaKOM, KaK JAELMKIOIeKCHII aMHHA, WIK aMUHOKHCIIOTHI, TAKyl0, KaK JIM3UH, U
korna Ro, R; mimum R' minm R" umeror amMuHHYI0 (QYHKIHMIO, TO COJIM HEOPraHMYECKOH WM
OpPraHUYEeCcKOM KHCIIOTHI, TAKHe, KaK XJIOPIUApaT, METaHOCYIb(OHAT, alleTaT, MajoaT, CyHIuHaT,
¢dbynapar, cynbdar, JJIakTaT, IUTparT.

Ha3BanHble cOelMHEHMS  COMJIACHO  W300peTeHHI0  00JIaaloT  3HAYUTENIbHBIMU
(bapMaKoJOTHYECKMMH CBOMCTBAMHM B Ka4eCTBE aHTarOHUCTOB PELENTOPOB aHrHoTeH3uHa Il u
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MOTYT OBITh HCHOJB30BAHBI B TEPANUM ISl JICUCHHs CEpACYHO-COCYIUCTHIX 3a00JIeBaHUM, B
OCOOCHHOCTH JUIsl JICUEHUS TUINEPTOHUM, CEpJIeYHOM HEIOCTaTOYHOCTH U 3abosieBaHMi
apTepuaIbHBIX CTEHOK.

N3o0Opetenne pacmpocTpanseTcss Takke Ha (apMaleBTUUECKHE  KOMITO3UIINH,
BKJTIOYAIOIIME B KaUeCTBE ACUCTBYIONIET0 Havasia (hapMaleBTHUECKU IPPEKTUBHOE KOJIUYECTBO,
o KpaiiHel Mepe, oaHoro coenuHeHust ¢opmyinsl (I), kak ykazaHHOe BbIIIE, TAaKKE KaK B
M3BECTHBIX CIIydasix ero papMareBTHYECKH MPHEMIIEMbIX COJIEH.

OTU KOMIO3UIMHU MOTYT BBOJUTHCSA OpPalbHO, PEKTAIBHO, MapeHTEPaIbHO, YPE3K0KHO
WM Yepe3 riiasa.

OTH KOMITO3UIIMM MOTYT OBITH TBEPABIMU WM KUIAKAMHU W HAXOIAUTHCS B OOBIYHO
UCIIOJIb3YEMbIX B MEIUIMHE YelloBeKa (apMalieBTUYecKuX (opmax, Kak, Halmpumep, OObIYHbIC
WIM JpaXHUpOBaHHbIE TAaOJIETKH, >KEJTaTHHOBBIE KAaICyJbl C JIEKapCTBaMM, TPaHYJISATHI, CBEYH,
MHBEKIMPYEMbIE TIPETapaThl, CHCTEMBI JUIsl BBEJICHUS Yepe3 KOXKY U Iia3Hble Kariu. X rotoBsT
0oObluHBIMM  criocoOamu.  JlelicTByromee  Hayaio, 00pa3oBaHHOE  (papMaleBTUYECKU
3(GPEKTUBHBIM KOJIMYECTBOM, IO KpaiiHe Mepe, onxHoro coenuHeHus Qopmynsr (1),
O0XapaKTepU30BAHHOTO BBIIIE, WJIM OJHOM W3 ero QapMaleBTUYECKH IMPUEMIIEMbIX COJei
NPUCOETUHEHUS, MOXKET OBITh BKIIFOYEHO B OOBIYHO HCIIOJIb3YEMbIE B 3THX (hapMalleBTUYECKHX
KOMIIO3UIMSIX KOMITIOHEHTbI, TaKHe, KaK TallbK, I'yMMHapaOuK, JaKTo3a, Kpaxmal, cTeapaT
Mar"us, IPOU3BOJHBIE ILIEJUIFOJIO3bI, MAci0 KaKao, MOJYyCUHTETUYECKUE TJIMLEPUHBI, BOJHBIC
Wi  Oe3BOAHBIE HOCUTENH, IKUPHbIE COEIMHEHHUS JKUBOTHOTO WJIM  PaCTUTEIBHOTO
MIPOUCXOXKICHUSI, TIUKOIM, PA3NMYHbIE CMayuBaTENId, JUCIEPraTopbl WM 3MYJIbraTOpHI,
HEKOTOpbIE MOJUMEPHI WM COIMOJIMMEPhl, KOHCEPBAHThI, apOMaTH3UPYIOLIUE BEIIeCTBA U
KpacHUTEIN.

N300perenne BkIOYaeT emie (papManeBTUUYECKYIO KOMIIO3UILUIO C aHTarOHUCTUYECKOM
aKTHUBHOCTBIO K perentopam aHruoreHsuHa lI, kotopas ocoOeHHO OJIaronmpusiTHO IMO3BOJISET
JICUUTh CEPACYHO-COCYIUCThbIe 3a00JIeBaHUSA, B OCOOEHHOCTH THIIEPTOHHIO, CEpPACUHYIO
HEIOCTaTOYHOCTh M 3a00JieBaHHE apTepHAIbHONM CTEHKH, OTJIMYAIONIYIOCS TeM, 4YTO OHa
cosiepkuT dapmareBTUIecku 3PGEeKTUBHOE KOJIUYECTBO, IO KpaHEH Mepe, OJHOTO COCTNHEHUS
dopmynsl (I), ykazaHHOro BbIIIE, WM OJHY M3 €ro (hapMaleBTHUECKH NPHEMJIEMbIX COJeH
MPUCOEANHEHUS, KOTOpPOE MOMKET OBbITh BKJIIOYEHO B OKCIMIIUEHT, HOCHUTEIb WIH
(bapMareBTUYECKH IPUEMIIEMYIO OCHOBY.

Jlo3upoBKa M3MEHSAETCS OCOOCHHO B 3aBHUCHMMOCTH OT IYTH BBEJIEHUS, M3JIEUYUBAEMOTO
3a00JIeBaHUs U COCTOSTHUSA MAIEHTA.

Hanpumep, anst B3pocibix co cpennum BecoMm 60-70 Kr 1032 MOXKET HM3MEHSATHCA B
npenenax 1-400 Mr nefcTByIOIIEro Hayajla B BHJIE€ OJHOM WINM HECKOJIBKMX JO3UPOBOK B JIEHB
nepopanbHo, win B nipeaenax 0.01-50 mr B Buge oHON Miau 38 HECKOJIBKUX JTIO3UPOBOK B JACHb
MIapEHTEPATIBHO.

N300pereHne oxBaThbIBaeT CIOCOO MPUTOTOBIIEHUS (apMalleBTUYECKON KOMITO3UINH,
OTJIMYAIOIIMICS TeM, 4TO (apMmaleBTHYecku 3()(EeKTUBHOE KOJIMYECTBO, MO KpaiHeill Mmepe,
omgHoro coemunenust (opmyner (I), Takoro, Kak ykKa3aHO BBIIIE, WX OJHOM U3 €ro
(apMarieBTUYECKH TPUEMIIEMBIX COJEH NMPHCOSINHEHMS, BKJIIOYAET B AKCIMIIUEHT, HOCHUTEINb
Wi (papMaleBTUYECKH NPUEMIIEMYIO OCHOBY, MpHuYeM 3Ta (apMaleBTHYecKas KOMIIO3HIIHS
IPENOYTUTEIFHO MOXKET OBITh NMPHUTOTOBJIEHA B BHJIE KEJIATMHOBBIX KaIlCyJd C JEKapCTBOM,
TabneTok ¢ 1o30i 1-400 Mr wim B popme mipenapatoB st uHbEKImA ¢ 1o3amu 0.01-50 mr.

N300peTenne BKIIOYAET elle Crnocod TeparneBTUYECKOro JICUEHHUs] MIICKOMUTAIONINX,
OTJIMYAIOIIMNCA TeM, YTO 3TOMY MIIEKOIUTAIOUIEMY BBOJST TepaneBTUYECKH 3(PPEeKTUBHOE
KOJINYECTBO, 1O KpailHel Mepe, OAHOTO BBIIEIPUBEACHHOrO coenuHeHus ¢opmynsl (1) wmum
OJIHO U3 ero GapMaleBTUUYECKH MPUEMIIEMbIX COJIEH TPUCOETUHEHUSI.

B Tepamuu KMBOTHBIX CyTOYHas J103a, KOTOpas MCIIONIb3yeTcs, OOBIYHO JOJKHA
coctaBiATh 1-100 Mr/kr.

Jlpyrue XapakTepUCTHUKH M TNPEHMYILECTBa HM300peTeHus OyIyT JIydlle MOHSATHI INPH
o3HakomieHuu co ciaenyrouMy, TaHHBIMUA B Ka4eCTBE WILTIOCTPALIUU, IPUMEPAaMU MOTYYECHHUS,
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HE OrpaHUYHMBAIOIIMMH 00beMa OXpaHbl U300pETECHUSI.

[TPUMEP 1: OTun-3-okco-rekcanoar

®opmyna (II): Ri= n-npomnun, R¢= aTui.

176 T 2,2-mumetnn-4,6-nuokco-1,3 auckana (kucinora Meldrum) pactBopsitor B 550 M
nuxyopyTana U 188 mn mupuamna. Cmech oxnaxaatoT a0 0°C ¢ momoisio 0aHu ¢ BOAOH H
apAOM M TnpukanbeiBatoT 133 mu Oytupunxiopuna. [lo oxkoHuaHuum po0aBieHHS CMeECh
NepeMeIIBalOT TPU yaca MpU KOMHATHOW TeMmepaType. PacTBop mMpoMBIBalOT pa3z0aBiieHHBIM
pPacTBOPOM COJITHOM KHMCIIOTBI, CyIIaT HaJ Cylb(paToOM MarHus M BHIIAPUBAIOT IMOJ BaKyyMOM
JUIS IOJTyYeHHUs1 Maciia. DTO Macio pacTBOpstoT B 700 M1 3TaHOMIA, M CMECh KUIATAT C 0OpaTHBIM
XOJIOMWIBHUKOM B Te€YeHHE O 4YacoB. DTaHOJ] BBINAPUBAIOT MOJ BAaKyyMOM, M IOJYYECHHBIHI
OCTaTOK IEPETOHSAIOT ¢ mnosyueHueMm 145.4 r 3Tun-3-0oKco-rekcaHoaTa B BHUJAE JKHUIKOCTH C
toukoit kurenus 98-100°C (29 mm pr.cT.).

ITPUMEP 2: Otun-3-okco-rekcanoat

®opmyna (II): Ri=n-nponun, Re= aTun.

[Tonmyyenue ocymecTBIsIOT 1Mo crocoOy mpumepa 1. XKuakocts ¢ Toukoi kunenus 115-
120°C (20mMmpT. cT.).

[TPUMEP 3: Dtun-2-(4-autpo-6eH31i)-3 -OKCO-TeKCaHoaT.

®opmymna (IN): Ri=n-npormt, V=NO,, Re= sTun.

127.7 T aTun-3-okco-rekcaHoara pactBopstoT B 700 ma terparuapodypana. J[oo6aBusior
174.5 r 4-autpo-6en3mnbpomuna U 35 r XjopHAa JUTHS U CMECh IEPEMEIINBAIOT MpU
KOMHaTHOM TeMIleparype. 3aTeM MpHUKanbIBalOT 286 MJI JIMH30IPONMIAITOJIAMUHA, KOTOPBIN
BBI3BIBACT CJIETKa dK30TepMHUuecKuil apdext. CMech 3aTeM MepeMennBaoT 3 4 Mpu KOMHATHON
temneparype, 3areM 10 4 mnpu KumeHMM C OOpaTHBIM XOJOJWJIBHUKOM. PacTBoputenu
BBITIAPUBAIOT TI0J] BAaKyyMOM, W OCTaTOK 0OpabaThIBalOT BOJOW, 3aT€M JKCTPArupyrT
xsopoopmom. Opranudeckyro ¢a3zy JOEKaHTUPYIOT, 3aTeéM IPOMBIBAIOT pa30aBICHHBIM
pacTBOPOM COJISTHOM KHCIOTHI, CylIaT Haja cylb(paToM MarHusi U BBIMApUBAIOT JIOCyXa.
MacnsHHUCTBI OCTAaTOK, KOTOPBIM MoiydaeTcsi, o0padaThIBAIOT AMU3ONPONUIOBEIM 3(DUPOM U
oOpa3oBaBuIMecs KPUCTAJUIbI OT(GUIHTPOBBIBAIOT. MaTO4YHbIE PacTBOPbl KOHIIEHTPUPYIOT O]
BAaKyyMOM M OCTAaTOK HarpeBaioT moja aasieHueM 20 MM prt. cT. npu 130°C, yToObl yaanuTh
OCTaTOYHBIC UCXOJIHBIE MPOAYKTHI. Takum 00pazom, momaydaroT 174 r 3tun-2-(4-HuTpo-0eH3m)-
3-0Kco-rekcaHoara B BUJE Macia, UCIOJIb3YEMOTI'0 TaK, KaK €CTh, B IIOCJIEIYIOIIEM.

[MTPUMEP 4: Otun-2-[(2'-unano-oudennn-4-un)-Mmetui] -3 -oKco-rekcaHoat

®opmyna (IV): Ri= n-npormn, Re= stu,

[Tomyyaror cormacHo cnocoOy paboTel mpumepa 3 wuian  4'-OpoMMeETHII-2-IIHaHO-
oudennna. Macio B moCIeyIOIIEM UCTOJIB3YIOT TAKUM, KaK €CTh.

[Tonmyuyenue 4'-6poMMeTHII-2-1TMaHO-OM(peHMIA:

A) 4'-meTtun-2-6udpeHun

18.5 1 (4'-meTun-Oudenun-2-mn)-kapooHOBOM KUCIOTHI, MOJYyYEHHOH coriacHo Meyers
A.l, Mihelich B D. J. Am. Chem. Soc. 1975, 97 (25), 7383, kumirit ¢ oOOpaTHBIM
XOJIOJWJIBHUKOM B TeueHHue 2 4yacoB B 60 MJI THOHMIXJIOpUAA. THOHMIXIOPUA KOHUEHTPUPYIOT
MO/l BaKyyMOM M OCTAaTOK BBUIMBAIOT B 28 %-HBIH pacTBOp THAPOKCHAA aMMOHHUS, CMECh
nepeMemnBaT B TedeHne 30 MUH M TOJIY4YEHHbIE KPUCTAJUIBI OTCACHIBAIOT M IPOMBIBAIOT
3¢upoM, 3aTeM BBICYLINBAIOT C MosydeHueM 14.5 r (4'-metun-6udennn-2-mi)-kapboHoaMua B
BUJE KPHUCTAUIOB ¢ TemmepaTypoi muasieHus 128°C. DTu kpucramibl pacTBOpAOT B 50 mi
THOHWIXJIOPUJA M CMECH 3 U KUIIATST ¢ 0OpaTHBIM XOJOUIBHUKOM, 3aT€M KOHIEHTPUPYIOT MO/
BaKyyMOM C TNoJyueHHeM 9 T 4’-MeTui-2-nuaHo-6udenunna B BUJie KpUCTAIIIOB ¢ TEMIIEpaTypoil
mnaBieHus 45-46°C.

b) 4'-6pommeTnin-2-nnano-6udenun:
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7.9 r momyueHHoro B 1. A 4'-mertun-2-uvaHo-Oudenumna pactBopstor B 100 M
YeThIPEXXJIOPUCTOrO yriepoaa B npucyrctBuu 7.3 r N-Opom-cykiuaumunaa u 0.3 r nepokcuaa
O6enzomna. CMech KHUIATAT ¢ OOpaTHBIM XOJOAMJIBHUKOM B TeU€HHE 6 4YacoB, M KPHCTAILIbI
OTQUIBTPOBBIBAIOT, OCTABILUNCS pAcCTBOpP KOHUEHTPUPYIOT TIOJ BaKyyMOM M OCTaTOK
KPUCTATN3YIOT U3 3Qupa ¢ mnomydeHuem 6.6 r 4'-Opommerni-2-nimaHo-OueHusna B BUIC
KPHCTAJUIOB ¢ TeMIiepaTypoi miasienus 115-118°C.

[MPUMEP 5: Dtun-2-[(2'-unano-o6udennn-4-mi)-metun| -3 -okco-rentancar

®opmymna (IV): Ri=n-0yTmi, Re= atumn,

-

V= NG~ TR

[Tonmyuarot o npumepy 3. Macino UCIOIB3yeTCs TAKMM, KaK €CTb, JUIsl TOCIEAYOIIETO.
[TPUMEP 6: 6-n-niponuii-2-meTui-4-okcu-5-(4-HuTpoOeH31)-TUPUMHTUH.
R=n-nponun, R,= metnit, V=NO,

3.5 r Hatpus pactBopstoT B 175 mi stanona. K atomy pactBopy nobaBistoT 9.5 r
alleTaMUIUHXJIOPTHIpaTa U CMECh MepeMeIIMBaloT 5 MHMHYT IpHU KOMHATHOM TemIiieparype.
3arem n06aBis0T 20 T 3THI-2-(4-HUTPOOESH3MIT)-3-0KCO-TeKCAaHOATa, MOJYYCHHOTO B TIpUMeEpe
3, U CMeCh IepeMENIMBaKOT B TeYeHHe 4 JHEeW NpH KOMHATHOW Temmeparype. PactBopurenn
3aTeM BBINAPUBAIOT 1O/ BaKYyMOM, U OCTaTOK 00padaThIBalOT PacTBOPOM COJITHOW KHUCIIOTHI U
AKCTparupyroT 3TuianeratoM. OpraHuueckyro ¢aszy cymaT Haj cylb(aroM Martus, 3aTem
BBINIAPUBAIOT T10J] BAKYYMOM C IIOJIy4EHHEM MACISHUCTOIO OCTAaTKa, KOTOPHIN KPUCTAIIIN3YETCS
U3 cMecH aneToH ¢ 3¢upoM. OTxaTele U BhICYIIEHHbIE KpucTauibl faoT 10.9 r 6-n-npomnmi-2-
METHI-4-0KCU-5-(4-HUTPOOEH3WT)-TMPUMHUIUHA BUI€ KPUCTAJUIOB C TEMIIEPAaTypOl IJIaBICHUS
200°C.

[MPUMEP 7: 6-n-nponun-2-metun-4-okcu-5 - [(2-nmano-oudenun-4-mwn)-metun] -
MUPUMUJIUH.

®opmyna (VII): R;= n-mponui, R,= metu,

P

S

V= NC~ N

[Tonyyarot no nmpumepy 6. Kpucranisl ¢ Temnepatypoit miasiaenus 206°C.
[MPUMEP 8: 6-n-0yTui-2-metun-4-okcu-5-(2’ -1inanoOneHun-4-mi)-MeTuin | -
MUPUMUIUH.
®opmyna (VII): Ri= n-nponmn, Ry= metuu,
T T

g

V= I

ITonyuarot o npumepy 6. Kpucramisl ¢ reMneparypoi miasnenus 173°C.

[TPUMEP 9: 6-n-nponwi-2-meTrii-5-(4-HUTPpOOSH3UI )-4-XJIOPITUPUMHUIUH.

®opmyna (VII): Ri=n-nponui, R,= metun, V=NO..

32 6-n-mponmi-2-MeTun-4-okcu-5-(4-HUTPOOCH3W ))-IMPUMHJIMH,  TIOJYYCHHBIH B
npuMmepe 6, cycneHaupyroT B 45 i okcuxiopuna Qocdopa. CMmech KUIATAT C OOpaTHBIM
XOJIOAUIBHUKOM B TeueHHEe O 4YacoB, 3aTeM KOHLEHTPUPYIOT MoJx BakyymoM. OcrtaTok
00pabaThIBalOT BOAOH M 3KCTPArHpPyrOT IuXjopMmeTaHoM. OpraHmdeckyio (azy NpOMBIBAIOT
pacTBOpOM KapOoHaTa Kajus, 3aTe€M BBICYIIMBAIOT HaJ CyJb(aTOM MarHusi ¥ BbIIAPUBAIOT
Jocyxa ¢ moinydeHueMm 24 r 6-n-mponui-2-MeTHi-5-(4-HuTpoOeH3un)-4-XI0pIUpUMUINHA B
BHJIE KPUCTAJJIOB C TeMIieparypoit kunenus 65°C

[MTPUMEP 10: 6-n-nponui-2-metun-4-xaop-5- [(2’-0udennn-4-ni)-MeTui| -mupuMUAIHIH.

®opmymna (VIII): Ri= n-mpormn, R,= metun,
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T,

V= NG~ TR

[Tonyuaror o npumepy 9. Kpucramisl ¢ Temneparypoii riasienus 95°C.
[TPUMEP 11: 6-n-6ytun-2-metun-4-xmnop-(2'-oupenun-4-umm)-5-MeTUI-TUPUMHTUH.
®opmyna (VII): Ri=n-6ytun, R,= metumn,

g

V= NC T

ITonyuatot o npumepy 9. Kpucramisl ¢ reMmneparypoit miasnesus 75°C.

[TPUMEP 12: 6-n-nponwi-2-meTmii-4-ruapasuno-5 - [(2'-nuano-0udeHnsn-4-ui)-MeTu |
-IIUPUMUJIVH.

®opmymna (IX): Ri= n-nponmn, R,= metumn,

V= NC o

51.7 r 6-n-nponuin-2-MeTun-4-xaop-[(2’-unano-oudeHnn-4-mumn)-5-MeTu | -MupUMHUIIH,
nosrydyeHHsle B npumepe 10, pactBopsoT B 150 mut stanona u 90 M ruapazunruapata. Cmech
KUIATAT ¢ OOpaTHBIM XOJIOAWJIBHUKOM B TeUYeHHE 6 4acoB, U PACTBOPHUTENb KOHIEHTPUPYIOT
HAMOJIOBUHY IO BaKyyMoM, 3areM J00aBisaioT Boay. OOpa3oBaBuIvecs KpUCTaJUIbI
OTCaChIBAIOT, IPOMBIBAIOT BOJIOH, 3aTeM 3(UPOM U BBICYIINBAIOT, Moaydas 45 T 6-n-npomnwi-2-
MeTWI-4-ruipa3uHo-5 - [(2'-unano-0udeHmn-4-un)-MeTui| -TUPUMUINHA B BUJE KPUCTAIIIOB C
TemnepaTypou miasieHus 156°C.

[MTPUMEP 13: 6-n-nponui-2-mMeTuii-4-rupaznHo-5-(4-HUTpOOSH3MI )-IUPUMUIHH.

®opwmymna (IX): Ri=n-nponmn, R,= metusn, V=NO..

[Tonyuarot o npumepy 12. Kpucramiel ¢ temneparypoii minasiaenust 126°C.

[TPUMEP 14: 6-n-OyTui-2-meTmin-4-ruapasuno-5S - [(2°-mmano-oudenwmn-4-wmi)-metun| -
MUPUMHUTUH.

®opmymna (IX): Ri= n-nponmi, R,= metumn,

V= NC e

[Tonyuarot o npumepy 12. Kpucramisl ¢ remneparypoii minasiaenust 154°C.

I[TPUMEP 15: 7-n-ipormn-5-metui-8-[(2'-rmmano-oudenwn-4-un)-metun|-1,2,4-rpuazon-
(4,3-c)-nmupumuaus-3-(2H)-oH.

®opmymna (XII): Ri=n-npommi, R= metun, X=CO,

V= NG~ TR

Y=NH, X==Y - npocras cBs3b.

334 r 6-n-npomnui-2-MeTui-4-ruipa3suHo-5-[ (2'-nuano-oud eHun-4-wmn)-mMeTrn | -
MAPUMUINH, TOJY4YeHHBIM B mpumepe 12, pactBopstor B 600 M Terparuapodypana.
Jo6asistor 15.2 T kapOOHWITUMMHIA3071a U CMECh KHIIATAT ¢ OOpaTHBIM XOJIOAWJIBHUKOM B
Teyenue 1.5 4. PacTBopuTenb BBINApUBAIOT IMOJ BaKYyMOM U OCTaTOK 00pabaThiBalOT BOJAOH,
3aTeM JKCTparupyrt xiopodopmom. Opranudeckyro ¢asy cymar Hal Cylb()aroM MarHus H
BBINIAPUBAIOT 107, BaKyyMOM; IOJyUYEHHBIH OCTaTOK KpUCTAIM3yeTcsl Ha cMmecu sdupa c
STHIIANETATOM, AaBas 26.4 T 7-n-mponwi-S-metui-8-[(2'-muaHo-oudenmn-4-mn)-metmi|-1,2,4-
TpHuazon-(4,3-c)-nmupumuant-3-(2H)-oH B Buae KpucTawioB ¢ TemmepaTypoit miasienus 196°C.

[MPUMEP 16: 7-n-nponun-5-metun-8-(4-autpodensmn)-1,2,4-rpuazon-(4,3-c)-
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nupuMuuH-3 -(2H)-oH.

®opmyna (XII): Ri= n-nponun, R= metun, X=CO, V=NO,, Y=NH, X= =Y - npocras
CBSI3b.

[Tonyuaror o npumepy 15. Kpucramisl ¢ temneparypoi mnasnenus 225°C.

I[MPUMEP 17: 7-n-Oytun-5-metun-8-[(2'-nmmano-oudenun-4-mn)-metun|-1,2,4-rpuazon-
(4,3 -c)-nupumuaus-3 -(2H)-on.

®opmyna (XII): R;= n-mponui, R,= metun, X=CO,

V= NC

Y=NH, X==Y - npocras cBs3b.

[Tonyuarot no npumepy 15. Kpucrannsl ¢ Temneparypoit minasnenust 173°C.

[TPUMEP 18: 7-n-ipormi-5-metui-8-[ (2’ -nmano-oudenmn-4-mn)-metun]-1,2,4-tpuazon-
(1,5-c)-nmupumunun-2-(3H)-oH.

®opmymna (XII): Ri= n-npomwt, R,= mertun,

V= NC

X=NH, Y=CO, X==Y - npocras CBs3b.

13.8 r 7-n-nmponun-5-metmn-8-[(2'-mmano-oudenmn-4-mn)-metun|-1,2,4-rpuazon-(4,3-c)-
nupuMuauH-3-(2H)-oHa, nomyuennsle B npuMepe 15, pactBopsitor B 40 mit staHona u 150 mu
pacTBopa KapOoHaTa Kajusi KOHIeHTpauuu 3 mois Ha jgutp. Cmech HarpeBaroT mpu 60°C B
TeyeHue 4 4, 3atem jo0aBisaoT 100 mMa Boasl. PacTBOp MOJKUCISAIOT KOHLIEHTPUPOBAHHOMN
COJITHOM KHCJIOTOM, U MOJy4YeHHbIE KPUCTAIIBl OTCACHIBAIOT, IPOMBIBAIOT BOJIOM U PacTBOPSIOT
B xsopodopme. XaopohopMHBIA pacTBOp CyIIaT HajA Cyib(aToM MarHUs U BINAPUBAIOT TOA
BakyyMoM. [loydeHHBI OCTaTOK KpUCTAIIU3yeTCsl Ha CMECH ATHianeTrara ¢ 3QupoM, AaBas
10.6 r KpuUCTaJUIOB, KOTOPBIA XpomarorpagupyloT Ha CHJIMKareie ¢ IOMOLIbI0 CMECH
xjopodopma ¢ MetaHoioM (9:1) B KadecTBe IMIOMPYIOIIETO CpeacTBa, moiydas 8.4 r 7-n-
nponui-5-metui-8-[ (2'-uuano-oudenun-4-un)-metun|-1,2,4-tpuazon-(1,5-c)-nupumuus-2-
(3H)-oH B Buje KpUcCTaIoB ¢ TeMIepatypoi miasneHus 226°C.

I[MPUMEP 19: 7-n-nponwun-5-metun-8-[(2'-(Terpazon-5-un) -Oudenun-4-un)-metun] -
1,2,4-tpuazon-(4,3-c)-nupumuut-3-(2H)-oH.

®opwmyna (I): Ri=n-nponmn, R,= metu,

R
N —\J X
4 Y
N NH
\\\ " //,,
R3= * N

X=CO, Y=NH, X==Y - npocras CcBs3b.

4 1 7-n-nponun-5-metui-8-[(2'-uuano-oudennn-4-mn)-metunl-1,2,4-rpuazon-(4,3-c)-
nupuMuauH-3-(2H)-ona, mosydeHHele B mnpumepe 15, pactBopstor B 100 Mia Tomyona.
JoGaBnsior 2.8 © TPUMETHIIONOBOA3UIa U CMECh KHUIATAT C OOpaTHBIM XOJOIWIBHUKOM 24 4.
OOpa3oBaBiecs KpUCTAJUIbl OTCACHIBAIOT NPU HArpeBaHMM M TNPOMBIBAIOT 3(UPOM, 3aTeM
cycnegaupytor B 100 mn Terparumpodypana. B cmech OapOoTHpoBaHHMEM MPOMYCKAIOT
ra3o00pa3HbIil XJIOPOBOJOPOA M TOCIE 3aBEpIICHUs IMPOMYCKAaHUS B PAcTBOpPE MOSBIAETCS
ocasiok. CMech OTCTauBAIOT B TEYEHHE HOUYM MPU KOMHATHOM TeMIieparype, U 0Opa3oBaBIIHECs
KPHUCTAJJIBl OTCACHIBAIOT, MPOMBIBAIOT 3(QHUPOM U pacTBOPSIOT B pa30aBICHHOM pacTBOpE
THJIPOKCHJIa HATpUs. DTOT pacTBOP MPOMBIBAIOT 3(UPOM, 3aTe€M MOJAKHUCIAIOT 0apOOTUPOBAHUEM
JUOKCUIOM Cepbl U 3KCTParupyroT xjiopodopmoM. Opranuyeckyro ¢a3y cymar Haj CyabpaTom
MarHys ¥ BbIIApUBAIOT MOJ] BAKYYMOM M OCTaTOK KPUCTAJUIM3YIOT U3 CMecH 3(upa ¢ aleToHOM,
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nonydass 1.5 r© 7-n-mponuin-5-metun-8-[(2'-(Terpazon-5-un)-oudenmn-4-un)-metunl-1,2,4-
Tpuazon-(4,3-c)-nmupumuani-3-(2H)-ona B BUIe KPUCTAIIIOB ¢ TEMIEpaTypou TiaBieHUs 248-
249°C.

[MPUMEP 20: 7-n-nponun-5-metmi-8- [(2'-(Terpazon-5 -un)-0udenumn-4-um)-metun| -
1,2,4-tpuazon-(1,5-c)-nupumuaun-2-(3H)-oH.

®opmyna (I): Ri= n-nponun, R,= metun,

/ N
N N /NH
R3= \ N
X=NH, Y=CO, X==Y - npocras CBs3b.
[Tomydarot ciocobom, onucaHHbIM B mpumepe 19 u3 coeaunenus npumepa 18. Moxet
OBITh MONTy4eH 1o TipuMepy 18 u3 coequaenus npumepa 19. [lepekpuctamin3yor U3 YKCYCHOM
KHUCJIOTBI, 3aTEM MPOMBIBAIOT ATUialeTaTroM. Kpucrtamisl ¢ TemnepaTypoi miasieHus: 239°C.
I[MPUMEP  21:  (Otun)-{7-n-nponui-S-meTtui-3-okco-8-[(2'-unano-oudenmn-4-mn)-
metun]-1,2,4-tpuazon-(4,3-c)-mupumuaua-(2H)-un-2 } -arerar.
®opmyna (XII): Ri=n-nponun, R,= metui,
=

V= NoT X

X=CO, Y=NCH,CO,C;Hs, X==Y - npocrast CBs3b.

3.8 r 7-n-mpomwi-5-metmi-8-[(2'-nimano-oudennn-4-un)-metuin|-1,2,4-rpuazon-(4,3-c)-
nupumMuauH-3-(2H)-ona, nonydenHoro B npumepe 15, pactBopsitor B 50 M 3TaHOnA.
J106aBIIsSIFOT pacTBOpP ATHIIATa HATpusl, oy4eHHbIH U3 0.25 T HaTpus B 10 Mi1 3TaHONA, M CMECh
nepememuBaioT 10 MUHYT ipu KOMHaTHOM Temrieparype. Jlo6asnstoT 1.3 mi stunOpomarerata
U CMECh KHUISTAT C 0OpaTHBIM XOJIOAUJILHUKOM B TeueHHe 7 4. PacTBOp KOHIEHTPUPYIOT MO
BaKyyMOM H OCTaTOK 00pabaThIBalOT BOAOW M IKCTparupyrT 3dupom. Opranumdeckyio ¢azy
IIPOMBIBAIOT XOJIOAHBIM pa30aBICHHBIM PACTBOPOM TMIIPOKCH]IA HATPHs, U 3aTEM BBICYIINBAIOT
U BBINAPUBAIOT IOJ BakyymoM, noaywas 4.3 r (3tun)-{7-n-nponui-5-metui-3-okco-8-[(2'-
nuaHo-oudenun-4-mn)-metun|-1,2,4-tpuazon-(4,3-c)-mupumuaun-(2H)-un-2 } -anierata B BUJE
MacJia, UCIOJIb3yeMOr0, KaK eCTbh, /UIs JaJbHEUIIIETO.

[TPUMEP 22: Dtun-{7-n-niponuii-5-meTuii-3-okco-8-[ (2'-(Terpazon-5-mn)-oudennn-4-
un)-metun|-1,2,4-rpuazon-(4,3-c)-nupumuaun-(2H)-un-2 } -arerar.

®dopmymna (I): Ri= n-npomwi, R,= metun,

N —
N/\ NH
R;s= \ N /

X=CO, Y=NCH,CO,C,Hs, X==Y - npocTtas CBs3b.

[Tosyuaror o npumepy 19. Kpucramier ¢ T. . 173-174°C.

[MPUMEP 23: 2-{7-n-nponui-5-metui-3-okco-8-[(2'-unano-oudenumn-4-un)-metun|-
1,2,4-tpuazon-(4,3-c)-nupumuud-(2H)-2-un } -3Tanon.

®opmyna (XII): Ri=n-nponun, R,= metu,
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)

V= NC
X=CO, Y=NCH,CH,OH, X==Y - npocras cB3b.
[Tomyuarot o npumepy 21 u3 2-6pom-3tanona. Kpucramisl ¢ Temneparypoil riaBaeHus
112°C.
[MPUMEP  24: 7-n-nponun-2,5-mumeTwin-8-[(2'-nuano-oudpennn-4-un)-metun]-1,2,4-
Tpuazon-(4,3-c)-nupumuaus-3(2H)-oH.
®opmyna (XII): Ri=n-nponun, R,= metu,

)

V= NC
X=CO, Y=NCH;, X==Y - mpocras CBs3b.
[Tonmyyatotr mo nmpumepy 21 u3 merunuonuaa. Kpucramisl ¢ TemmnepaTypoil miaBieHUs
145°C.
I[TPUMEP 25: 2-{7-n-nponui-5-metun-3-okco-8-[(2'-(TeTpazon-5-mn)-oudenun-4-mmn)-
metun] -1,2,4-tpuazon-(4,3 -c)-nupumuaus-(2H)-2-un } -3Tanon.
®dopmymna (I): Ri= n-npomi, R= metun,

X=CO, Y=NCH,CH,OH, X==Y - npocrast CBS3b.

[Tomyuatot o npumepy 19. Kpucramnel ¢ Temnepatypoit minasienus 149-150°C.

I[TPUMEP 26: 7-n-pormmn-2,5-gumetmn-8- {[2'-(terpazon-5 -wun)-oOudenun-4-un] -
metmi} -1,2,4-tpuaszon-(4,3-c)-nupumuaus-3(2H)-oH.

®dopmymna (I): Ri= n-npomwi, R,= metun,

N
N,
S

X=CO, Y=NCHj3;, X==Y - npocras CB3b.

[Tonmyuatot o npumepy 19. Kpucramnsl ¢ temnepatypoit minasienus 205-206°C.

I[TPUMEP 27: 7-n-mponui-5-MeTni-2-MeTokcu-8-[(2'-nnano-oudenun-4-um)-MeTni|-
1,2,4-tpuazon-(1,5-c)-nupumMuus.

®dopmymna (XII): Ri= n-npomwt, R,= mertun,

{a

)

V= NC

X=N, Y=COCHs;, X==Y - npocras cBs3b.

4.4 1 7-n-npommi-5-meti-8-[(2'-mano-oudennn-4-un)-metuin|-1,2,4-rpuazon-(1,5-c)-
nupumuanH-2(3H)-ona, noixydennsie B mpumepe 18, pactBopstor B 50 M1 arieToHa U 100aBISIOT
2 r kap6oHnaTta kanuda. [locime noGaBieHHs 2 MJI METWIMOJIUAA CMECh KHIATAT ¢ OOpaTHBIM
XOJOJWIBHUKOM B TEUEHUE 5 Y, OXJAKIAAIOT U KOHLEHTPUPYIOT IOJ BaKyyMOM, 3aTeM
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N00aBJIAIOT BOAY UM OKCTPArupyroT auxiopMmeraHoM. OpraHudeckyro a3y cymar Haj
CyJb(aTOM MarHus U BHIMAPUBAIOT M0/ BAKyYMOM, OCTaTOK XpOMaTorpagupyIoT Ha CHIIMKaresie
cMechio  xJopodopM/anieTon B cooTHomeHun 80/20, momyudas 3 T 7-n-mpomui-5-mMeTui-2-
MeToKcH-8-[(2'-unano-oudenun-4-un)-metwin| -1,2,4- tpuazon-(1,5-c)-nupumunnHa (nepBbiit
AIIIOUPYEMBIH MPOJIYKT) B BUJI€ KPUCTAILJIOB € TeMIepaTypoi miasieHus 89°C.

[TPUMEP 28: 7-n-nponuin-5-meTui-2-MmeTokcu-8-[(2'-(Terpazon-5-un)-oudenun-4-un)-
metui|-1,2,4-tpuazon-(1,5-c)-nupuMuuH.

®opmyna (I): Ri= n-nponun, R,= metun,

X=N, Y=COCH3;, X==Y - npocras cBs3b.

[Tomyuarot o npumepy 19. Kpucramiel ¢ Temnepatypoii minasienus 189-190°C.

[MPUMEP 29: 7-n-nponun-3,5-numetui-8-[(2'-unano-oudenmn-4-un)-metunl-1,2,4-
tpuazon-(1,5-c)-nmupumuaun-2(3H)-oH.

®opmyna (XII): Ri=n-nponun, R,= metu,

=

V= NC =

X=N-CHs;, Y=CO, X==Y - npocras cBs3b.

[Tonyyaror mo mpumepy 27, OYHMIIAIOT XpoMaTorpadueil Ha CHIIMKAareje C MOMOIIBIO
cmecu xsopodopm/Metanon 90/10 B kauecTBe MIOUPYIOLIETO CPEACTBA (BTOPOM 3IHOMPYEMBIii
npoaykr). Kpucramnsl ¢ remneparypoit miasnenus 194°C.

I[TPUMEP 30: 7-n-mponuin-5-metun-8- (4-amuno-0en3un-) -1,2,4- tpuazon- (4,3-c)-
nupuMmuuH-3 (2H)-on.

®opmyna (XII): Ri= n-nponun, R,= metun, V=NH,, X= CO, Y=NH, X= =Y - mpocras
CBSI3b.

54 r  7-n-mponun-5-metuin-8-(4-uutpobensmn)-1,2,4-tpuazon-(4,3-c)-nupuMuIuH-
3(2H)-ona, monydeHHsle B mpumepe 16, pactBopsitor B 100 My MeTaHona W TOABEPraroT
TMIPUPOBAHUIO TIPU aTMOC(EpPHOM JaBICHUM U KOMHATHOH TemmepaTtype B npucyTctBuu 0.8 r
Hukens Penes. Korma Beck BOZOpPOA TMOTJIOTHTCS, KaTaau3aTop OT(UIBTPOBHIBAIOT U
pacTBOpUTENb BBIIAPUBAIOT MOJA BakyyMoM, mnonydas 4.6 1 7-n-mponui-5-metui-8-(4-
amMmuHOOeH3m1-)-1,2,4-tpuazon-(4,3-c)-nupumuaun-3(2H)-ona B BHAEe  KpPUCTAUIOB  C
temneparypoi miasnenus 180°C.

I[MPUMEP 31: {[7-n-mpomnun-5-meruin-3-okco-1,2,4-tpuazon-(4,3-c)-nupumuud-(2H)8-
wi|-4-metun-enun} -2-aMMHOKapOOHMIOEH30ICY Ib(OHOBASI KUCIIOTA.

dopmyna (I{)): R= n-npomnmn, R,= meTtui,

NH - g\ P

[ ]

R;= HO,S

X=CO, Y=NH, X==Y - npocras CBs3b.

46 1 7-n-mponmi-5-metun-8-(4-aMuHOOCH3MII-)-1,2,4-Tprazon-(4,3-c)-nmupuMuIuH-
3(2H)-ona, nonyuennsie B npumepe 30, pactBopsitor B 300 MJI anleTOHUTpWIIA U JAOOABISIOT
pactBop 2.9 T aHrumpuaa cyiabdoOeH3o0iHON KkucmoTel B 30 Mu  aneroHuTpwia. Cmech
MepeMEeNINBaloT B TeueHue 15 MHUH, 1 00pa30BaBIIMECS KPUCTAILIBI OTCACHIBAIOT U MPOMBIBAIOT
adupoM, 3aTeM PAcTBOPSIIOT B BOJAHOM pacTBope OukapOoHaTa HaTpus. Boanyro daszy 3atem
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MOJKUCIISAIOT MPOIYCKaHUEM JUOKCUAA cepbl, monyyas 4 r {[7-n-nponui-5-metui-3-okco- 1,2,4-
TpHa30JI -(4,3-c)-mupumuana-(2H)8-nm| -4-metun-deHnn} - 2 aMUHOKapOOHMII-
6eH30JICyTb(DOHOBON KUCIIOTHI B BUJIE KPUCTAJUIOB C TeMIeparypoil miasneHus 283-286°C.

[TPUMEP 32: Dtun [7-n-npormmi-5-MeTuii-3-0kco-8-(4-amuHo-0eH3m-)-1,2,4-Tpua3osn-
(4,3-c)-mupumuann-(2H)-2-un]-anerar.

®opmymna (XII): Ri= n-mpormmn, R,= metun, V=NO,, X=CO, Y=NCH,CO,CHs, X==Y -
IIPOCTasi CBA3b.

[Tomywaror o npumepy 21. Kpucramisl ¢ temneparypoi rmnasinenus 144°C.

I[MPUMEP 33: Dtun [7-n-npomuin-5-meTui-3-okco-8-(4-amuno-6en3un)-1,2,4-rpuazon-
(4,3 -¢)-mupumuaun-(2H)-3 -un] -anerar.

®opmyna (XII): Ri= n-nponui, R,= metun, V=NH,, X=CO, Y=NCH,CO,C,Hs, X==Y -
MPOCTasi CBA3b.

[Tosyuarot no npumepy 30. Kpucramiel ¢ remneparypoii mnasiaenust 130°C.

[TPUMEP 34: {[7-n-nponumn-5-MeTui-3-0kco-2-(3TOKCUKapOoHMmIMe TN )- 1,2,4-Tpra3on-
(4,3-c)-nmupumuuH-(2H)-8-mi]-4-mMetuin-pennn } -2-aMuHOKapOOHMIT-OCH30IICY Tb(hOHOBAs
KHCIIOTA.

®opwmyna (I): Ri=n-npormn, R,= metu,

0

I
NH-O_

I

o

X=CO, Y=NCH,CO,C,Hs, X==Y - npocTas CBs3b.
[Tonyyaror no nmpumepy 31. Kpucrtamisl ¢ Temnepatypoi miasienus 282-284°C.
I[MPUMEP 35: {[7-n-nponmi-5-metni-3-okco-2-(kapbokcumeTmin)- 1,2,4-tpuazon-(4,3-c)-
nupuMuuH-(2H)-8-ni]-4-metnn-dennn | -2-aMuHOKapOOHMIT-0€H301-CyIb(DOHOBAs KUCIIOTA.
®opmyna (I%: R=n-nponun, R,= meTtui,

H
R Hos N
X=CO, Y=NCH,CO:H, X==Y - npocras cB3b.

2.5 1t {[7-n-nponuin-5-meTun-3-okco-2-(3Tokcukapoonunmerun)-1,2,4-tpuazoin-(4,3-c)-
nupumuuH-(2H)-8-un]-4-metundennn | -2-aMuHOKapOOHUI-0€H30JICYIb(POHOBOM KHCJIOTHI,
nojryueHHoi B npumepe 34, pactBopsitoT B 30 Mi1 BoAbl, cofepxaiieid 1 r rugpokcuaa HaTpHsl.
Cmech HarpeBaroT npu 60°C B TedeHue 2 4, OXJIAKIAIOT U MOAKUCISIOT COJISTHOW KHCIIOTOM,
nonydass 2 r  {[7-n-mponmi-5-meTun-3-okco-2-(kapobokcumetin)-1,2,4-rpuazon-(4,3-c)-
nupumuuH-(2H)-8-mun]-4-metun-penun } -2-aMMHOKapOOHMI-0eH30ICYyTb(DOHOBOM  KUCIOTHI B
BU/JIE KPUCTAJIOB C TeMIiepaTypoil masienus 296-300°C.

[TPUMEP 36: 7-n-0ytun-5-metun-8-{[2'-(TeTpazon-5-wun)-oudennn-4-unl-metun}-1,2,4-
Tpuazon (4,3 -c)nupumuaus-3 (2H)-oH.

®opmymna (I): Ri= n-0yTmi, R,=mertnn,

I

)
i A
s b

N M

R3= N N g
X=CO, Y=NH, X==Y - npocras CBs3b.
[Tonyyaror no nmpumepy 19. Kpucramisl ¢ Temnepatypoi miasinenus 233-235°C.
[MPUMEP 37: 7-n-nponui-5-metuii-2-mepkanto-8-(4-autpodbensun)-1,2,4-rpuazon-(1,5
-C)-TIUPUMUIUH.
®opmyna (XII): Ri= n-mpomun, R,=metun, V=NO,, X=N, Y=C-H, X= =Y-nBoiinas

1
NH-O-. -~
g
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CBSI3b.

3.7 T 6-n-mponui-2-MeTuiI-4-rupa3suHo-S-(4-HUTPOOCH3MI)-TUPUMUANHA, TT0TYYCHHbIE
B npumepe 13, pactBopsror B 50 mi n-OyraHona B mpucytcTBum 1.5 miu cepoyrieponaa. Cmech
KUMATAT C OOpaTHBIM XOJOJWIBHHUKOM B TE€YeHHE 3 4, 3aTeM OXJaXJAlT M IOJydYeHHbIE
KPHUCTAJJIbl OTCAaChIBAIOT W IMPOMBIBAIOT A(PHUPOM, 3aTE€M BBICYIIUBAIOT, mosydas 3.5 r 7-n-
MPONUI-5-MeTUiI-2-MepkanTto-8-(4-uutpodensun)-1,2,4-rpuazon-(1,5-c)-nupuMuiiH = B BUJE
KpPUCTAJJIOB ¢ Temneparypoil miasnenus 210°C.

[TPUMEP 38: 7-n-nponui-5-MeTUi-2-MeTuIMepKanTo-8-(4-uutpodensun)- 1,2,4-
Tpuazoin-(1,5-c)-nupumMuIuH.

®opmyna (XII): Ri= n-mponuin, R,=metun, V=NO,, X=N, Y=C-SCH;, X= =Y -nBoiinas
CBSI3b.

5 1 7-n-npormmi-5-metwi-2-mMmepkanTo-8- (4-autpobensmn) -1,2,4-tpuazon- (1,5-c) -
NUPUMHUIMHA, TOJMy4YeHHble B mpumepe 37, pacTtBopsitoT B 50 ma xyopodopma u 2.2 M
TpudTWiIamMuHa. JloGaBistor 1.5 M MeTunMoaua U cMech NEPEMENINBAIOT B TEYEHHUE 2 4 MPHU
KOMHAaTHOM TeMIepaType, 3aTeéM OTCTauBalOT B TeueHHe HouM. CMech 3aTeM NIpPOMBIBAIOT
pa30aBIeHHBIM PACTBOPOM THAPOKCHAa HAaTpHsl M OpraHuyecKkyro (a3y NeKaHTHPYIOT, CyllaT
HaJ cCyab(aToM MarHus M BBIIAPUBAIOT TOJ BaKyyMOM, IIOJyyash OCTaTOK, KOTOPBIH
KpUCTAJUIM3yeTcs M3 cMecu ddupa C TNeHTaHoM, aAaBas 4 T 7-n-mpomnuii-5-MeTui-2-
MeTHIMEpKanTo-8-(4-HuTpobensun)-1,2,4-rpuazon-(1,5-c)-nupuMuAuH B BUAE KPHUCTAIOB C
TeMriepatypon miasienus 130°C.

[TPUMEP 39: 7-n-nponui-5-metui-2-meTuiaMepkanTo-8- (4-amunobensun) -1,2,4-
TpHuazon-(1,5 -c)-nupuMuuH.

®opmyna (XII): Ri= n-nponmn, R,= metun, V=NH,, X=N, Y=CSCH;, X==Y -aBoiinas
CBSI3b.

[Tomyvaror mo npumepy 30 B BuAE Macia, MCIOIb3YEMOIO TakK, KaK €CTb, JUIS
NaJILHEUIIINX CUHTE30B.

I[TPUMEP 40: {[7-n-nponuin-5-metun-2-metuimepkanro-1,2,4-tpuazon-(1,5-c)-
MAPUMUTUH-8-1 |-4-MeTundeHnn | -2-aMuHOKapOOHMI-0€H30JICY Ib(OHOBAS KUCIIOTA.

®opwmyna (I): Ry= n-nponuin, R,= metu,

0
NH-O. -~
Rs= Hogs/"" Ny
X=N, Y=CSCHj;, X==Y - nBoiiHas CBS3b.

[Tonyuatot o npumepy 31. Kpucramnsl ¢ Temnepatypoit minasienus 250-252°C.
[TPUMEP 41: 7-n-mponuin-5-meTui-2-Mepkanto-8-[(2'-nuano-oudenmn-4-mm)-MeTu|-
1,2,4-tpuazon-(1,5-c)-nupumMuus.
®opmymna (XII): Ri=n-npomui, Ry=meruu,
N
|

V= NC -
X=N, Y=CSH, X==Y - nBoiiHas CBS3b.

[Tonyyarot no nmpumepy 37. Kpuctamisl ¢ Temnepatypoi miasneHus 202°C.

[MTPUMEP 42: 7-n-nponun-5-meTui-2-mepkanto-8- {[2’-(rerpa3on-5-mn)-oudermn-4-
un]-metun} -1,2,4-tpuazon-(1,5-c)-nmupumMuuH.

®opmymna (I): Ri= n-nponmn, Ry=mernn,

N '\./[::;':Q/ -~
/ A
N, NH
R3= ~ N
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X=N, Y=C-SH, X==Y - gBoiHas CBA3b.
[Tomywaror o npumepy 19. Kpucramisl ¢ temneparypoit mnasnenus 223-225°C.
[MPUMEP 43: Dtun-{7-n-nponun-5-metui-8-[(2'-mano-oudenmnn-4-mn)- metunl-1,2,4-
Tpuazon-(1,5-c)-mupuMuanH-2-1i | -MepKanrToareTar.
®opmyna (XII): Ri=n-nponun, R,=merun,

V= NC

X=N, Y= CSCH,CO,C,H;s, X==Y - nBoliHas CBs3b.

4 r 7-n-nponui-5-meTuin-2-mepkanto-8-[(2'-uuano-oudennn-4-mn)-merun|-1,2,4-
Tpuazon-(1,5-c)-nupumuarHa, nonydeHHole B npumepe 41, pactBopstor B 40 mu1 3TaHONa U
M00aBISIOT PACTBOP TUIATA HATPUS, MOJNy4YeHHBIH qoOaBieHueM 0.3 T HATpusg B 5 MJI 9TaHONA.
Cmecp mnepememmBaior 10 MUH 0Opu KOMHATHOW Temieparype M jgoOaBistioT 1.5 wmi
TUIOpOMaIieTaTa. 3aTeM CMeCh KHUISATAT ¢ OOpaTHBIM XOJOAWJIHLHHUKOM B TEUEHHE 2 4acoB,
3aTe€M pAaCTBOPUTENh BBINAPUBAIOT IO BAaKyyMOM M OCTaTOK 0OOpadaThIBarOT BOJOW U
AKCTparupyroT otwianeratoM. Opranuueckyio a3y cymar Hax cynabparom MarHus U
BBIITAPHUBAIOT I0JT BAKYYMOM U TIOJTYYEHHBI OCTATOK KPUCTAJUTM3YIOT U3 cMecH 3(upa ¢ eHTaH,
nonydas 2.9 r atun-{7-n-nponuin-5-metun-8-[(2'-uuano-oudennn-4-mn)-merunl-1,2,4-rpuazon-
(1,5-c)-nupumuanH-2-ui} -MepKanroaneTara B BHJIE KPUCTAIJIOB C TEMIIEpPATypol IJIaBICHUS
103°C.

[NPUMEP  44:  Otun-{7-n-nponui-5-metun-8-[(2'-(rerpaszon-5-mn)-oudennn-4-mn)-
metui|-1,2,4-tpuazon-(1,5-c)-mupuMuarH-2 -1 } -MepKanToaneTar.

®opmyna (I): Ri=n-nponwi, R,=meTuu,

X=N, Y=CSCH,CO,C,Hs, X==Y - nBoiiHas CBS3b.

[Tonyuatot o npumepy 19. Kpucramnsl ¢ Temnepatypoii minasienus 127-128°C.

[MPUMEP 45: Xnopauruapupa {7-n-nponui-5-metun-8-[(2'-uuano-oudennn-4-mn)-
metun]-1,2,4-tpuazon-(1,5-c)-nmupuMuanH-2-m} -Cynb(pOKUCIOTHI.

®opmymna (XII): Ri= n-nponwt, R,=mertun,

V= NC
X=N, Y= CSO,Cl, X==Y - nBoiiHas CBs3b.

35 r  7-n-mpommi-5-meTui-2-mepkanto-8-[(2’-numano-oudenun-4-wr)-metun|-1,2,4-
Tpuazon-(1,5-c)-nmupumuarHa, moay4deHHbsIXx B mpumepe 41, pactBopsitor npu -5°C B 300 mu
KOHIIGHTPUPOBAHHON COJITHOW KHCIOTHL. Jl00aBisioT mo karwisiM 13 T Xjopara HaTpusi B BHIE
pactBopa B 50 M1 BOJBI B TeUeHHE 15 MUH, IpHUeM TeMIepaTypy HNOJAEPKUBAIOT B HUHTEPBAJIE -
5 - 0°C. Cmech 3arem nepememnBaioT 20 muH npu 0°C, 3areM BBUIMBAIOT B CMECh BOJBI CO
JTBA0M, 00pa30BaBIIMeCs KPUCTAUIbI OTCACHIBAIOT U MPOMBIBAIOT BOJOH, 3aTeM 00pabaThIBAIOT
200 mut a¢hupa ¥ IepeMENUBaAOT 5 MUHYT, MTOCIIE YeTO OTCACHIBAIOT M BRICYIIMBAIOT HA BO3IyXE,
nonydass 30 r© xmopaHrmapuaa {7-n-npomnwi-S-meTmi-8-[(2'-1mano-0udeHm-4-mui)-MeTHI |-
1,2,4-tpuazon-(1,5-c)-mupuMuaAnH-2-11 }-CyTb(OKHCIOTH B BHE KPUCTAIIIOB C TEMIIEPATypOi
maienus 141°C.

I[NIPUMEP 46: Xnopaurunpun  {7-n-0ytuin-5-metun-8-[(2'-uuano-oudennn-4-mn)-
metun]-1,2,4-tpuazon-(1,5-c)-mupumMuina-2-1i} -Cyab(HOKUCIOTHI.
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®opmyna (XII): R;=n-6ytmi, R,=metui,

V= NC
X=N, Y= CSO,Cl, X==Y - nBoiiHas CBS3b.
[Tosryuarot o npumepy 45. Kpucramiel ¢ temneparypoii mnasienus 112°C.
[MPUMEP 47: N,N-mumetnn {7-n-nponui-5-metui-8-[(2'-unano-oudenmn-4-ui)-mMeTu|
-1,2,4-tpuazon-(1,5 - ¢)-nmupuMuIuH-2-U1 } -CyIbPOHAMUI.
®opmyna (XII): Ri=n-mpomnun, Ry=meru,

V= NC
X=N, Y= CSO;N(CHj;),, X==Y - nBoiiHas CBs3b.

8 r xymopanruapuaa {7-n-npomnwi-S-meTui-8-[(2'-uunano-oudennn-4-un)- metwmil-1,2,4-
Tpuazoin-(1,5-c)-mupuMUAnH-2-11 } -CyTb(POKUCIOTHI, IIOJTyYEHHBIE B npumepe 45,
nepemennBaioT BMecte ¢ 40 mi BogHoro 40 %-HOro pacTBopa TUMETHIaMUHA B TEUEHHE yaca
npu Temneparype 50°C. 3areM cMecCh JKCTParupyrT XJIOpPOo(hOpPMOM H OpPraHHUYECKYIO (azy
cywmaT HaJl Cylb(aToM MarHus, 3aTeM KOHIICHTPUPYS IMOJA BaKyyMoM, moiydaroT 5.5 r N,N-
JTUMETHIT {7-n-iponun-5-metnn-8-[(2'-unano-o6udenmn-4-mn)-merun|-1,2,4-tpuazon-(1,5-c)-
MUPUMUIUH-2-1J } -CyJIb()OHAMH/IA B BUEC KPUCTALIIOB C Temmeparypoii masienus 158°C.

CornacHo 3TOMy k€ CIIOCO0y B CJIEIYIOIINX MPUMEPAX MOIyYaroT:

I[TPUMEP 48: N-metun-{7-n-nponui-5-metni-8-[(2'-nnano-oudennn-4-mum)-MeTu|-
1,2,4-tpuazon-(1,5-c)-mupuMuanH-2-1} -CyTb(pOHAMHUI.

®dopmymna (XII): Ri=n-npormt, Ry=mertun,

V= NC
X=N, Y= CSO,NHCH;, X==Y - nBoiiHas CBS3b.
Kpucramisl ¢ Temneparypoi nnasienus 172°C.
[MPUMEP 49: N,N-numeTui- { 7-n-0ytui-5-metmin-8- [(2'-1mano-oudeHmn-4-mi)-MeTu |
-1,2,4-tpuazon-(1,5-c)-nmupuMuinH-2-11} -CyabHOHAMUT.
®opmyna (XII): Ri=n-nmponun, Ry=mern,

V= NC

X=N, Y= C-SO,N(CH3),, X==Y - nBOI1Has CBS3b.

Kpucramnsl ¢ Temneparypoii riasinenus 126°C.

[NPUMEP 50: {7-n-npormun-5-metun-8-[(2'-nmano-oudennn-4-mn)-metun|-1,2,4-
TpHuazon-(1,5-c)-nupumMuanH-2-u1} -cyabhoHaMuU/I.

®opmyna (XII): R;= n-nponwmi, R,=merui,

V= NC
X=N, Y= C-SO;NH,, X==Y - nBoiiHas CBs3b.
Macno, UCTI0JIb3yeMOe TaKUM, KaK €CTb, ISl TOCIEAYIOIINX CHHTE30B.
[MPUMEP 51: N-metun-{7-n-0ytun-5-metmn-8-[ (2'-unano-oudenmn-4-mn)-merun|-1,2,4-
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Tpuazon-(1,5-c)-nupuMuInH-2-11 } -CyIb(POHAMU/L.
®opmyna (XII): Ri=n-mpomnun, Ry=merun,

V= NC
X=N, Y=C-SO,NHCH;, X==Y - aBoiiHas CBA3b.
Kpucrannsl ¢ temnepatypoii miasnenus 149°C.
I[MPUMEP 52: N,N-gumetun-{7-n-nponui-5-metui-8-[(2’-(Terpazon-5-un)-oudennn-4-
win)-metuin| -1,2,4-tpuazon-(1,5 -c)-nmupuMuanH-2-ui} -CyTb(hOHAMUI.
®opmyna (I): Ri= n-nponun, Ry=meTnn,
RN

J

- T

/ )
N/\ . ’ENH
R3= N N g
X=N, Y=C-SO,N(CHj3),, X==Y - nBolHas CBS3b.
[Tomyyatot cornacHo npumepy 19. Kpucramiel ¢ rTemneparypoi masienus 176-178°C.
[TPUMEP 53: N-metmi-{7-n-npormi-4-meTmi-8-[(2'-1mano-(TeTpa3o-S-mi)-0nudeHu-
(4-un)-metun]-1,2,4-rpuazon-(1,5-c)-nmupuMuanH-2-um } -CyabHOHAMHU/I.
®opmyina (I): Ri=n-Oytun, R,=mertnn,

R

X=N, Y= C-O,NHCHj;, X==Y - nBoiiHas CB3b.
[Tonyuatrot cornacuo npumepa 19. Kpucransl ¢ Temnepatypoii miasnenus 163-164°C.
[MPUMEP 54: {7-n-mponmn-5-metuin-8-[(2'-(TeTpazon-5-un)-oudeHmn-4-mm)-MeTu|-
1,2,4-tpuazon-(1,5-c)-mupuMunH-2 -1} -CyTb(pOHAMHUI.
®opmymna (I): Ri= n-0yTmi, R,=mertnn,

LA

R3= e N /'
X=N, Y= C-SO;NH,, X==Y - nBoiiHas CBs3b.
ITomyuatot, cornacHo npumepa 19. Kpucramnsl ¢ remneparypoii mnasienus 200-201°C.
[MPUMEP 55: N,N-mumetwn {7-n-0Oytui-5-metun-8-[(2'-(TeTpaszon-5-wmn)-oudenni-4-
wi)-metun|-1,2,4-rpuazon-(1,5-c)-nupuMuanH-2-11 } -CyTbHOHAMHUI.
®opmyna (I): Ri=n-Oytun, R,=mertun,

T

R3= . .N d
X=N, Y=C-SO:;N(CHj3),, X==Y - nBoiiHas CBs3b.
[Tonyuatot o npumepy 19. Kpucramnsl ¢ Temnepatypoii minasienus 147-149°C.
[MPUMEP 56: N-metun {7-n-Oytun-5-metun-8-[(2'-(TeTpazon-5-mn)-oudennn-4-mn)-
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metun]-1,2,4-tpuazon-( 1,5-¢)-nupuMuInH-2-11 } -Cyab(pOHAMUI.
®opmyna (I): Ri=n-Oytun, R,=mertumn,

N -

R3= e N /'
X=N, Y=C-SO,NHCH;, X==Y - aBoiHas CBA3b.
[Tomywarot, cornmacHo npumepa 19. Kpucramisl ¢ temneparypoit miasinenus 179-180°C.
[TPUMEP 57: 7-n-nponui-5-meTui-2-MeTuaMepkanTo-8-[(2'-unano-oupenun-4-umn)-
metui|-1,2,4-tpuazon-(1,5-c)-nupuMuuH.
®opmyna (XII): R;=n-6ytmi, R,=merui,

V= NC
X=N, Y= C-SCH;, X==Y - gBoiiHas cBS3b.
ITomyuarot cornacuo npumMepy 38. Kpucrauisl ¢ reMneparypoi miasienus 107°C.
[NPUMEP  58:  7-n-OyTtun-5-mernn-2-merunmepkanto-8-[(2'-nuano-oudennn-4-mn)-
metui|-1,2,4-tpuazon-( 1,5-c)-nmupuMuanH.
®opmyna (XII): Ri= n-6ytmi, R,=merwu,

V= NC
X=N, Y= C-SCH;, X==Y - gBoiiHas cBS3b.

[Tomydator cormacHo mnpumepy 38. Macno, HcCIolb3yeMoe TaKHM, KaK €cTbh, IUIf
MOCJIETYFOIIETO.

[TPUMEP 59: 7-n-nmponmi-5-meTun-2-meTunmepkanTo-8-[(2'-(terpaszon-5-mn)-oudenmn
- 4 - un) -metun] -1,2,4- tpuazon-(1,5-c)-nupumMuus.

®opmymna (I): Ri= n-0yTmi, R,=mertnmn,

R N7
X=N, Y= C-SCH;, X==Y - nBoiiHas CBs3b.

[Tonyyaror no nmpumepy 19. Kpucramisl ¢ Temnepatypoi miasienus 169-170°C.

[MPUMEP 60: 7-n-0yTuii-5-MeTui-2-MeTuiMepkanto-8-[(2'-(tetpaszon-5-wmn)-oudennn-4-
un)-metui |- 1,2,4-tpuazon-(1,5-c)-nmupumMuiuH.

®opmyna (I): Ri=n-Oytun, R,=mertumn,

T

Ry= "N
X=N, Y=C-SCH;, X==Y - gBoiiHas CBA3b.
[Tomyuatot cornacuo npumepy 19. Kpucramisl ¢ remneparypoit miasnenus 194-195°C.
[TPUMEP  61: 7-n-Oytui-5-metui-2-MeTokcH-8-[(2'-1mano-oudeHmn-4-mr)-MeTnin| -
1,2,4-tpuazon-(1,5-c)-nupumMuus.

38



227

®opmyna (XII): R;=n-6ytmi, R,=meran,

V= NC
X=N, Y= C-OCH;, X==Y - ngBoiinas cBS3b.
ITosyuarot cornacHo npumMepy 27. Kpucrasuisl ¢ reMneparypoi miasineHus 88°C.
I[NPUMEP 62: 7-n-OyTtun-5-meTuin-2-mMerokcu-8-[(2'-(rerpaszon-5-mn)-oudennn-4-mn)-
metuin|-1,2,4-tpuazon-(1,5-c)-nupuMuuH.
®opmyna (I): Ri=n-Oytun, R,=mertun,

N -

R3= . N /’
X=N, Y=C-OCH;, X==Y - gBoiiHas CBA3b.
[Tonmyuatot cornacuo npumepy 19. Kpucramisl ¢ remneparypoit miasnenust 195-196°C.
[MPUMEP 63: Otun-{7-n-0ytun-5-metun-3-okco-8-[(2'-nuaHo-oudeHun-4-mi)-MeTun|-
1,2,4-tpuazon-(4,3-c)-nupumuuH-(2H)2-wn } anerar.
®dopmymna (XII): Ri=n-0ytuin, R,=mernmn,

V= NC
X=CO, Y= N-CH,-CO,C,H;s, X==Y - nBoiiHas CBs3b.

[Tonyuarot cornacuo mpumepy 21. Maciio, KOTopoe UCIOJIB3YIOT, TAKUM, KaK €CTbh, JIJIs
MOCIEAYIOIIETO.

[MPUMEP 64: Otun-{7-n-0yTmi-5-metni-3-okco-8-[(2'-(TeTpazon-5-mn)-oudennn-4-
un)-metui |- 1,2,4-tpuazon-(4,3-c)-nmupumuann-(2H)2-umn } amrerar.

®opmyna (I): Ri=n-Oytun, R,=mertumn,

R3= e N -
X=CO, Y= N-CH,CO,C,Hs, X==Y - npocTas CBs3b.
[Tomyuatot cornacuo npumepy 19. Kpucramisl ¢ remneparypoit miasnenus 174-175°C.
[TPUMEP  65:  7-n-Oytun-2,5-numetwi-8-[(2'-uuano-oudennn-4-un)-metuin|-1,2,4-
Tpuaszon-(4,3-c)-nupumuanH-3(2H)-oH.
®dopmymna (XII): Ri=n-0ytun, R,=mernmn,

V= NC
X=CO, Y= N-CH;, X==Y - npocras cBs3b.

[Tonywator cornmacHo mnpumepy 24. Macino, HCHOIb3yeMOE TaKWM, KaK €CTh, B
JalIbHEUIIeM.

[TPUMEP 66: 7-n-0ytun-2,5-numetwi-8-[(2'-(terpazon-5 -un)-oudenmn-4-mn)-metun| -
1,2,4-tpuazon-(4,3-c)-nupumuans-3(2H)-on.

®opmymna (I): Ri=n-0yTmi, R,=mernmn,
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X=CO, Y=N-CH;, X==Y - gBoiiHas CBA3b.
[Tomyuarot cornmacHo npumepy 19. Kpucramisl ¢ temneparypoit mnasinenus 192-193°C.
[MPUMEP 67: 6-n-npornun-2-meTun-4-rugpaszuno-5 - [(2'-(terpazon-5 -un)-oudennn)-4-
WIT)-METHJI |-ITUPUMHUIHH.
®opmyna (IX): Ri=n-nponuin, R,=meraH,

V= NC

[Tonmyyator cornacHo mpumepy 19 u3 6-n-nponun-2-metuin-4-ruapasuHo-S-[(2'-nuano-
oudenun-4-win)-mMeTus| -OUPUMUANHA, TMOIXydeHHOro B mnpumepe 12. Kpucrtamisl ¢
temneparypoi miasnenus 183-185°C.

I[MPUMEP 68: 7-n-nmponuin-5-meTuin-3-mepkanto-8-[(2'-(terpa3on-5-mn)-oudenmn)-4-
wi)-metui|-1,2,4-tpuazon-(4,3-c)-nMpuUMUANH.

®dopmymna (I): Ri=n-nponun, R,=meTn,

e T
[
N—~ \T‘\"““-;‘;.../"'

N /

Ry= SN
X=C-SH, Y=N, X==Y- nBoiiHas CBs3b.

8 r 6-n-nponui-2-MeTun-4-ruapazuno-5-[(2'-(retpazon-5-un)-oudennn- (4-un) -meTun|
-IIUPUMUIMHA, TIOJTyYE€HHBIE B IpuMepe 67, pacTBOPSIIOT B CMECH U3 75 MJI METaHOIA, 7 MJI BOJbI
u 2.4 r rugpokcuna Hatpus. IlpukanbiBaroT 2.5 M1 cepoyriepoja, 3aTeéM CMeCh KHIIATAT C
00paTHBIM XOJOJMWJIBHUKOM B TE€YEHHE Yaca U MOCJIE ITOr0 BBIIIAPUBAIOT O] BAKYyMOM JI0CyXa.
Ocrtatok oOpabateiBator 100 M 3TaHONA, M CMECh KHIATAT B TeU€HHE yaca ¢ OOpaTHBIM
XOJIOMWJIBHUKOM, KOHIICHTPUPYIOT TMOJ BaKyyMOM, 3aT€M OCTAaTOK 00pabaThIBalOT BOJIOM.
JloGaBrieHneM YKCYyCHOM KUCIIOTHI J0BOAAT pH-3HadueHue 10 5 u oOpa3oBaBIIMeCs KPUCTAJLIbI
OTCACBIBAIOT, 3aTEM XpOMAaTOrpadupyIOT HA CHIIMKAreje ¢ MOMOINBI0 3THIIAleTaTa B KayeCcTBE
AIOUPYIOMIETO CpencTBa, momydast 1.4 T 7-n-nmponui-5-meTuin-3-mepkanto-8-[(2’-(TeTpa3on-5-
wn)-oudpennn-4-un)-metuin|-1,2,4-rpuazon-(4,3-c)-nupuMyuAMHa B BHUJE  KPUCTAJUIOB  C
TeMneparypos miasnenus 247-248°C.

I[MPUMEP 69: 7-n-nporun-5-metwin-8-[(2'-mmmano-oudennn-4-mr)-metun |- 1,2,4-rpua3zon-
(4,3-c)-mupuUMUIMH.

®opmyna (XII): Ri=n-nponun, R,=merumn,

V= NC
X=CH, Y=N, X==Y- nBoliHas CBs3b.

20 T 7-n-npormi-2-mMeTuia-4-ruapasuHo-5 - [(2'-nmaHo-OudeHmn-4-wn) -meTwi| -
NUPUMUIMHA, IOTYYEHHOTO B IpuMepe 12, KUIATAT B TeueHue 6 4 ¢ 00paTHBIM XO0JIOAUIBHUKOM
B 200 mn tpudTUIOpTOOpMHaTa. 3aTeM CMeCh KOHIEHTPUPYIOT MOJ BAaKyyMOM M OCTaTOK
00pabaThIBatOT A(UPOM; MOTYICHHBIC KPUCTAIIIBI OTCACHIBAIOT M TIPOMBIBAIOT 3(PHPOM, IMOITydast
18.8 r 7-n-mponun-5-metun-8- [(2'-umano-ombenun-4-un)-metun] -1,2,4-tpuazon- (4,3-c)-
MMPUMUIMHA B BUJIE KPUCTAJUIOB ¢ TeMIiepaTypoi tiasienus 153°C.
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[MPUMEP 70: 7-n-nponun-5-metun-8-[(2'-nuano-oudennn-4-mn)-metun|-1,2,4-rpuaszon-
( 1,5 -c)-nupumuuH.
®opmyna (XII): Ri=n-nponun, R,=merun,

V= NC
X=N, Y=CH, X==Y- nBoiiHas CBs3b.

10 r 7-n-mpormun-5-meTtun-8-[(2'-nuano-oudennn-4-mwn)-metunl-1,2,4-rpuazon-(4,3-c)-
NUPUMUIMHA, TOJIYYEHHOro B mpuMmepe 069, KUOATAT B TeueHue 4 4acoB C OOpaTHBIM
XOJIOAUIBHUKOM B 150 M1 MypaBbUHOM KHUCIOTHI. CMECh BBINApPUBAIOT JOCYXa MOJ BAKyyMOM U
0CTaTOK 00padaTeiBalOT A(PUPOM M KPUCTAUTM3YIOT W3 MEHTaHa, mojyvas 7.5 T 7-n-mpomnui-5-
MeTui-8-[(2'-nmano-oudenun-4-mn)-metun|-1,2,4-rpuazon-(1,5-c)-nupumMuauaa B BHJIC
KpPUCTAJLJIOB ¢ Temnepatypoil mnasienus 112°C.

[MPUMEP 71: 7-n-nponwun-5-metun-8-[(2'-(Terpa3on-5-un)-oudenmn-4-un)-metun| -
1,2,4-tpuazon-(1,5-c)-nupumMuuH.

®dopmymna (I): Ri=n-nponun, R,=meTn,

H
N ::Iv/
N

R3= \\\' N /’

X=N, Y=CH, X==Y- nBoiiHas CBs3b.

ITomyuaror o npumepy 19. Kpucramiel ¢ Temnepartypoii minasienus 183-184°C.

[MPUMEP 72: 7-n-npormin-5-metui-8-[(2'-(Terpa3on-5-un)-oudenmn-4-mn)-metmn| -
1,2,4-tpuazon-(4,3-c)-nupuMuIuH.

®opmyna (I): Ri=n-nponwi, R,=meTuu,

R
N— S
/ Y
/ \
o
.

X=CH, Y=N, X==Y- nBoiiHas CBS3b.

4.8 r 6-n-nponui-2-MeTII-4-ruapa3uHo-5 - [(2’-(TeTpazoin-S-ui)-ondeHnn-4-mui)-MeTr |
-IUPUMUMHA, TIOTy4YE€HHbIE B IpUMepe 67, KUIATAT ¢ 0OpaTHBIM XOJIOJMIBHUKOM B T€UeHHUE 4 4
B 40 mu TpudTHopTodopMuara. CMech BbIIIAPUBAIOT MOl BAKYYMOM U KPUCTAJIU3YIOT OCTaTOK
U3 CMECH 3TWIIAlleTaTa ¢ JUU3OMPOMIIOBEIM 3GupoM, monydas 1 r 7-n-nponui-5-metun-8-[(2'-
(Terpazon-5-un)-oudenun-4-mn)-metuin|-1,2,4-rpuazon-(4,3-c)-nupuMuANHA B BUJI€ KPUCTAIIOB
¢ TeMriepatypou miasienus 182-184°C.

[MPUMEP  73: 7-n-nponun-2,5-aumeTwin-8-[(2'-nuano-oudpennn-4-un)-metun]-1,2,4-
Tpuazon-(1,5 -c)-nupumMuuH.

®opmyna (XII): Ri=n-nponun, R,=meraH,

V= NC
X=N, Y= C-CHj;, X==Y- nBoliHas CBS3b.
6 r 6-n-TIponUI-2-MeTUI-4-TuaApa3uHo-5-[ (2'-1imano-oudeHm-4-wm)-MeTh |-

NUPUMUJMHA, TIOJIy4eHHOro B mnpuMmepe 12, HarpeBator 5 u mpu 90°C B 100 wmn
TpudTHIIOpTOarerara. CMech 3aTeM BBITAPUBAIOT MO BAKyyMOM, U OCTaTOK 00padaThIBatoT B 75
MJI MypaBbUHOW KHCIOTHI. [lodyd4eHHBIH pacTBOp KUMATAT C OOpaTHBIM XOJOJMJIBHHUKOM B
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T€YeHHEe S5 4, 3aTEM MYpPaBbUHYIO KHCJIOTY BBIIAPUBAIOT II0J BaKyyMOM M OCTaTOK
KPUCTAJUIM3YIOT U3 CMecH 3(]upa ¢ MEeHTaHOM, MHoiyyas 5 r 7-n-nponui-2,5-gumerun-8-[(2'-
aHo-oupenun-4-un)-metun)-1,2,4-rpuazon-(1,5-c)-nupumMuuHa B BUAE KPHUCTALIOB €
TeMIiepatypon miasienus 132°C.

[MPUMEP 74: 7-n-nponun-2,5-qumetun-8- [(2'-(TeTpazon-5 -un)-0udeHmn-4-um)-MeTun|
-1,2,4-tpuazon-(1,5-c)-nupuMuauH.

®opmyna (I): Ri=n-nponun, R,=meraH,

R
N— S
/ Y
/ \

N MH

X=N, Y= C-CH;, X==Y - nBoiHas CBA3b.
[Tomyuarot o npumepy 19. Kpucramiel ¢ temnepatypoii minasienus 188-190°C.
[MPUMEP  75: 7-n-nponuiu-5-meTuin-2-tpudropmetui-8-[(2'-muano-oudennn-4-mn)-
metui| -1,2,4-tpuazon-(1,5-c)-mupumMuanH.
®opmyna (XII): Ri=n-nponun, R,=mertun,

V= NC
X=N, Y= C-CF;, X==Y- nBoiiHas CBS3b.

10 1  6-n-mpommi-2-MeTHi-4-ruapasuHo-S5-[(2'-unano-oupenun-4-mn)-mMmetun| -
NUpPUMUIUHA, TOTydyeHHoro B mnpumepe 12, pactBopstor B 100 mm  Ge3BogHOTO
TeTparuapodypana u MPUKAMbBIBAIOT 5 M TpU(PTOPYKCYCHOTO aHTuApuaa. CMech KHIATAT 2 4 ¢
OoOpaTHBIM XOJIONWJIBHUKOM, W PAacTBOPHUTENb BBIMAPUBAIOT MOJ BakyyMoM. IlomydeHHBbII
ocraTtok oOpabateiBatoT 40 Mi okcuxyopuga (ocdopa, ¥ MOTyUYEHHBIH PAcTBOp KUIATSIT C
0oOpaTHBIM XOJIONMJIBHUKOM B TeueHHe 4 dacoB. Oxkcuxiopun (ocdopa BbIIAPUBAIOT MOJ
BaKyyMOM, M OCTAaTOK 3areM oOpaOaTsiBatoT 40 MJI MypaBbUHOW KHCJIOTHI W KHUIIATAT C
OoOpaTHBIM XOJIONWIBHUKOM B TedyeHHe 3 wuyacoB. Ilocie BelmapuBaHus TOJ BaKyyMOM
MYpaBBMHON  KHCIIOTBI, MACJSIHUCTBIH  OCTATOK  XpoMaTorpagupyrT Ha  CHJIHKareie
JTUU30TPONIIOBEIM 3pupom amst nomydeHus 4.8 T 7-n-nponui-5-metui-2-tpudropmetin-8-[(2'-
ano-oudennn-4-mn)-metun|-1,2,4-rpuazon-(1,5-c)-nupumuanna B BHJIE Macia,
UCIIOJIb3YEeMOI0 TaKUM, KaK €CTh [yl MOCIEYIOLIETO.

[TPUMEP 76: 7-n-nponuin-5-metun-2-tpudropmernn-5S-[(2'-(terpazon-5 -uin)-Oudennn-
4-un)-metun|-1,2,4-tpuazon-(1,5-c)-nupuMu .

®opmyna (II): Ri=n-nponun, R,=mertun,

e T
[
N—~ \T‘\"““-;‘;.../"'

R3= \\\' N /'
X=N, Y= C-CF;, X==Y- nBoiiHas CBS3b.
[Tomyuatot o npumepy 19. Kpucramnsl ¢ Temnepatypoii minasienus 161-162°C.
[MPUMEP 77: 7-n-nponun-5-metun-8-[(2'-nuano-oudennn-4-mn)-metun|-1,2,4-rpuazon-
( 1,5 -c)-nupumuuH.
®dopmymna (XII): Ri=n-nponmn, Ry=metwni,
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X=N, Y= C-C,Hs, X==Y- aBoiiHas CBA3b.

[Tomywarot o npumepy 73. Kpucramisl ¢ Temneparypoi masieHus 96°C.

[MPUMEP 78: 7-n-mpomnun-5-metun-8- [(2'-umuano-(TeTpaszon-5-mn)-oudennn-4-wmm)-
metui|-1,2,4-tpuazon-(1,5-c)-nupuMuuH.

®opmyna (I): Ri=n-nponun, R,=meraH,

R
N— S
/ Y
/ \

N, NH

X=N, Y= C-C,Hs, X==Y- nBoiiHas CB3b.
[Tomyuarot o npumepy 19. Kpucramiel ¢ temnepatypoii minasierus 190-191°C.
[TPUMEP 79: 7-n-pOTNUI-5-MeTHII-2-MeTHIIaMUHO-8-[ (2'-inano-0ud enun-4-un)-
metui|-1,2,4-tpuazon-(1,5-c)-nupuMuuH.
®opmyna (XII): Ri=n-nponun, R,=meraH,

V= NC
X=N, Y= C-NH-CHj;, X==Y- nBoiiHas CBS3b.

5 T woxaruapara 6-n-mponwi-2-MeTui-5-[(2'-nuano-oudennn-4-wmn)-metni|-4-(4'-mMeTri-
8-METHI-U30THOCEMUKAPOO3UI0)-MTUPUMUINHA KHUISATIT € OOpaTHBIM XOJOIWIHHHUKOM B
teueHue 4 1 B 50 M 2-3TOKCH-3TaHONa B TPHUCYTCTBHM 1.5 r kapOoHara kamus. 3aTem
pacTBOPUTEINb BHINIAPUBAIOT MO/ BAKYYMOM M OCTaTOK 00pabaThIBalOT BOJOM, 0Opa3oBaBIIUECs
KPHUCTAJIBI OTCACHIBAIOT, MPOMBIBAIOT BOOH, 3aTeM 3¢upom, moiydas 3.3 T 7-n-mpomui-S-
METHII-2-MeTUIaMHUHO-8-[ (2'-1inano-oudennn-4-un)-metun]-1,2,4-rpuazon-(1,5-c)-nupumuarnHa
B BHJIE KPUCTAJUIOB C Temreparypou miasieHust 159°C.

[Tonyuyenne woaruapata 6-n-mpornui-2-meTui-S-[(2'-nuano-oudennn-4-mwn)-metun|-4-

(4'-meTun-8-MeTHII-u30THOCEMUKAPOO3UI0 )-TUPUMUIUHA.

10 1 6-n-mpommn-2-metun-5- [(2'-umano-oudenun-4-un)-metun] -4-ruapasvHo-
NUPUMUJMHA, TTOJyuyeHHOro B npumepe 12, pactBopsitor B 100 mu tonyona. Jlo6asmsitoT 2.1 T
METHJIN30THOIIMAHATA U CMECh B T€UEHHE 2 Y KHUIATAT C OOpaTHBIM XOJOIWUIHHHUKOM, 3aT€M
OTCTaMBAIOT B T€YCHHUE HOYM MPH KOMHATHOW Temmeparype. Jlo0aBIsSioT 2 MJI METHIHOIUIA U
CMECh KHUIATAT C OOpaTHBIM XOJOJWIBHUKOM B TeueHue 2 4. llocie oxnaxaeHus
o0pa3oBaBIIMeCcs KPUCTAJUIBI OTCACHIBAIOT U MPOMBIBAIOT 3upom, nonydas 14 r noaruapara 6-
N-TIPOTHI-2-MEeTHII-5- [(2'-umano-0ndeHnn-4-mm) -METHN] -4- (4'-meTnn-8-MeTunI-
M30THOCEMUKApO03UI0) -MMUPUMHUINHA B BUJE KPUCTAJUIOB C TemmepaTypoi miasieHus 220°C
(paznmoxxeHue).

[NPUMEP  80:  7-n-nmponuiu-5-MeTHI-2-MeTUIaMUHO-8-[(2'-11nano-(TeTpa3on-5-mi)-
oudennn-4-un)-metun|-1,2,4-rpuazon-(1,5-c)-mupuMuanH.

®opmyna (I): Ri= n-nponun, R,=merumn,

X=N, Y= C-NH-CHj;, X==Y- nBoiiHas CBS3b.
[Tonyuarot o npumepy 19. Kpucramnsl ¢ Temnepatypoii minasienus 229-230°C.
ITPUMEP 81: Otun-3-okco-neHraHoar.
®opmyna (II): Ri= meTun, Re=a>1umn.
[Tonyyarot o mpumepy 1. Macno ¢ temneparypoit kunenust 86-90°C (15 mm prt. ct.).
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[MPUMEP 82: Otun-2-[(2'-unano-6udenmn-4-un)-MeTun| -3 -OKCOreHTaHoaT.
®opmyna (IV): Ri=atun, Re=y1u,

a

V= NC
[Tonyyarot o mpumepy 3. Macio UCIoNb3yIOT TaKUM, KaK €CTh, BIIOCJIEACTBUU.
[TPUMEP 83: 6-31min-2-metuin-5-[(2'-uuano-oudeHun-4-mm)-MeTu |-4-oKCUTUPUMUAVH.
®opmyma (VII): Ry=ytmi1, Ry=mertumn,

.

V= NC

[Tony4darot no nmpumepy 6. Kpucranisl ¢ Temneparypoit miasienus 188°C.

[MPUMEP  84: 6-stmn-2-metun-5-  [(2'-umano-Oudennn-4-mn)-metun]  -4-xJop-
MUPUMHUJTUH.

®opmyna (VII): Ri=a>tun, R,=merumn,

a

V= NC

[Tonyyarot no mpumepy 9. Kpucramisl ¢ temnepatypoid miasienus 80°C.

[MPUMEP 85: 6-3tmn-2-metun-4-ruapasuno-5-[(2'-unano-oudenmn-4-un)-metun| -
MUPUMUIUH.

®opmyna (IX): Ry=atun, Ry=merun,

O

V= NC

[Tomyuarot o npumepy 12. Kpucramisl ¢ temneparypoii mnasiaenust 190°C.

[TPUMEP 86: 7-31un-5-metun-8-[(2'-unano-oudennn-4-un)-merunl-1,2,4,-tpuazon-(4,3-
C)-TIMPUMHU/IUH.

®opmyna (XII): Ri=3tmn, R,=metumn,

a

V= NC
X=CH, Y=N, X==Y - nBoiiHas CBS3b.

[Tonyuarot o npumepy 69. Kpucramisl ¢ Temneparypoit minasiaenust 166°C.

[MPUMEP 87: 7-stun-5-metun-8-[(2'-unano-oudenun-4-un)-metun|-1,2,4,-tpuazon-(1,5
-C)-IUPUMUIMH.

®opmymna (XII): Ry=y1mi1, R,=mertumn,

a

V= NC
X=N, Y=CH, X==Y - nBoiiHas cBA3b.

[Tonyuatot o npumepy 70. Kpucrannsl ¢ remneparypoit minasiaenust 117°C.

[TPUMEP 88: 7-3tun-5-metun-8-[(2’-(TeTpazon-5-un)oudennn-4-un)-metunl-1,2,4,-
Tpuazon-( 1,5 -c)-nupuMu .

®dopmyma (I): Ri=y1mi, Ro=mertnmn,

44



227

R N7
X=N, Y=CH, X==Y - nBoiiHas CBS3b.

[Tonywaror o npumepy 19. Kpucramiel ¢ remneparypoii mnasinenus 146-148°C.

[MPUMEP 89: 7-31un-2,5-numetun-8-[(2'-mmano-oudenmnn-4-wn)-metuin|-1,2,4,-rpuazon-
(1,5-c)-nmupumuauH.

®opmyna (XII): Ry=stmi, R,=merui,

V= NC
X=N, Y=C-CHj, X==Y - nBoiiHas CBS3b.
[Tosyuarot o npumepy 73. Kpucramiel ¢ Temneparypoii masiaenus 126°C.
I[MPUMEP 90: 7-3tmn-2,5-mumeTtiin-8-[(2°-(Tetpa3on-5 -wmn)-ondeHnn-4-wmi)-MeTui| -
1,2,4,-tpuazon-(1,5-c)-nupuMu .
®opmyna (I): Ri=3tun, Ry=merumn,

e T
[
N—~ \T‘\"““-;‘;.../"'

R3= \\\' N -
X=N, Y=C-CH;, X==Y - nBoiiHas CBS3b.
[Tonyuatot o npumepy 19. Kpucramnsl ¢ Temnepatypoii minasienus 230-231°C.
[MPUMEP 91: 2,7-nuytun-5-metun-8-[(2'-nuano-oudennn-4-mwn)-metun|-1,2,4,-rpuazon-
( 1,5 -c)-nupumuuH.
®opmymna (XII): Ry=y1mi1, R,=mertumn,

V= NC
X=N, Y=C-C,H;, X==Y - nBoiiHas CB3b.

[Tonmyyaror no mpumepy 73 u3 TpusTmiopronponueHara. Kpucramisl ¢ temnepaTypoit
maBieHus 96°C.

[MPUMEP 92: 2,7-muatun-5-metun-8-[(2'-(rerpazon-5 -un)-OudeHun-4-mm)-mMetun] -
1,2,4,-trpuazon-(1,5-c)-mupuMuanH.

®opmyna (I): Ry=3tun, Ry=merun,

X=N, Y=C-C,H;, X==Y - nBoiiHas CB3b.
[Tomyuatot o npumepy 19. Kpucrannsl ¢ Temnepatypoit minasienus 220-222°C.
[TPUMEP  93:  7-n-nponmi-5-meTmi-2-denni-8-[(2'-nnano-oudeHun-4-mm)-MeTni |-
1,2,4,-trpuazon-(1,5-c)-nupuMuInH.
®dopmymna (XII): Ri=n-nponmn, Ry=metwn,
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V= NC
X=N, Y=C-denun, X==Y - 1BoiTHAS CBS3b.

[Tonmyyaror mo npumepy 73 u3 TpudTUIOpPTOOEH30aTa. Maciao, KOTOpOE HCMONb3yeTcs
BIIOCJIEICTBUM TAKUM, KaK €CTb.

[MPUMEP 94: 7-n-npormin-5-metui-2-penun-8-[(2'-(rerpason-5-nn)-onudenmn-4-wm)-
metui|-1,2,4,-tpuazon-(1,5-c)-mupuMuanH.

®opmyna (I): Ri=n- nponun, R,=merumn,

N - -

R3= \\\' N -
X=N, Y=C-denun, X==Y - n1BoiiHast CBs3b.

[Tonyuarot o npumepy 19. Kpucramnsl ¢ remneparypoit minasiaenust 196°C.

[TPUMEP 95: 7-3tun-5-metun-8-[(2'-uuano-oudenun-4-ui)-metuin|-1,2,4,-rpuazon-(3,4-
¢)-nupumuuH-3 (2H)-oH.

®opmymna (XII): Ri=n-0yTwmi, Ry=mertnmn,

V= NC
X=CO, Y=NH, X==Y - npocras cBs3b.

[Tonyuarot o npumepy 15. Kpucrannsl ¢ remnepartypoit mnasienust 174°C.

I[TPUMEP 96: 7-atmin-5-metwin-8-[(2'-umano-oudennn-4-un)-metuin|-1,2,4,-tpuazon-(1,5
-c)-nmupuMuuH-2 (3H)-oH.

®opmymna (XII): Ri=n-0yTwmi, Ry=mertnmn,

V= NC
X=NH, Y=C=0, X= =Y - npocTas CBs3b.

[Tonyyarot no nmpumepy 18. Kpucrtamisl ¢ TemnepaTtypoi miasneHus 246°C.

[MPUMEP  97:  7-3tun-merun-8-[(2'-(terpazon-5-un)-oudenmn-4-un)-metun|-1,2,4,-
tpuazon-(1,5-c)-mupumuana-2(3H)-ox.

®opmyna (I): Ri=n-0ytumi, R,=merui,

N - o

R3= \\\' N -
X=NH, Y= CO, X==Y - npocras cBs3b.
[Tonyuarot o npumepy 19. Kpucramiel ¢ remneparypoii minasienust 254°C.
[TPUMEP  98:  7-n-Oytun-5-metun-2-tpudropmeTi-8-[(2'-mmano-oudennn-4-mmn)-
metun]-1,2,4,-tpuazon-(1,5-c)-nupumuaun-2(3H)-oH.
®opmymna (XII): Ri=n-0yTwmi, Ry=mernmn,
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V= NC
X=N, Y=C-CF;, X==Y - nBoiiHas CBS3b.

[Momyuarot o crioco®y 75. Kpucramisl ¢ remneparypoit miasnenus 110°C.

[MPUMEP 99: 7-n-0ytun-5-metun-2-rpudropmerun-8-[(2'-(terpazon-5-mn)-oudenunn - 4
-min)-metun] -1,2,4,-rpuazon-(1,5 -¢)-nupuMuanH.

®dopmymna (I): Ri=n-OyTtun, R,=metwni,

N - -

X =N, Y =C-CF;, X==Y - nBoiiHas CBS3b.
ITomyuarot o npumepy 19. Kpucramiel ¢ temnepartypoii minasienus 179-180°C.
I[MPUMEP 100: 6-n-iponmii-2-mepkanTo-4-okco-5 - [(2'-unaHo-oudenmn-4-mm)-mMmetun| -
NUPUMUJIMH.
®opmyna (VII): Ri=n-nponun, R,=SH,

V= NC

5.7 r Hatpus pactBopsitoT B 150 mu1 Metanona u 1006aBisitoT 19 r TnomoueBunHbl. CMech
MEePEMENINBAIOT 5 MUHYT U JT00ABIAIOT 58 T 3THII-3-0KCc0-2-[(2’-1tmano-0ueHnI-4-11)-MeTHII |-
reKcaHoaTa, MOJy4eHHOTo B mpuMepe 4. 3aTeM CMeCh KHUIATAT ¢ OOpAaTHBIM XOJIOJAWJIBHUKOM B
TeyeHnu 10 9acoB M METaHOJ BBIMApUBAIOT MOJ BakyyMoM. OcTaTok 00pabaThIBalOT BOJOW U
NPOMBIBAIOT 3(PHpPOM, BOIHYIO (asy HEHTpanu3yroT no0aBieHHEM pa30aBIIEHHON COJSTHOM
KHUCJIOTHI M TIOJYYEHHbIE KPHCTaUIbl OT(UIBTPOBBIBAIOT, MPOMBIBAIOT BOAOH U 3PHpPOM,
noJyry4ast 26 r 6-n-nponui-2-MepKanTo-4-okco-5-[(2'-uuano-oudennn-4-mm)-metnn|-
MUPUMUINHA B BUJIE KPUCTAIJIOB ¢ TeMnepaTypou miasieHust 191°C.

I[MTPUMEP 101: 6-n-nponmn-2-MeTunTHO-4-0KC0-5 - [(2'-1imano-oudennn-4-mi)-metnn| -
MUPUMUTIUH.

®opmyna (VII): Ri=n-npomun, R,=SCHj,

V= NC

26 r 6-n-niponui-2-MepKanTo-4-okco-5-[(21-nnano-oudennn-4-mm)-mMmeTnn |-
NMUPUMUIMHA, TToJydyeHHoro B npumepe 100, nepememnBaroT B Te4eHUe 15 MUHYT B pacTBOpe 5
r kapOoHata kanmus B 200 mur metanona. K cmecu 100aBisitoT 6 M1 METUIIMOINU/IA, TIOTYyYEHHYIO
CMeCh TepeMemmBalOT 4 4 Tpu KOMHATHOW Temmeparype. OOpazoBaBIIuecs KPUCTAIUIBI
OTCACHIBAIOT, MPOMBIBAIOT BOJOM, 3aTeM 3(PUPOM U BBICYIIUBAIOT, MOdydas 23 T 6-n-nmpomnwi-2-
METHITHO-4-0KCO-5-[(2'-1imano-oudeHnn-4-mi)-MeTui |- TUPUMUAIUHA B BUAEC KPHUCTAIUIOB C
Temnepatypou miasienus 218°C.

I[MPUMEP 102: 6-n-iponun-2-metuntro-4-xyop-5 - [(2'-uuano-oudenun-4-mn)-metun) -
MUPUMUIUH.

®opmyna (VII): Ri=n-npornnn, R,=SCH3,
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V= NC :

ITomyuarot o npumepy 9. Kpucrauisl ¢ reMneparypoi miasinesus 88°C.

I[TPUMEP 103: 6-n-nponuin-2-meTuinTuo-4-ruapazuno-5 - [(2'-nuano-oudenun-4-mn)-
METHJI |- TUPUMUIUH.

®opmyna (IX): Ry=n-nponmi, R,=SCH3,

V= NC :

[Tonyuatot o npumepy 12. Kpucrannsl ¢ remnepartypoii minasiaenust 106°C.

I[TPUMEP 104: 6-n-ipormi-2-MeTHATHO-4-THaApa3sHuHO-5-[(2'-(TeTpa3on-5-mn)-oudeHu-
4-17)-MeTII |- TUPUMUINH.

®opmymna (IX): Ri=n-nponun, R,=SCHs,

V= NC :

[Tonyuarot o npumepy 19. Kpucramiel ¢ remnepartypoii minasienust 224°C.

I[TPUMEP 105: 7-n-nponui-5-metuntro-8- [(2'-(Terpazon-5 -wmi)-oudeHnn-4-um)-MeTui |
-1,2,4-tpuazon-(4,3-c)-nmupumuana-3(2H)-oH.

®opmymna (I): Ri=n-nponun, R,=SCHs,

S

N - S

R3= . .N /’
X=CO, Y=NH, X==Y- npocTas CB3b.

[Tonyuaror mo mpumepy 15, xpomartorpadupyror Ha cunukarene (CHCly/CH;OH B
otHoutenuu 9/1). Kpucramisl ¢ remnepatypoii minasnenus 259-261°C.

[TPUMEP 106: 7-n-mponun-5-metun-2-amuHo-8-[(2'-1inano-oudeHun-4-mr)-MeTn|-
1,2,4-tpuazon-(1,5-c)-nupumMuaux.

®opmyna (XW): Ri=n-mporm, R,=merun,

V= NC
X=N, Y= C=NH,, X==Y- nBoiiHas CB3b.

10 r 6-n-npomnui-2-MeTui-4-ruipazuHo-5-[(2'-nuuano-oudeHun-4-mi)-MeTu |-
MUPUMUIMHA, TIOYYeHHOTO B mpumepe 12, u 5 r cyiabdaTta 2-MeTUII-2-THOIICEBI0-MOYEBHHbI
KUMATAT ¢ OOpaTHBIM XOJIOAWIBHUKOM B TedeHue 16 u. Ilocme moGaBieHHs BOJBI
o0pa3oBaBIIMECS KPUCTAIIbl OTCACHIBAIOT U MPOMBIBAIOT 3(UPOM, 3aTEM 3TUJIAIETaTOM, [0
00paboTKM pa30aBICHHBIM PACTBOPOM THAPOKCHIA HATPUS W SKCTPAKLIUU XJIOPOPOPMOM.
Oprannueckyto ¢a3y cymaT Haj CyJb(}haToM MarHus U BBIApUBAIOT MOJ BaKyyMOM, IOJydas
OCTaTOK, KOTOPBIA KPUCTAJUIM3YIOT M3 CMECH JAMU3OMNPONUIOBOr0o 3pHupa M ITUIALETaTa C
nosydyeHueM 1.8 r 7-n-mponwi-5-mMeTui-2-aMuHo-8-[(2'-unano-oudennn-4-un)-metun] -1,2,4-
Tpuazoin-( 1,5-c)-nupumMuIuHa B BUJe KPUCTAIIIOB ¢ Temreparypoii miasnenus 150°C.

I[MPUMEP 107: 7-n-nponui-5-metui-2-aMuHo-8-[(2'-(TeTpaszon-5-mn)-oudennn-4-mn)-
metui|-1,2,4-tpuazon-(1,5-c)-nupuMuuH.
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®opmyna (I): Ri=n-nponun, R,=metnn,
; N — \ \T:"“-;‘;.../J
N M
R3= N N -

X=N, Y=C-NH,, X==Y- nBoiiHas CBS3b.

[Tomyuarot o npumepy 19. Kpucramiel ¢ temnepatypoii minasienus 170-174°C.

[TPUMEP 108: Dtun-{7-n-nponwi-5-metmi-8-[(2'-uuano-6udennn-4-un)-metwn|-1,2,4-
Tpuazon-(1,5-c)-mupumMuIuH-2-11} -kapOOKCuar.

®opmyna (XII): Ri=n-nponun, R,=mertnn,

V= NC
X=N, Y=C-CO,C,Hs, X==Y- nBoiiHas CBS3b.
34.6 r 6-n-TIpONUI-2-MeTUI-4-TUApa3uHO-5-[ (2’ -1imano-0ud eHnu-4-1i)-MeTHII |-

NUPUMHUIMHA, TOJNy4eHHOro B mpumepe 12, pactBopstor B 500 mMi cTaOWIM3HMPOBAHHOTO
amwieHoM Xxjopodgopma B npucyrctBuu 13.9 1 TpudTunamuna. [IpokansiBaior 13.2 mn
ATOKCHIIMIIXJIOPU/A U CMECh NTEPEMEIINBAIOT | 4 MpU KOMHATHOM TemmepaType, 3aTeM KHUIIATAT C
oOpatHbIM XOJOMMIBHUKOM 2 4. [locrme mpombIBKH BOAOH XiopodopMHYIO ¢a3y cymaTr u
BBINApHUBAIOT MO/ BAKyyMOM U OCTAaTOK, KOTOPbIM KPUCTAJUIM3YETCSI U3 CMECH alleTOHa 3(hupoM,
maer 25 T rtuapasupa ¢ T. mwi. 176°C. DrToT rHApasua 3aTeM KHUISITAT C OOpaTHBIM
XOJIOAUIBHUKOM B TedeHue 6 yacoB B 60 mi okcuxsopuaa ¢ocpopa. CMech KOHLUEHTPUPYIOT
MOJ BAaKyyMOM, 3aTe€M OCTaTOK o00pabaTeiBaloT XJIOpPOOPMOM U TMOJIYUYSHHBIH pPacTBOP
IPOMBIBAIOT BOJOM M pacTBOpoM OukapOOHaTa HATpHs, 0 BBICYIIMBaHMA HaJ CyJIbpaToMm
MarHysi ¥ BbIMapUBaHUs NOJ BakyyMmMoM. lloidyuyeHHBI OCTAaTOK KPHUCTAUIU3YETCS U3 CMECH
sadupa ¢ AUU3OMPONUIOBBIM dbupoM, naBas 15.7 r atun-{7-n-nponuin-5-meTun-8-[(2’-uuano-
oudenmn-4-mn)-metuin|-1,2,4-tpuazon-(1,5-c)- nupumMunuH-2-un}- KapOOKcWiaTa B  BHIE
KPUCTAJIOB ¢ Temneparypoil masinenus 108°C.

[MPUMEP 109: Otun-{7-n-nponui-5-metun-8-[(2'-(rerpaszon-5-mn)-oudennn-4-mn)-
metuin|-1,2,4-tpuazon-( 1,5-c)-nmupumMuann-2-un } -kapOookcuiar.

®opmyna (I): Ri=n-nponmi, R,=meTuu,

R
N— S
/ Y
/ \
o
.

Ri= N’
X=N, Y=C-CO,C,Hs, X==Y- gBoiiHast CBS3b.
[Tonyuatot o npumepy 19. Kpucramnsl ¢ Temnepatypoii minasienus 168-170°C.
[MPUMEP 110: {7-n-mpomnun-5-metun-8-[(2'-(teTpazon-5 -un)-oudenmn-4-un)-metun| -
1,2,4-tpuazon-(1,5-c)-mupuMuanH-2-11 }-KapOOHOBAsI KHCIIOTA.
®dopmymna (I): Ri=n-nponun, R,=meTn,

R
N— S
/ Y
/ \
o
.

R3= : N -
X=N, Y=C-CO,H, X==Y- nBoiinas CBS3b.
2.8 1T atun-{7-n-nponun-5-metui-8-[(2’-(rerpazon-5-un)-oudenmn-4-un)-metun|-1,2,4-
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Tpuazoin-(1,5-c)-nupuMuanH-2-1i } -kapOoKcuiara, moiydeHHsie B npumepe 109, pacTBopsioT B
pactBope 1.8 T kapO6onara Hatpust B 30 M Boabl. PacTBop nmepememmBarot B TeueHue 30 9 mpu
KOMHATHOU TeMIleparype, 3aTeM MOJKUCISAIOT MPOIyCKaHUEM JAMOKCHUIA Cephbl U SKCTParupyroT
nuxjopMmeraHoM. Opranuyeckyro (asy cymar HaJ cyib(paToM MarHusl U BBIIApUBAIOT J0CyXa
noJ BakyymMoM. OCTaTOK KPUCTATU3YIOT U3 CMECH alleTOHa ¢ 3UpoM ¢ noiaydenuem 2.3 r {7-
n-nponui-5-metun-8-[(2'-(Terpazon-5-un)-oudennn-4-mwn)-metun|-1,2,4-tpuazon-(1,5-c)-
NUPUMHUINH-2-1J1} -KapOOHOBOW KHCIIOTHI B BUJIE KPUCTAJUIOB € TeMIepaTypoil riasienus 193-
194°C.

I[MPUMEP 111: 7-n-6yTun-5-metun-8-[(2’-uuano-oudennn-4-mn)-metun|-1,2,4-rpuazon-
(1,5-c)-mupumuaun-2-(3H)-oH.

®opmyna (XII): R;=n-0ytun, R,=mertnn,

V= NC
X=NH; Y=CO, X==Y- npocTas CBs3b.

[Tosryuarot o npumepy 18. Kpucramiel ¢ temneparypoii mnasiaenus 235°C.

[MPUMEP 112: 7-n-Oytun-5-metnn-8-[(2'-(teTpazon-5 -un)-oudenmn-4-mm)-metun| -
1,2,4-tpuazon-(1,5-c)-mupumuaun-2(3H)-ox.

®opmyna (I): Ri=n-0yTwmi, R,=merwu,

R:= N7
X=NH; Y=CO, X==Y- npocras cBs3b.

[Tomyuatot o npumepy 19. Kpucramnsl ¢ Temnepatypoii nminasienus 236-238°C.

[MPUMEP 113: {4'-[(7-n-OyTun-5-metun-2-okco-1,2,4-tpuazon-(1,5-c)-nupumu -
(3H)-8-wm)-meTwn |-oudeHmn-2-uin} -kapOoHOBasI KUCIIOTA.

®opmyna (I): Ri=n-0ytmi, R,=metui,

Re Ne— N
X=NH; Y=CO, X==Y- npocTas CBs3b.

8 r 7-n-Oytuin-5-metnin-8-[(2'-nmano-oudenmn-4-wr)-metun] -1,2,4-tpuazon-( 1,5 -c)-
nupumMuanH-2-(3H)-ona, nomy4yennsie B npuMepe 111, KUIATAT ¢ 0OpaTHBIM XOJOAUIBHUKOM B
teuenre 10 gacoB B pacTBope 6 T rugpokcua HaTpusi B 30 MJI STUIICHIJIMKOJSA M 2 MJT BOJIBI.
OTOT pacTBOp MOCIE OXJIAXKIAECHUS MOAKUCISIIOT COJIIHOM kucnoToil 1o pH-5 u obpa3oBasuecs
KPHUCTAJLJIBl OTCACHIBAIOT U CYIIIAT, 3aT€M MPOMBIBAIOT alleTOHOM, moiydast 5 T {4’- [(7-n- OyTui-
5- wmetun-2  -okco-1,2,4-tpuazon-(1,5-c)-nupumuaun-(3H)-8-un)-merun|-ondpennn-2-un} -
KapOOHOBOM KUCJIOTHI B BUJIE KPUCTAILIOB ¢ Temmeparypoi miasnenus 210-211°C.

[MPUMEP 114: 6-n-niponuin-4-oxco-5-[(2'-1mano-0udeHnn-4-m)-MeTHI | - TUPUMHUIIH.

®opmymna (VII): Ri=n-npommi, R,=H,

V= NC

29 r  6-n-mponmi-2-MeTUIATHO-4-0Kc0-5-  [(2'-mmano-Oudenwi-4-wi)-metun] -
NUPUMUMHA, NTolydeHHble B mpumepe 101, pactBopsitor B 250 M1 aurnuma u 106asisoT 60 T
Hukenss Penes. Cmech KUISTAT ¢ OOpaTHBIM XOJOAMJIBHHKOM B TedeHue 3 4. KartamuzaTtop
OT(GUIBTPOBBIBAIOT M MPOMBIBAIOT ATAHOJIOM, (PUIBTPAT BBHINAPHUBAIOT IO/ BAKYYMOM M OCTaTOK
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XpomatorpadupyloT Ha CHJIMKAareie ¢ TOMOINbID cMecu xiopodopma c anetoHoMm (8/2) B
KaueCTBE JJIIOUPYIOIIETO CpeaAcTBa, nmoiaydas 14.2 T 6-n-nponmi-4-okco-5-[(2'-nuano-6ud enns-
4-nm)-MeTuI| -MpUMUMHA B BUI€ KPUCTAIIOB ¢ TeMIepaTypoit miasienus 158°C.
[TPUMEP 115: 6-n-nponun-4-xnop-5-[(2'-unano-6udennn-4-um)-MeTun |- TUpUMUIIH.
®opmyna (VII): Ri=n-mponwun, R,=H,

.

V= NC

[Tonyuatot o npumepy 9. Kpucramisl ¢ remneparypoit miasnenus 95°C.

[MPUMEP 116: 6-n-nponun-4-ruapasuHo-5- [(2'-uuaHo-Oudenun-4-um)-metun| -
TTUPUMHUTAH.

®opmymna (IX): Ri=n-nponun, R,=H,

a

V= NC

[Tonyyarot no nmpumepy 12. Kpucrtamisl ¢ Temnepatypoi miasnenus 120°C.

[MPUMEP 117: 7-n-nponwi-8-[(2'-nimano-oudenmn-4-mn)-metun|-1,2,4-tpuazon-(4,3 -c)-
nupumMuauH-3 (2H)-oH.

®opmyna (XII): Ri=n- mpomnun, R,=H,

a

V= NC
X=CO, Y=NH, X==Y- npocras CBA3b.

[Tonyuarot o npumepy 15. Kpucramiel ¢ remneparypoii minasienust 124°C.

I[MPUMEP 118: 7-n-nponun-8-[(2'-nunano-oudennn-4-wn)-metun]-1,2,4-tpuazon-(1,5-c)-
nupumMuauH-2(3H)-oH.

®opmymna (XII): Ri=n-npommi, R,=H,

a

V= NC
X=NH, Y=CO, Y==X- npocras cBs3b.

[Tomyuarot o npumepy 18. Kpucramiel ¢ temnepartypoii mnasiaenus 199°C.

[TPUMEP 119: 7-n-niponui-8-[(2'-(TeTpazon-5-un)-oudennn-4-mn)-merun|-1,2,4-
tpuazon-(1,5-c)- mupumunuu-2(3H)-oH.

®opmyna (I): Ri=n-nponui, R,=H,

T

Ry= "N
X=NH, Y=CO, Y==X- npocras CcBs3b.
[Tomyuaror o npumepy 19. Kpucramiel ¢ remneparypoii mnasinenus 190-192°C.
[MPUMEP 120: 7-n-nponui-8-[(2'-iimano-oudennn-4-mui)-metuin|-1,2,4-tpuazon-(1,5-c)-
TTUPUMH/TAH.
®opmyna (XII): Ry=n-npomnun, R,=H,
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S T
|
V= NC/ t"\“-;“_;/_../"'J
X=N, Y=CH, Y==X- nBoiiHas CBA3b.
[Tonyuarot o npumepam 69 u 70. Kpucramnel ¢ remnepartypoii minasienus 104°C.
I[TPUMEP 121: 7-n-nponun-8-[(2’-(TeTpazon-5-un)-oudennn-4-un)-metmn|-1,2,4-
TpHuazon-(1,5-c)- nupuMuIuH.
®opmymna (I): Ri=n-nponun, R,=H,

TN

]

N :: e
N MH

R3= \\\' N -
X=N, Y=CH, Y==X- nBoiiHas CBsi3b.
[Tonyyaror no nmpumepy 19. Kpucrtamisl ¢ Temnepatypoi miasienus 131-133°C.
[MPUMEP 122: 6-n-0ytun-2-metun-4-rugpa3uHo-5 - [(2'-(terpazon-5 -wun)-oudennn-4-
WIT)-METHII |- MUPUMUJINH.
®opmyna (IX): Ri=n-0yTtui, R,=metu,

DY

[Tonyuaror o npumepy 67. Kpucramisl ¢ temneparypoi mnasienus 166°C.

[MPUMEP 123: 7-n-Oytun-5-metun-8-[(2'-(terpazon-5 -un)-OudeHunn-4-um)-metui| -
1,2,4-tpuazon-(4,3-c)- TUpUMUIIH.

®opmyna (I): Ri=n-0ytumi, R,=merui,

TN
[ |
N :: e
N MH

R3= \\\' N -
X=CH, Y=N, Y= =X- nBoiiHas CBA3b.
[TonmyyaroT mo mpumepy 72, OYMIIAIOT XpoMmaTorpaduei Ha CHUIIHMKarene C MOMOIIbIO
IUXJIOpMETaHa ¢ MeTaHoJIoM (95/5) (2-i1 smoupyemsbIil MPOIYKT).
[TPUMEP 124: 7-n-Oytun-5-metun-8-[(2'-(Terpazon-5-un)-oudenmn-4-un)-Mmetun| -
1,2,4-tpuazon-(1,5-c) nupumMuuH.
®opmyna (I): Ri=n-0yTtumi, R,=metu,

S

N—~ \T‘\"““-;‘;.../"'

R3= \\\' Nz’

X=N, Y=CH, Y==X- nBoiiHas CB3b.

[Tonywaror mo mpumepy 123, oumimaror xpomarorpadueil Ha CHIIMKareie ¢ MOMOIIBIO
IuxJjopMeTaHa ¢ MeraHosioM (95/5) B kadecTBe aimowpyromero cpeactBa (1-l amroupyembiid
npoaykr). Kpucramisl ¢ remneparypoi miasnenus 172-173°C.

[TPUMEP 125: 7-n-6yTtun-5-metun-8-[(2'-(rerpazon-5-un)-oudenmn-4-wmn)-metun| -3 -
MmepkanTo-1,2,4-tpuazon-(4,3-¢)-mupuMuInH.

®opmyna (I): Ri=n-0yTtui, R,=metumn,
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X=C-H, Y=N, Y==X- nBoliHas CBs;3b.

5.9 T 6-n-OyTun-2-metun-4-runpazuno-S-[(2'-(terpazon-5 -wn)-oudenun-4-un)-Mmetun| -
NUPUMHUIMHA, TIOJXy4YeHHOro B mpumepe 122, n00aBisioT K cmecH, coiepxkamied 3.1 mi
cepoyriepona, 1.4 r ruapokcuaa HaTpus, 36 MJI METaHOJIa U 2 MJI BOJIBI. DTy CMECh KHUIISTSAT C
00paTHBIM XOJOMIBHUKOM B TedeHue | yaca, 3aTeM BBINApUBAIOT J0CYyXa, 100aBistoT 80 M
ATaHOJA U TOJYYEHHYIO CMECh KHUIIATAT ¢ OOpaTHBIM XOJOJIMWIBHUKOM B T€YEHHE yaca, Mocie
Yero KOHIIEHTPUPYIOT I0J1 BAKYYMOM, 00pabaThIBAIOT BOJIOM, MOJKUCIISAIOT COJISTHONW KUCIOTON U
AKCTPAarupyroT  auxiopMmeraHoMm.  Opranudeckyro a3y  BBIIApUBAIOT U OCTaTOK
XpoMaTtorpaupyoT Ha CHJIMKareje ¢ MOMOIIBIO CMECH TUXJOpMeTaHa ¢ MeTaHoioM (95/5) B
KauyecTBE AJIIOMPYIOLIETro cpeAcTBa, moiyyas 3.2 T 7-n-Oytuin-5-metuin-8-[(2°-(TeTpa3on-5-un)-
oudenmn-4-min)-metui|-3-mepkanto-1,2,4-tpuazon-(4,3-c)-nMpuMHIMHA B BUJAE KPHUCTAIIOB C
TeMIiepaTypou miasnenus 172-173°C.

I[MPUMEP 126: 7-n-Oytun-5-metun-8-[(2'-(TeTpazon-5-un)-oudennn-4-mm)-meTun|-2-
MepkanTo- 1,2,4-tpuazon-(1,5-c)-nupumMuus.

®opmyna (I): Ri=n-0ytmi, R,=merui,

e T
(]
N :: =y

/ .\

N, NH

X=N, Y=C-SH, Y==X- gBoiiHas CBS3b.

2.7 v 7-n-0ytun-5-metun-8-[(2'-(tetpazon-5 -mn)-oudenun-4-mn)-metun] -3 -MepKanro-
1,2,4-tpuazon-( 1,5-c)-nupumuanHa, nosydeHHoro B npumepe 125, pactsopstor B 100 mi1 Bozs!
u 0.6 T ruapokcuaa Hatpus. CMech KUMATAT C OOpaTHBIM XOJOAMILHUKOM B T€YEHHE 3 4acos,
3aTeM OXJIAXAAIT M MOJKHUCIIIOT KOHIEHTPUPOBAHHOM COJSHOM KHCIIOTOM M 3KCTPArupyroT
muxiopMmeraHoM. OpraHundeckyio (asy cymar Haj cynb(aroM MarHus M BBIIAPUBAIOT B
BakyyMe. OctaTtok XpomaTorpadupyloT Ha CHIIMKareje C MOMOIIBI0 CMECH JWXJIOpPMETaHa C
MeTaHosIoM (95/5) B KauecTBe IMIOMPYIONIETo CpeAcTBa, noiydas 1 r 7-n-Oytun-5-metun-8-[(2°-
(Terpazon-5-nn)-oudenun-4-mn)-meTui|-2-mepkanro-1,2,4-tpuazon-(1,5-c)-nupumMuguHa B
BUJIE KPUCTAJIOB C TeMIiepaTrypoi miasienus 135-137°C.

[MPUMEP 127: {7-n-Oytun-5-metun-8- [(2'-umaHo-omdpenmn-4-wi)-metmi| -1,2,4-
tpuazoin-(1,5-c)-nupumMunuH-2-ui } -2-okcustanon. ®opmyna (XII): R;=n-0ytun, R,=mertun,

V= NC
X=N, Y=C-OCH,-CH,-CH, X= =Y - nBoliHas CBS3b.

[Tomydaror mo mpumepy 27 u3z 2-OpomdTaHonia. Macno, UCHOIB3YIOT B JAajbHEHIIEeM
TaKHUM, KaKoe eCTb.

I[TPUMEP 128: {7-n-OyTtun-5-metun-8-[(2'-muano-oudennn-4-mn)-metun|-1,2,4-
Tpuazon-(1,5-c)-nupumuaus-2-ui} -2-oxkcudtanon-auerar. Popmyna (XII): R;=n-Oytui,

R,=meTtmn,
e

Sy

I

Y= NC S
X=N, X==Y - nBoiiHas CB3b.
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4.4 v {7-n-6ytun-5-metun-8-[(2'-uuano-oudpennn-4-un)-merunl-1,2,4-rpuazon-(1,5 -c)-
MAPUMUINH-2-UJT} -2-OKCUATAHOJIA, TMOJIyYeHHOTO B mpumepe 127, B 45 M yKCyCHOTO
aHTUJIPUJIA KUIATAT C OOpaTHBIM XOJIOAMIBHUKOM B TeueHHe 2 4. 3aTeM CMECh BBIIApUBAIOT
Jocyxa C moiaydeHueM S T {7-n-Oytwmi-5-metwin-8-[(2'-nmano-6udenun-4-un)-metun-1,2,4-
Tpuazosn-(1,5-c)-nupuMUInH-2-1} -2-OKCU-3TaHOJI-alleTaTa B BHJIE Macia, UCHOJIb3yeMOro B
MOCJIETYFOIIEM TaKUM, KaK €CTh.

I[MPUMEP 129: {7-n-6ytun-5-metun-8-[(2'-(teTpazon-5 -un)-oudennn-4-un)-metui]| -
1,2,4-tpuazon-(1,5-c)-nupumMuus-2-un} -2-okcustanon-anerar. dopmyna (I): R,=n-Oytui,
R,=metun,

R3= N N e
X=N, Y=C-OCH,-CH,-O-CO-CH3, X==Y -aBo¥Has CBSI3b.
[Tomyuatot o npumepy 19. Kpucramiel ¢ temnepatypoii ninasienus 141-143°C.
I[MPUMEP 130: Otun-{7-n-0ytui-5-metun-8-[(2'-unano-oudpenun-4-mi)-metmi|-1,2,4-
Tpuazoin-(1,5-c)-nupuMUINH-2-UJ }-MepKanTo-aleTar.
®opmyna (XII): Ri=n-Oytun, R,=mertun,

V= NC

X=N, Y=C-SCH,-CO,C,Hs, X==Y - gBoiiHas CBS3b.

[Tonmyyaror mo mpumepy 27 u3 3tui-Opomanerata U 7-n-OyTHil-S-MeTHII-2-MepKaITo-8-
[(2'-umano-Ondpenun-4-un)-metmn| -1,2,4-  Ttpuazon-(1,5-c)-mupumununa. Kpucrammer ¢
Temneparypoi miasneHus 93°C.

[MPUMEP 131: Otun- {7-n-0ytun-5-metun-8-[(2'-(TeTpaszon-5-un)-oudennn-4-mn)-
metui|-1,2,4-tpuazon-( 1,5-c)-nupuMuanH-2-111 } -MepKaHTO-aleTaT

®opmymna (I): Ri=n-0yTtun, R,=metwn,

N o

R3= e N /'
X=N, Y=C-SCH,-CO,C,Hs, X==Y - nBoiiHas CBS3b.
ITomyuaror o npumepy 19. Kpucramiel ¢ temnepartypoii minasienus 155-156°C.
I[MPUMEP 132: {7-n-Oytun-5-metmn-8-[(2'-(Terpazon-5 -un)-Oudennn-4-un)-metui] -
1,2,4-tpuazon-(1,5-c)-mupuMuANH-2-UI }-MEPKAHTO-3TaHOIL.
®opmyna (I): Ri=n-0ytumi, R,=merwu,
(]

N o

Ri= S N7
X=N, Y=C-SCH,CH,-O-CO-CHj;, X==Y -aBoiiHas CBS3b.

[Monmywyator mo mnpumepy 27 wu3 2-OpoMm-3TaHoy-aneTata ©u 7-n-OyTHiI-5-MeTHI-2-
MepkanTo-8-[(2'-(terpazon-5-un)-oudenun-4-mn)-metuin|-1,2,4-rpuazon-(1,5-c)-nupumuanna,
nostydeHHoro B npumepe 126. Kpucrannel ¢ Temnepatypoii minasienus 173-175°C.

I[MPUMEP 133: 6-n-nponun-2-3tun-4-okcu-5 - [(2'-nuano-oudenun-4-wn)-metun| -
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nupuMmuuH. @opmyna (VII): Ri=n-mponun, Ry=stm,

.

V= NC

[Tonyuatot o npumepy 6. Kpucrasmisl ¢ reMmneparypoit miasnenus 216°C.

[MPUMEP 134: 6-n-nponuin-2-3tun-4-xmop-5-[(2'-unano-oudennn-4-un)-metun| -
TTUPUMHUTAH.

®opmymna (VIII): Ri=n-npormw1, Ry=31Hn,

a

V= NC

[Tonyyarot mo npumepy 9. Macio, UCIONB3yeTCs TaKUM, KaK €CTh, JUISl TOCIIEIYIOIIErO
CHHTE3a.

[TPUMEP 135: 6-n-nponui-2-3Tuin-4-ruipa3uto-5S - [(2'-1mano-oudenwmn-4-mr)-metun| -
MTUPUMHUTUH.

®dopmymna (IX): Ri=n-nponun, R,=31Hmn,

a

V= NC
ITonyuarot o npumepy 12. Kpucramnel ¢ temnepatypoii minasienus 80°C.
[TPUMEP 136: 7-n-nponui-5->tun-8-[ (2'-nmano-oudennn-4-un)-metun|- 1,2,4-tpuazo-
(4,3-¢)-3 (2H)-om.
®opmymna (XII): Ri=n-npomwi, R=31umn,

a

V= NC
X=CO, Y=NH, X==Y- npocras cBs3b
[Tonyuarot o npumepy 15. Kpucramiel ¢ temneparypoii minasienust 170°C.
[MPUMEP 137: 7-n-nponwi-5-3tui-8-[(2'-unano-oudennn-4-mun)-metui |- 1,2,4-tpua3osn-
(1,5-c)-mupumuann-2(3H)-oH.
®opmyna (XII): Ri=n-nporun, R,=31umn,

a

V= NC
X=NH, Y=CO, X==Y- npocTas cBs3b
[Tonyuatot o npumepy 18. Kpucrannsl ¢ Temneparypoit minasienus 208°C.
[MPUMEP 138: 7-n-nponun-5-3tun-8- [(2'-(tetpazon-5 -wun)-6udenun-4-mwm)-metun] -
1,2,4-tpuazon-(1,5-c)-nupumuaun-2(3H)-ox.
®opmyna (I): Ry=n-nponwun, R,=>1umn,

R3= N N -
X=NH, Y=CO, X==Y- npocras cBs3b
ITomyuarot o npumepy 19. Kpucramiel ¢ temnepartypoii minasienus 255-256°C.
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[MPUMEP 139: 2,6-gu-n-nponun-4-okcu-5 - [(2'-nmano-o6udenun-4-mwn)-metun| -
nupumuuH. ®opmyna (VII): Ri= R,=n-nponm,

a

V= NC

ITomyuarot o npumepy 6. Kpucramisl ¢ reMneparypoi miasinenus 150°C.

[NPUMEP 140: 2,6-pu-n-mponun-4-xjaop-5 - [(2'-umano-Oudenun-4-wi)-merun] -
nupumuuH. ®opmymna (VII): R;= R,=n-nponwu,

.

V= NC

[Tomyuarot mo mpumepy 9. Macio, ucnonb3yercs TaKUM, KaK €CTbh, ISl OCJIETYIOIIEro
CHHTE3a.

[TPUMEP 141: 2,6-gqu-n-iporui-4-ruapasuno-5 - [(2'-nmano-oudenmn-4-mr)-metun] -
nupumuuH. ®opmyna (IX): Ri= Ry=n-npommnn,

a

V= NC

[Tonyyarot o npumepy 12. Macio, UCHONIb3yeTCsl TAKUM, KaK €CTh, JJIS MTOCIEAYIOLIEr0
CUHTE3A.

[MPUMEP 142: 5,7-nu-n-nipormi-8-[(2'-umano-o6udennn-4-un)-metui|-1,2,4-rpua3on-
(4,3 -c¢)-nmupumuann-3 (2H)-on. ®opmyna (XII): Ri;= R,=n-npommi,

O

V= NC

X=CO, Y=NH, X==Y- npocTas CcBs3b,

[Tonywaror o npumepy 15. Kpucramisl ¢ temneparypoi mnasinenus 149°C.

[TPUMEP 143: 5,7-nu-n-nponun-8-[(2'-unano-oudenmn-4-mn)-metun]-1,2,4-tpuazon-
(1,5-c)-nmupumuaunn-2(3H)-oH.

®opmyna (XII): R;= R,=n- npomnu,

.

V= NC

X=NH, Y=CO, X==Y- mpocras cBs3b,

[Tosrydarot o npumepy 18. Kpucramiel ¢ temnepartypoii mnasienus 184°C.

[TPUMEP 144: 5,7-mu-n-nportmi-8-[(2'-(Terpazon-5-un)-oudennn-4-nn)-mernn|-1,2,4-
tpuazon-(1,5-c)-nmupumunun-2(3H)-oH.

®opmyna (I): Ri=R,=n-npomnuu,

e

X=NH, Y=CO, X==Y- npocras CcBs3b.
[Tonyuarot o npumepy 19. Kpucrannsl ¢ Temnepatypoii ninasienus 258-259°C.
[TPUMEP 145: Dtun-{7-n-nponun-5-metun-8-[(2'-nmuano-oudennn-4-uwn)-metun|-1,2,4-
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tpuazoin-(1,5-c)-nupumuauH-2-un} -anerar. @opmymna (XII):
Ri=n-nponun, R,= metnn, X =N

Y= NC T
==Y - IBOWHAasA CBA3b.
[Tonyyarot o npumepy 108 13 XmopaHruapuaa CI0KHOTO STHIOBOTO 3pHpa MaIOHOBOM
kucnotsl. Kpucramisl ¢ Temnepatypoit miasienust 100°C.
[TPUMEP 146: Otun-{7-n-nponui-5-metuin-8-[(2'-(TeTrpazon-5-mn)-oudennn-4-mn)-
metumi|-1,2,4-tpuazon-(1,5-c)-nmupumuaun-2-un}-anetar. Popmyna (I): Ry=n-npommn, R,=
METHII

X=N, Y= C-CH,CO,C,H;s, X==Y - nBoiHas CBs3b.
[Tonyudarot o npumepy 19. Kpucramnel ¢ temnepartypoii minasiaenus 150°C.
[MPUMEP  147:  Otun-{7-n-nponun-5-metuin-8-[(2'-unano-oudennn-4-um)-metun|-
1,2,4-tpuazon-(1,5-c)-mupuMUAUH-2-1I1} - aMUHO-AIleTaT.
®opmyna (XII): Ri=n-npomun, R,= metun

V= NC

X=N, Y=C-NHCH,CO,C,H;s, X==Y- nBoitHas CBS3b.

[lonydator 1o mnpumepy 79 U3 STWiI-U30THOLMaHaToaueraTa. Kpucramisl ¢
temneparypoi miasnenus 132°C.

[TPUMEP  148: DOtun-{7-n-nponun-5-metmi-8-[(2'-(Terpa3on-5-un)-oudennn-4-mn)-
metui|-1,2,4-tpuazon-(1,5-c)-nupuMuanH-2-1i1} -aMUHOAIETAT.

®opmyna (I): Ri=n-nponwuiu, R,= metun

R

N o

Ri= S N7
X=N, Y = C-NHCH,CO,C,H;s, X==Y - nBoiiHas CB3b.
[Tonyuatot o npumepy 19. Kpucramnsl ¢ Temnepatypoii minasienus 180-181°C.
[MPUMEP  149:  Drtun-{7-3tun-5-metun-8-[(2'-unano-omdpenmn-4-un)-metun|-1,2,4-
Tpuazon-(1,5-c)-nupumMuanH-2-ui} -KapOOKCHIIaT.
®dopmymna (XII): Ri=yT1mi1, Ry= metun

V= NC

X =N, Y =C-CO,C,Hs, X==Y- nBoiiHas CBA3b.

[Tonyuarot o npumepy 108. Kpucramisl ¢ remneparypoit miasinenus 160°C.

I[TPUMEP 150: Otun-{7-3tun-5-metun-8-[(2'-(teTpazon-5 -un)-oudermn-4-mr)-meTun] -
1,2,4-tpnazon-(1,5-c)-nupuMuuH-2-mi)-kapOoKCuiar.

®dopmymna (I): Ri=n-nponmn, R,= metun
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Ry= "N’
X=N, Y= C-CH,C,Hs, X==Y - nBo¥Has CBA3b.
[Tomywaror o npumepy 19. Kpucramiel ¢ remneparypoii mnasinenus 207-208°C.
[MPUMEP 151: 7-n-mpomui-5-MeTHII-2-MeTOKCUMETHI-8-[(2'-1imano-oudennn-4-mn)-
metui|-1,2,4-tpuazon-(1,5-c)-nmupumuann. @opmyna (XII): Ri=n-nponmi, R,= metun

V= NC

X =N, Y=C-CH,OCHj;, X==Y - nBoiiHas CBS3b.

[Tonyuarotr no npumepy 108 u3 xyopanruapuaa 2-MeTOKCUYKCYCHOM KHUCIIOTBI. Macio,
UCTIONB3YETCs B IajbHEHIIIEM TaKuM, KaK eCTh.

[MPUMEP 152: 7-n-nponuiu-5-meTuii-2-MeTokcumeTui-8-[(2'-(rerpaszon-5-un)-oudenun-
4-un)-metun|-1,2,4-tpuazon-(1,5-c)-nupumugun. @opmymna (I): Ri=n-npomun, R,= metun

X=N, Y=C - CH,-OCH3;, X= =Y - nBoiiHas CBS3b.
ITomyuaror o npumepy 19. Kpucramiel ¢ temneparypoii minasienus 130-131°C.
I[MPUMEP 153: {7-3tun-5-metmn-8-[(2'-(rerpazon-5-un)-oudpenun-4-ni)-metmi|-1,2,4-
Tpuazon-(1,5 -c)-mupuMuInuH-2-un} - KapOOHOBAS KUCIOTA.
®opmyna (I): Ri=3tun, Ry= metun

IN \ ;. -
N, NH
R3= ™ N
X=N, Y=C-CO,H, X==Y - aBoiiHas CBA3b.

22 r  otun-{7-3tun-5-metun-8-[(2'-(rerpazon-S-un)-oudpenmn-4-nn)-metuin|-1,2,4-
tpuazon-( 1,5 -c)-nupumMuanH-2-1ui}-kapOoKcuiara, nojydeHHoro B npumepe 150, pactBopsior
B 50 M1 Bojwl, comepskamet 0.56 r ruapokcuna Hatpus. CMmech HarpeBaroT mpu 80°C B TeueHue
3 uyacoB, 3areM OXJaXJAalOT U MOAKUCISIOT O0apOOTHpPOBAHMEM JHOKCHIA CepBhl.
OOpa3oBaBmIrecs KPUCTALTBI OTCACHIBAIOT, MPOMBIBAIOT A(UPOM STHIIAIETATOM, monydas 1.4 T
{7->1un-5-metun-8-[(2'-(rerpasosn-5-un)-oudenmn-4-un)-metun]-1,2,4-rpuazon-(1,5-c)-
MUPUMHUINH-2-1J1 } - KapOOHOBOW KUCIIOTHI B BUJE KPUCTAJUIOB C TeMIepaTypoil ruiaBienus 194-
198°C.

[MPUMEP 154: 31un-3-1ukiIonpomnui-3-0Kco-IporuoHarT.

®opmyna (II): Ri=uuknonponuin, R¢= sTu.

[Tonyuarot o npumepy 1. Macino ¢ temneparypoit kunenust 115-118°C (20 mm pr.ct.).

[TPUMEP 155: Dtun-2-[(2'-unano-oudennn-4-umn)-metun] -3 -IUKIONPONui-3 - OKCo-
MPOTIHOHAT.

®opmyna (IV): Ri=nuxmnonponun, Re= 3tum.
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a

V= NC

[Tonyyarot o mpumepy 3. Macio, ucnosab3yercs B JalbHEHIIEeM TaKUM, KaK €CTb.

[MPUMEP 156: 6-nuknonponui-2-metui-4-okco-5-[(2'-uuano-oudenun-4-mi)-MeTu|-
MUPUMUJIVH.

®opmyna (VII): Ri=uuknonponuiu, R,= metun.

a

V= NC

[Tonmyuarot o npumepy 6. Kpucramisl ¢ reMmneparypoit miasnenus 230°C.

[TPUMEP 157: 6-mukmonponui-2-MeTuia-4-xiop-5-[(2'-nnano-oudenun-4-mr)-MeTn |-
MTUPUMHTAH.

®opmymna (VIII): Ri=mukmonponun, R,= meTwi.

a

V= NC

[Tonyuarot o npumepy 9. Macio, ncrnosb3yercst B AajbHENIIEM, KaK €CTb.

I[TPUMEP 158: 6-nmknonponi-2-MeTii-4-Tuipa3uno-S-[(2'-unano-oudennn-4-mmn)-
METUJI |-TUPUMHIUH.

®opmymna (IX): Ri=nuxmnonpommi, R,= metun.

a

V= NC

[Tomywaror o npumepy 12. Kpucramisl ¢ remneparypoi mnasnenus 170°C.

I[MPUMEP 159: 7-nuknonponui-S-mMetui-8-[(2'-unano-oudenmn-4-mi)-metun|-1,2,4-
TpHazoi-(4,3-c)-nupumuaut-3(2H)-oH.

®opmyna (XII): Rj=nuknonponui, R,= metui.

.

V= NC

X=CO, Y=NH, X==Y- npocras CBs3b.

[Tosyuarot o npumepy 15. Kpucramiel ¢ temneparypoii minasienus 204°C.

[MPUMEP 160: 7-uuxnonponui-S-mMetui-8-[(2'-unano-oupenmn-4-ni)-metunl-1,2,4-
tpHuazon-(1,5-c)-nmupumuaun-2-(3H)-oH.

®opmyna (XII): Ri=uuknonponui, R,= metun.

a

V= NC

X=NH, Y=CO, X==Y- npocras CBs3b.

[Tony4garot no npumepy 18. Kpuctamisl ¢ T. minaBnenus 270°C.

[TPUMEP 161: 7-mKIIonponui-5-mMetui- 8- (2'-(Terpazon-5-un)-oudennn-4-mn)-
metun]-1,2,4-tpuazon-(1,5-c)-mupumuaun-2-(3H)-oH.

®opmyna (I): Ri=muknonponun, R,= meTu.
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X=NH, Y=CO, X==Y- npocras CBs3b.

[Tomywaror o npumepy 19. Kpucramiel ¢ temneparypoii mnasinenus 264-265°C.

[MPUMEP 162: 7-nuknonponui-2,5-numMetii-8-[(2'-1uano-oudeHun-4-mi)-MeTuI|-
1,2,4-tpuazon-(1,5-c)-nupumMuuH.

®opmyna (XII): Ry=nuknonponui, R,= metui.

V= NC

X=N, Y=C-CH;, X==Y - aBoiiHas cBS3b.

[Tomyuarot o npumepy 73. Kpucramiel ¢ temneparypoii masiaenus 120°C.

[MPUMEP 163: 7-nmkionponwi-2,5-guMeTii-8-[(2'-(terpaszon-5-nin)-oudenmn-4-m)-
metui|-1,2,4-tpuazon-(1,5-c)-mupuMuauH.

®opmymna (I): Ri=mukmonponun, R,= meTu.

R

N o

R3= \\\' N -
X=N, Y=C-CHj;, X==Y - nBoiiHas CBS3b.
[Tonmyuatot o npumepy 19. Kpucramnsl ¢ Temnepatypoii ninasienus 186-188°C.
[TPUMEP 164: 6-n-nponun-2-meTokcumeTun-4-okcu, 5 - [(2'-uuano-oudennn-4-un)-
METHI |- MUPUMHUINH.
®opmyna (VII): Ri=n-nponun, R,=CH,OCH3

a

V= NC

[Tonydaror mo mpumepy 6 W3 METOKCH-AlleTaMUIUH-XJIOPTUApaTa, KOTOPBHIH MOKHO
noryuuTh B cceliike: C. A. 63, P. 9963e. Kpucramisl ¢ Temneparypoit miasienus 134°C.

I[TPUMEP  165:  6-n-nmponui-2-MeTokcuMeTua-4-xaop-5-[(2'-nnano-oudenun-4-mn)-
METUJI |-ITUPUMHIUH.

®opmymna (VIII): Ry=n-npormn, R,= CH,OCH3,

a

V= NC

ITonyuarot o npumepy 19. Macio, ucnonb3yercs B JaNbHEUIIEM TaKUM, KaK €CTb.

[TPUMEP 166: 6-n-niponui-2-MeTOKCUMETHI-4-Tuapa3uHo-5-[(2'-1imano-oudennn-4-mn)
-METHJI |-TUPUMUIUH.

®opmymna (IX): Ri=n-nponun, R,= CH,OCHj,

g
%@
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ITomyuarot o npumepy 12. Macio, ucnons3yercs Juisl IOCIEAYIOIEro TaKUM, KaK €CTb.

[MPUMEP 167: 7-n-nponuni-5-metokcumeTii-8-[ (2'-nuano-oudennn-4-mn)-metuin|-1,2,4
-Tpua3zon-(4,3-c)-mupumuann-3(2H)-ox.

®opmyna (XII): Ri=n-npomun, R,= CH,OCHjs,

V= NC

X=CO, Y=NH, X==Y- npocras cBs3b.

[Tonyuarot o npumepy 15. Kpucrannsl ¢ Temneparypoit minasiaenust 108°C.

[TPUMEP 168: 7-n-nponuni-5-metokcumeTui-8-[ (2'-mano-oudenmnn-4-mn)-metun|-1,2,4
-tpuazon-(1,5-c)-nupumuaun-2(3H)-oH.

®opmyna (XII): Ri=n-npomun, R,= CH,OCHj,

V= NC

X=NH, Y=CO, X==Y- npocras CBs3b.

[Tonyyarot o mpumepy 18. Macio, ucronb3yemMoe BIOCIECTBUN TaKUM, KaK €CTh.

I[TPUMEP 169: 7-n-npomnui-5-merokcuMeTui-8-[(2'-(TeTpa3on-5-mm)-oudennn-4-mmn)-
metmi|-1,2,4-tpuazon-(1,5-c)-nmupumuaun-2(3H)-oH.

®opmymna (I): Ri=n-nponun, R,= CH,OCHj,

N - o

R3= e N -
X =NH, Y=CO, X==Y - npocrasi CBs3b.
[Tonyyaror no nmpumepy 19. Kpucrtamisl ¢ Temnepatypoi miasienus 166-168°C.
[MPUMEP 170: 7-n-nponui-5-MeToKCuMeTHI-2-MeTui-8-[(2'-(TeTpazon-S-mui)-oudeHuni-
4-nm)-metun|-1,2,4-tpuazon-(1,5-c)-nmupumMuIuH.
®opmyna (XII): Ri=n-npomun, R,= CH,OCHj;

V= NC
X=N, Y=CH-CHj;, X==Y - nBoiiHas CB3b.
ITomyuarot o npumepy 73. Macio, ucnonb3yercs Juisl IOCIEAYIOIEro TaKuM, KaK €CTb.
[MPUMEP 171: 7-n-nponui-5-meTokcuMeTn1-2-MeThi-8-[(2'-(TeTpazon-5-wun)-oudenHunn-
4-un)-metuin|-1,2,4-rpuazon-(1,5-c)-nupumMuux.
®opmymna (I): Ri=n-nponun, R,= CH,OCH3,

N - R

[Tonyuarot o npumepy 19. Kpucramnel ¢ temnepatypoii minasienus 137-138°C.
[TPUMEP 172: 4-(3-umano-2-TueHu)-0eH3uI-0poMuI.

A) 4'-metun-4-xnop-0ytupodenon

53 mut Tonyona u 70.5 v xjmopanruapuaa 4-xja0p-MacisHOW KUCIOTHI pacTBopsitoT B 100
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MJI JuxjopMeTana u pactBop npu 10°C 1o6aBisioT Kk cycnensuu 74 r xnopuaa amoMunus B 200
MJI JauxjiopMeraHa. JlaiooT TemmepaType NOBBIIIATbCS B TeyeHHME 4 4YacoB, 3aTE€M CMECh
oOpabatbiBatoT JeasgHON Boaod. OpraHuyeckyro a3y cymar Hajg cyibhaToM MarHus |
BBINIAPUBAIOT MO/ BaKyyMoM, noiyuas 96.9 r 4'-merun-4-xmop-0ytupodeHoHa B BHJE Macia,
MCIIOJIb3YEMOTO JUISl MTOCIIEYIOIIEr0 TAKUM, KaK €CTb.

b) a-xnop-B-(2-x1a0p-3111)-4-MeTUI-LIMHHAMANBIET U .

130 okcuxnopuna Qochopa wmemnenno, npu 0°C, pobasmsror k130 M
nuMetundopmMamMuaa, 3areM  nOpukaneBaior  117.5 r©  4'-metuin-4-xnop-OytupodeHoHa,
NoJy4yeHHoro B 1. A, B BuJe pactBopa B 50 ™ gumermindopmampna. 3areM CcMech
IepeMENINBAIOT IPU KOMHATHOM Temneparype B TedeHue 1 gaca, 3atem npu 50°C B TeueHue 2
gacoB u nipu 70°C B TeueHue 1 4. 3aTeM cMech BBUIMBAIOT Ha JIeJ] U SKCTPArUpyrOT PUPOM,
s¢upHyt0 a3y NPOMBIBAIOT HACHIIIEHHBIM pacTBOpoM OukapOoHaTa HaTpus, cCyllaT Haj
Cyib(aToM MarHus ¥ BHIIAPUBAIOT MOJ BaKyyMoM, nonyyasi 133.8 r a-xmnop-B-(2-xmaop-31umn)-4-
METWI-IMHHAMAaJIbJIETH/Ia B BUE Macja, UCIOJIb3yEMOTro B MOCIEIYIOIIEM TaKUM, KaK €CTb.

B) 2-(4-metun-¢penun)-4,5-muruapo-3-tuoden-kapOoKcaabaeru.

15.9 1 a-xmop-B-(2-x510p-3T1N )-4-MeTUI-IIMHHAMANIBICTHIA, TTOTydeHHOTo B 1. b, 1 22 1
cynbduna Hatpus (9H,O) nobasmsror k 200 M Terparunpodypana. /[o6aBisoT 1ocTaTOUHOE
KOJIMYECTBO BOJBI, YTOOBI Cylb(HUI HATPUS TMOJTHOCTHIO PACTBOPUJIICS, IOCIE 3TOrO CMECh
KUIATAT C OOpaTHBIM XOJOAMJIBHUKOM B TEUYEHHE 3 4, OXJaXKIAIOT, 3aTeM 00paldaThIBAIOT
spupoM. X =N, Y = C-CHs, X==Y- 1BoiiHas CBS3b.

Opranndeckyto ¢asy JeKaHTHPYIOT, IPOMBIBAIOT M 3aTEM BBICYIINBAIOT HaJ CYJIb(paTom
MarHysi ¥ BBINAPUBAIOT MOJ BakyyMowm, noayuas 13.5 r 2-(4-metun-dennn)-4,5 -quruapo-3 -
THo(eHkapOOKcanbAeruia B BUIE Macia, UCIOJIb3YEeMOro B OCIEAYIONEM TaKuM, KaK €CTh.

I') 2-(4-metun-dennn)-3-unano-4,5-Uruapo-TuodeH.

15 1 2-(4-metun-dpennn)-4,5-aurupo-3-TuopeH-kapooKcaberuia, NoJayYeHHbIe B II.
B, u 6.5 r rugpokcuwnamuHxiopruapara cmemmBaroT ¢ 40 mu 3taHona w10 M BOJBI
Jobasnstor pactBop 4.7 T kapbonara Hatpus B 10 mi Boasl. CMmech HepeMEIIMBaIOT MpU
KOMHAaTHOW TeMIIepaType B T€UEHHUE MoJyyaca, MOocjae 4Yero 3KCTparupyroT 3gpupom. DdupHyIo
a3y mpoMBIBAIOT BOJIOM, 3aTeM CylIaT HaJ CyJib(}aTOM MarHus U BBIIAPUBAIOT O] BAKYYMOM,
nosydas 15.2 r emonoo6pa3Horo ocratka sxentoro nera. K aToMy octarky po6asisitor 13 mi
YKCYCHOTO aHTuMApuja, U CMECh CJIErKa HarpeBaloT, B pE3yJIbTaTE€ YEro OHa TEMHEET U
CTaHOBUTCS >KUJKON. CMech 3aTeM KUIATAT ¢ OOpaTHBIM XOJIOAMJIBHUKOM B TedeHHUU | daca,
3aTéM BBUIMBAIOT HA JIEJ WM D3KCTParupyroT AWXJIOPMETAaHOM M IPOMBIBAIOT HACHIIIEHHBIM
pacTBopoM OukapOoOHaTa HATpHs, 3aTEM OpPraHMYecKyro (a3y cymar Haj cylb(paToM MarHus u
BBINAPUBAIOT TI0J] BaKyyMOM, MOJYYEHHBIH OCTaTOK XpoMaTorpapupyroT Ha CHIIMKareie B
nuxyopmetane, noay4das 10 T 2-(4-metun-hennn)-3-1mano-4,5-muruapo-TuodeHa B BUIE Macia,
HCIIOJIb3YEMOTO B TAIbHEUIIIEM TaKUM, KaK €CTb.

) 2-(4-metun-penun)-3-nuaHo-Tuodex

499 r 2-(4-metmn-penun)-3-uuaHo-4,5-aurupotuodeHa, moayuyeHHoro B 1. I,
pactBopsitoT B 200 M YETHIPEXXJIOPUCTOTO YTJIEPOJia, M CMECh KHIATAT C OOpaTHBIM
XOJIOAUIBHUKOM U 110 UCTEUEHUH 2 4acoB, MpuKanbBaioT 11 r 6poma B Buae pactBopa B 200 mi
YeThIPEXXJIOPUCTOTrO yriaepoaa. Kumnsyenue ¢ oOpaTHbIM XOJOIMIBHUKOM MPOJOJIKAOT BILIOTh
JI0 TIpEKpaIleHUs! BbIIEICHUSI OPOMOBOJIOPOIHON KHCIOTHI, 3aTEM PACTBOPHUTENb YIAISIOT MO
BakyyMoM. OctaTok oOpabareiBaroT 200 M 6e3BomHOTO TeTparuapodypana u 100aBistor 28 T
TeT.-OyTHinaTa kanusa. CMmech KUIATAT ¢ OOpaTHBIM XOJOJMJIBHHUKOM B TEUEHHE dYaca, 3aTeM
OXJIAKJAIOT U J00aBJISAIOT BOAY U XJIOPUJ HATPUS U IKCTParupyroT sdupoM. OpraHMUECcKyIo
a3y BbIMapUBaIOT MMOJ BakyymoM, momydas 31.8 r 2-(4-metmn-¢penun)-3-unaHo-TuopeHa B
BU/JIE MacJiia, UCTIOJIb3yEeMOT'0 ajiee TAKUM, KaK €CTb.

E) 4-(3-umano-tueHun-2-mi)-0eH3ua0opoMHI.

24.5 r 2-(4-metun-dennn)-3-unano-TuodeHa, noaydeHusle B 1. Jl, pactBopsior B 200 mi
yeTelpexxyiopucroro yriepoga. [lo6asmstor 21.9 r N-Opomcyknuaumpaa, a takxe 0.1 r
nepokcuga Oenzowsa. CMech KHUOATAT € OOpaTHBIM XOJOAWIBHMKOM 24 4. Kpucramisl
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CYKUMHUMHJA OT(UIBTPOBHIBAIOT M PACTBOPHUTENb BBINAPUBAIOT MMOJA BakyymoM. OcTtaTok
00pabaThIBalOT CMEChI0 TIeKCaHa C J3TWIAlleTaTOM, W PacTBOp BbLAEpKHUBAalOT 24 wyaca B
xonoauiabHuKe. OOpa3oBaBIIMECs KPUCTAUIBI OTCAChIBAOT M monydyatoT 14 r 4-(3-nmmaHo-
THCHUJI-2-1J1)-0eH3WIOpOMIIa B BUIE KPUCTAILIOB ¢ Temmepatypoit miasienus 80°C.
[MPUMEP 173: Dtun-2-[(4-(3-umano-TueHum1-2-mi)-0eH3un |-3-0Kkco-TeKcaHoar.
®opmyna (IV): Ri=n-nponun, Re=>1u,
S

/r 5,

e

V= NC~ .

11 r stun-3-okco-rekcanoara pactBopsroT B 150 mu Terparuapodypana. JloGaBisroT
129 r 4-(3-mmano-THeHUN-2-wn)-0eH3mn-opomua u 6.1 © Opommma JHTHS W CMECh
MepeMeNIMBalOT MpPU  KOMHATHOM  TemmepaType. 3areM  mpokambiBaroT 24.2 wmi
quusonponwnTUiaaMuba. [lo okoHYaHMM 100aBJICHUS PEAKIIMOHHYI) CMECh KHUISITAT C
00paTHBIM XOJIOAUILHUKOM B TeueHue 24 4. [locne BhImapuBaHUs MO BaKYyMOM IMOJTyYEHHBIH
0CTaTOK 00pabaThIBAIOT BOJOW, 3aTEM 3KCTParupyrT xyiopodopmom. OpraHudeckyio ¢azy
CyllaT, 3aTeM BBINAPUBAIOT MOJA BaKyyMoM. M30BITOK ATHII-3-OKCO-T€KCAHOATa YNAISIOT C
MOMOIIIBIO JIONACTHOTO Hacoca. TakuMm oOpazom nonydaroT 16.4 r 3tui-2-[(4-(3-1uaHo-THeHuII-
2-un)-6eH3mn|-3-0kco-TekcaHoara B BHJE OJEIHO-KEITOro Macja, HUCIOJIb3yeMOro jaalee
TaKUM, KaK €CTb.

[TPUMEP 174: 6-n-nporii-2-meTmii-4-okcu-5 - [4-(3 -1maHo-THEHMII-2-11)-0€H3M ]| -
MTUPUMHTAH.

®opmymna (VII), Ri=n-npormmn, R,= meTun,

Vv= NC /

0.23 r Hatpus pactBopstoT B 10 mu sTanona. K stomy pactBopy nobasinsior 1 r anera-
MUJUHXJIOPTUApAaTa MU CMECh INEPEMEIIMBAIOT 5 MHMH IpU KOMHATHOM Temmeparype. 3aTeM
nob6aBmsitor 2.4 T ATWI-2-[4-(3-1IMaHOTHEHWIT-2-1T)-0eH3U |-3-0KCO-TeKCaHoaTa U CMeCh
nepeMemuBaioT 48 4 Mpu KOMHATHOW TemIieparype, 3aTeM 3 4 IpU KUISYEHUH ¢ OOpaTHBIM
xononuwibHUKOM. [locie oxnaxkaeHus: A00aBISIIOT MOJAKUCICHHYIO COJIIHOM KHCIOTOW BOAY U
OCTaBJIAIOT ocaxjaaTbcd. (OcaJoK OTCachIBAaIOT, IPOMBIBAIOT BOJOW, 3aTeM HEOOJIBbIIUM
KOoJIM4ecTBOM 3¢upa u cymar. TakuM o6pa3om noayyaior 1.4 T 6-n-nponui-2-meTuin-4-okcu-5-
[4-(3-umaHOTHEHUI-2-1T)-0CH3W |-IUPUMUIMHA B BHJE KpPUCTAIUIOB Oejoro 1Bera ¢
TeMriepatypoi miasieHus 180°C.

[MPUMEP 175: 6-n-iponun-2-metun-4-xmop-5 - [4-(3 -mmaHo-THeHUI-2-1)-0eH3ui] -
MAPUMUIIH.

®opmyna (VIII), Ri=n-nponwi, R,= metui,

-
- S

v= NC /

1.6 T 6-n-npornui-2-MeTuiI-4-okcu-5-[4-(3-1mano-TUeHWI-2-1T)-0CH3UI |-ITUPUMHIUHA
cycrieHaupyroT B 1.7 mit okcuxmopuaa pochopa. CMeCh KUTIATAT ¢ 0OpaTHBIM XOJOMIBHHKOM B
TE€YEHHE 7 4acoB, 3aT€M KOHIEHTPUPYIOT MOJ BakyyMoM. [lomyueHHBI OCTaTOK pacTBOPSIOT B
TUXJIOPMETaHe, 3aTeM MPOMBIBAIOT BOJHBIM pAcTBOPOM KapOoHaTa HATpusi. 3aTeM
opraHuyeckyio (asy cymar, motom BbinapuBaroT. [lonydaroT Takum obpazom 1.8 r 6-n-npomnui-
2-meTuin-4-x10p-5-[4-(3-1mano-THeHUI-2-11)-0eH3 1 | -ITUPUMUTHHA B BUJE Maclna,
UCIIOJIb3YEMOTO Jlajiee TaKUM, KaK eCTb.

I[TPUMEP 176: 6-n-nponui-2-metun-4-ruapazuto-5-[4-(3-nquaHo-THeHUI-2-1i1)-0eH31I |
-IIUPUMUJIMH.

®opmyna (IX), Ri=n-nponun, R,= merun,
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T

/f \\\\
v= NC S

[Monyuarot o npumepy 12. Macio, ucnosib3yemoe jajaee TakuM, Kak eCThb.

[TPUMEP 177: 7-n-niponui-5-metun-8-[4-(3-nuano-TueHun-2-un)-oenswmi|-1,2,4-
TpHuazon-(4,3-c)-nupumuanH-3(2H)-oH.

®opmymna (XII), Ri=n-npormn, R,= meTun,

Ve N& /
X=CO, Y=NH, X==Y- mpocras cBs3b
ITonydarot o npumepy 19. Kpucramiel ¢ temnepartypoii minasiaenus 170°C.
[MPUMEP 178:  7-n-mponwmi-5-meTtmi-8-[(3-(TeTpaszomn-5-ui)-TueHus-2-ui)-0eH3ui |-
1,2,4-tpuazon-(4,3-c)-nupumuaut-3(2H)-oH.
®opmyua (I), Ri=n-mpormi, R,= merw,

1 S\
}f j

-

N
V= SN
X=CO, Y=NH, X==Y- npocras cBs3b
[Tomyuatot o npumepy 19. Kpucramnel ¢ temnepatypoii ninasienus 240-242°C.
I[TPUMEP  179:  7-n-nponun-5-metun-2-(4-mupuamn)-8-[(2'-uuano-oudennn-4-mmn)-
meti|-1,2,4-tpuazoin-(1,5-c)-nupuMuauH.
®opmymna (XII), Ri=n-tpormn, R,= meTun,

C_‘\:’, \\N /l.\ ”
Y= \—/  V=N¢
X =N, X==Y - gBoiiHas cBI3b
[Tomywaror mo mpumepy 108 wux xyopanruapuaa 4-nmapuaARH-KapOOHOBON KHUCIIOTHI.
Kpucranisl ¢ temneparypoii miasnenus 166°C.
I[TPUMEP 180: 7-n-nmpommi-5-okcumetun-8- [(2'-(terpazon-5-un)-oudennn-4-un) -
metun] -1,2,4-tpuazon-(1,5-c)-nupumuaun-2(3H)-oH.
®opmymna (I), Ri=n-mpormn, R,= CH,OH,

.

e

N .\... D
N NH
R3= ™ N
X =NH, Y=CO, X==Y- npocras CBs3b.

1 © 7-n-mpormmi-5-meTokcuMeTIII-8-[(2'-(TeTpaszon-5-un)-oudennn-4-un)-metm|-1,2,4-
tpuazon-(1,5 -c)-nupumuaun-2(3 H)-ona, nosyueHHoro B npumepe 169, pactBopsitor B 50 M
CTaOMIIM3UPOBAHHOTO aMuiIeHOM Xyopodopma. [lobasmsror 0.7 mi tpubpoMuma 6opa U cMech
NEePEeMEIIMBAIOT 8 4 IIPU KOMHATHOW TeMIIepaType, TaKUM 00pa3oM MOIy4eHHOE IPOU3BOIHOE 7-
n-nponui-5-6pommernii-8-[(2'-(TeTpazoin-5-wmn)-oudennn-4-un)-metun |- 1,2,4-tpuazon-(1,5-c)-
nupumuanH-2(3H)-ona o0pabaTeiBatoT pa30aBICHHBIM PAacCTBOPOM THAPOKCHUAA HATPHSI U
nepeMennBaloT cHoBa 6 uacoB. Boanyio (¢da3zy 3areM JACKaHTHPYIOT M IMOAKUCISIOT
0apOOTUPOBAHMEM JTUOKCHZA CEpbl, 0OPA30BABIINECS KPUCTAIUIBI OTCACHIBAIOT U MPOMBIBAIOT
alleTOHOM, 3aTeM BbICyIIMBarOT, noxydas 0.6 T 7-n-mponui-5S-okcumeTwi-8-[(2'-(Terpa3on-5-
wi)-Oudennn-4-un)-metun |- 1,2,4-rpuazon-(1,5-c)-mupumuann-2(3H)-ona B BUIe KpUCTALIOB C
TemnepaTtypoi miasneHus 182-183°C.
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[TPUMEP 181: 7-n-mponumn-5-okcumeTun-2-meTui-8-[(2'-(terpazon-5-mn)-oudennn-4-
wi)-metui|-1,2,4-rpuazon-(1,5-c)-nupuMu .
®opmyna (1), Ri=n-nporun, R,= CH,OH,

S

Ri= N7

X=N, Y=C-CHj3;, X==Y - nBoiiHas CBS3b.

[Tonywarot o mpumepy 180 u3 7-n-nponui-5S-MmeTokcuMeTHi-2-metui-8-[(2'-(Terpazon-
5-un)-oudenun-4-mn)-metuin|-1,2,4-rpuazon-(1,5-c)-nupumMuanHa, MOIYYEHHOTO B IpUMEpe
171. Kpucrannsl ¢ Temnepartypoi miasinenus 190-191°C.

[TPUMEP 182: 7-n-mponui-2-0KCUMETHII-S-MeTHII-8-[(2'-(TeTpa3on-5-mn)-oudennn-4-
wi)-metun|-1,2,4-rpuazon-(1,5-c)-mupuMuanH.

®opmyina (I): Ri= n-nporun, R,=CHs,

R N7
X=N, Y=C-CH,0OH, X= =Y-nBoiiHas CB3b.

[Tomyuatot no npumepy 180 u3 7-n-nponus-2-MeTOKCH-MeTUI-5-MeTUI-8-[(2'-(TeTpason-
5-un)-oudpennn-4-un)-metunl-1,2,4-rpuazon-(1,5-c)-nupuMuHa, MOJYYEHHOTO B TIpUMepe
152. Kpucramisl ¢ Temneparypoi miasienus 226-227°C.

[MPUMEP 183: DOtun-[(2'-(4,4-1uMeTHI-0KCA30IHH-2-1)-0u eHuI-4-1ui |-2-MeTui-3-
OKCO-T€KCaHOaT.

®opmyna (IV): Ri= n-nponun, R,=31umn,

I
N:‘\‘ I
N/ !
v= AN

[Tonywarot o npumepy 3 u3 4'-6pommeri-2-(4,4-AMMETHII-OKCA30IUH-2-11)-0OupeHNII-
XJIOPTUApaTa, UCHONb3Ys JONOJHUTENbHbIM SKBHBaIeHT N,N-IUH30IMPONMIITUIAMUHA, YTOOBI
BBIICTTUTH in Situ XJIIOPTUApaT.

Macno, xpomartorpadupyemMoe Ha CHIHMKareie ¢ MOMOIIbI0 XJI0podopMa C MEHTAHOM B
Ka4yecTBe JJIIOMPYIOIEro cpeacrsa B cootHouieHnu 70/30 u ucmonb3yemoe Jlanee TakuM, Kak
€CTb.

[Tonyyenue 4'-6pomMmeTHi-2-(4,4-1MMeTUI-0KCa30JIMH-2-11)-0u () eHUII-XTI0p-THIpaTa.

A) 4-MeTOKCUMETHII-OpOMOEH30T:

100 r Genszmn-4-6pom-6poMuza pacTBopsitoT B 250 M meranona. J[06aBistoT pacTBOp
METHWJIaTa HaTpHsl, MONY4YeHHBIM pacTBopeHueM 10 r Hatpus B 500 mui meTaHona, U CMECh
NepeMeIInBalOT 3 4 MpU KOMHATHOM Temmeparype. MeTaHoNl BBINApUBAIOT, M OCTAaTOK
00pabaTeiBatOT 3UPOM M TTPOMBIBAIOT BOJIOM, 3GUpHYIO a3y cymar Haja cyib(paToM MarHus u
BBIIIAPUBAIOT J0CYXa, OCTAaTOK IEPErOHSAIOT IOJ BakKyyMoM, moiydas 74.3 r 4-METOKCH-
OpomMOeH30:1a B BUE Macia ¢ teMrepatypoi kurnenus 112-114°C (200 mMm pT.cT.).

b) 4'-merokcumeTmi-2-(4,4- AMMETHII-OKCA30JIMH-2-1JT)-0N(EeHUI-XJIOPTHIPAT.

7.5 T MarHMs B CTPYXKKaX CyCHEHIUPYIOT B 15 mMu 6e3BogHOTO TeTparuapodypana.
[TpukamneiBatoT pactBop 49 1 4-mMeTokcu-OpoMOeH3oa, monydeHHoro B A, B 50 mu 6e3B0HOTO
terparuapodypana, nomuepxuBas temrepatypy Hmwke 40°C. Korma Bech MarHuii mcyesaer,
NPUKAIBIBAIOT pacTBOp 28 T (4,4-AMMETHII-0KCa30JIMH-2-1JT)-METOKCHU-0E€H30J1a, TOJy4eHHOTO
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cormacHo Meyers A.L., Michelin E.D. J. Am. Chem. Soc. 1975 97, (25), 7383, B 100 mx
0e3BogHOrO TeTparuapodypana, moaAepkuBas Temrepatypy Hmwke 50°C. 3arem cMech
NEPEMEIINBAIOT 2 Yaca P KOMHATHOM TemmepaType M orcrauBaroT 48 wyaco. 3areMm
pacTBOpPUTENb KOHJIEHCHUPYIOT HAMOJOBHHY IO BaKyyMOM, M OCTaTOK BBUIMBAKOT B 1.5 1
HACBHIIIIEHHOT'0 PacTBOpA XJIOPUIa aMMOHUS M SKCTPAarupyroT 3(pUpoM, IPOMBIBAIOT BOJOH, 3aTeM
OpraHuyeckyto (GopMmy cymaTr Haja cylab(paToM Mar"us, 1Mocjie 4ero MOJKHUCISIOT Jo0aBIeHUEM
coistHoKucnoro 3¢gupa. OOpa3oBaBIIMiics CMOJIO0Opa3HBIH OCTaTOK OPaHXKEBOTO I[BETa
JIEKaHTUPYIOT, 3aTeM 00pabaThIBalOT BOAOW M KPUCTAIU3YIOT, KPUCTAUIBI MPOMBIBAIOT BOJOH,
3areM 3¢upom, noiaydas 26 T 4'-MeToKCUMeTHI-2-(4,4-TUMEeTHII-OKCa30InH-2-1T)-On(eHII-
XJIOpTHpaTa B BUJIE KPUCTAIUIOB ¢ TeMIiepaTypoil miasnenus 108-110°C.
B) 4'-6pommeTni-2-(4,4-muMeTHII-0KCa30MH-2-11)-0n () eHIIT-XJIOprUuipat
5 r 4'-meToKCcUMeTHI-2-(4,4- TMMETHIT-0KCa30JIMH-2-1J1 )-On( eHUIT-XJTOPTHIpaTa,
NOJy4eHHOro B b, pacTBopsioT B 75 M cTaOWIM3MPOBAHHOTO aMHJICHOM XJopodopma Hu
no6asisiroT 3.2 mu TpuOpomuaa 6opa, oxmaxaas g0 0°C. Cmech mepemMenmBaT B TeYCHUH |
yaca npu 0°C U mpoMBIBAIOT XOJMOJHOW BojoW. Opranumdeckyro ¢a3y IEKaHTUPYIOT, 3aTeM
CylIaT HaJ cylb(aToM MarHus ¥ BBIIAPUBAIOT MO/ BaKyyMmMoM, noiy4vas 5.2 r 4'-6pommeTi-2-
(4,4-1UMeTUI-0KCA30IMH-2-1i)-0On(pEeHMIT-XJIOprUpaTa B BUAE KPHUCTAIUIOB C TEMIIEpaTypoil
maBieHust 126-127°C.
[MIPUMEP 184: 6-n-nponmi-2-metuin-4-okcu-5-[(2'-(4,4-TuMEeTHI-OKCA30IUH-2-1IT)-
O eHnI-4-1i1)-MEeTHJI |-TTUPUMHUIUH.
®opmymna (VII): Ri=n-nponui, Ry=meru,
N— S
N/ Y
v AU
ITosyuarot o npumepy 6. Kpucramisl ¢ reMneparypoi miasinenus 126°C.
[NPUMEP 185:  6-n-nponun-2-metuin-4-xyop-5-[(2'-(4,4-numMeTHiI-0OKCa30auH-2-11)-
Ooudennn-4-ui)-MeTHi |-MUPUMHUINH.
®opmyaa (VIII): Ri=n-nponun, Ry=meTw,
IN— .‘I i
\/ \
v AU°
1.5 r 6-n-nponui-2-meTun-4-okcu-5-[(2'-(4,4-muMeTHI-0KCa30JIMH-2 -1 )-On eHUI-4-
WIT)-METH |-IIMPUMUAMHA, TIOJIy4eHHOTo B npuMepe 184, pacTBopsoT B 3 MJI THOHWIXJIOPHUJA.
Jo6asinstor 0.1 M auMermidopMamMuia U NepeMelnBaoT 1 4 Ipu KOMHAaTHOM TemIeparype.
THOHMIXJIOPUA BBINAPUBAIOT O]l BaKyyMOM 0€3 HarpeBaHHs, OCTAaTOK IPOMBIBAIOT 3(QHUPOM,
3aTeM MOALIENaYMBaIOT PACTBOPOM I'MJIPOKCHIa aMMOHUS M POMBIBAIOT BO0H. DdupHyto pazy
BBINIAPUBAIOT MOJ BakyymMoM, nonydast 0.6 T 6-n-nponuin-2-metui-4-xmaop-5-[(2'-(4,4-mumetnn-
OKCAa30JIMH-2-11)-0neHnn-4-ui)-MeTHi1 |-MMpUMUAMHA B BHJIE Macila, HCIOJIb3yeMOro Jaiee
TaKUM, KaK €CTb.
I[TPUMEP 186: 6-n-ipormi-2-meTuin-4-ruapa3suno-5-[(2'-(4,4-1MMeTHII-0KCca30JuH-2-
W1)-OupeHn-4-11)-MeTHI | -TUPUMUIVH.
®opmyna (IX): Ri=n-nponun, Ry=merwn,
i
)

N—
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[Tonyyarot mo mpumepy 12. Macio, ucriosib3yemoe jajiee TakuM, Kak eCTb.

[TPUMEP 187: 7-n-niponui-2,5-aumeTuin-8-[(2'-(4,4-1MMeTnI-0KCa30IMH-2-1T)-
oudenun-4-uwn)-metun|-1,2,4-rpuazon(1,5-c)-mupuMu .

®opmymna (I): Ri=n-nponmn, Ry=merwni,

Re
X=N, Y=C-CHj;, X==Y-nBoiiHas CBS3b.
[Tonyuarot o npumepy 73. Kpucramisl ¢ Temnepatypoit minasienus 135-136°C.
[TPUMEP 188: 7-n-nponuin-2,5-muMetni-8-[(2 -uuano-oupennn-4-uwi)-metun]-1,2,4-
tpuazo(l,5-c)-nupuMuanH.
®opmyna (XII): Ri=n-npomun, R,=mertnn,

V= NC

X=N, Y=C-CH;, X==Y-nBoiiHas CBS3b.

10 r 7-n-mpomun-2,5-mumeTun-8-[(2 -(4,4-1MMeTHI-0KCa30aMH-2-11) -0 eHrI-4-111)-
Metun]-1,2,4-tpuazon(1,5-c)-nmupumMuanna, moxydeHHoro B nmpumepe 187, pactBopsroT B 50 M
nupuAnHA U mpokanbiBaioT 10 M oxcuxiopuga (ocdopa, moaaepkuBas TeMnepaTypy HIDKe
15°C. 3arem cmech HarpeBaroT 3 4 npu 100°C, 3aTeM BbIIApUBAIOT MOJI BAKyYyMOM U OCTAaTOK
BHOCAT B CMECh BOJIBI CO JIBJIOM U SKCTPArupyror xjsopodopmom. Opranuueckyo ¢asy cymar
HaJ Cylb(aToM MarHusi ¥ BBINAPUBAIOT MOJ BAKyyMOM, Hojiy4as 6 r 7-n-mponui-2,5-1uMeTui-
8-[(2 -umano-6upennn-4-un)-mertun]-1,2,4-rpuazon(1,5-c)-nupuMHUANHA B BHIE KPHCTAIUIOB C
TemnepaTtypoi miasieHus 132°C. 31o coeguHeHne UACHTUYHO TaKOBOMY Ipumepa 73.

I[TPUMEP 189: 6-n-nponui-2-mMeTni-4-oKCU-MUPUMUIUH.

®opmymna (XIII): Ri=n-npormi1, R,= CHs.

[Tony4aroT 1o npumepy 6, UCHOAB3YS ITWI-OYTUPUIIALIETAT M alleTaMUINHXIOPTUAPAT B
ATaHOJIE B MPUCYTCTBUU ATUJAaTa HaTpus. Kpucramisl ¢ Temnepatypoid miasienus 95°C.

I[TPUMEP 190: 6-n-nponui-2-mMeTui-4-Xi10p-nmupuMHUINH.

[Tonydarot no mpumepy 9. Kpucrasisl ¢ Temnepatypoit mi. 55°C.

[TPUMEP 191: 6-n-nponui-2-mMeTuin-4-rufjpasuHo-IMPUMUIIH.

[Tonydarot no nmpumepy 12. Kpucramisl ¢ Temnepatypoi miasienus 101°C.

I[TPUMEP 192: 7-n-nponwi-5-metun-1,2,4-rpuazon(4,3-c)-nupumuans-3(2H)-oH.

®dopmymna (XVII): Ri=n-nponuin, R,= CH;, X=CO, Y=NH, X==Y-npocTas cBs3b.

[Tonyuarot no npumepy 15. Kpucranisl ¢ remneparypoii minasiaenus 145°C.

I[TPUMEP 193: 7-n-nponun-5-metun-1,2,4-tpuaszon (1,5-c)-nmupumuaun-2(3H)-on.

®opmyna (XVII): Ri=n-nponun, R,= CHsz, X=NH, Y=CO, X==Y - npocras cBs3b.

15,5 r  7-n-mponmn-5-metun-1,2,4-tpuazon  (4,3-c)-nupumuaus-3  (2H)-ona,
nostydyeHHoro B npumepe 192, B reuenue 20 4 KUMOATAT ¢ 0OpaTHBIM XOJI0AUIBHUKOM B 100 mit
YKCYCHOM KHCIJIOTBI. 3aT€M PEaKIMOHHYIO CMECh BBIIIAPUBAIOT MOJ BAaKyyMOM, U IMOJIyYEHHBIH
OCTaTOK KPHUCTALIM3YIOT U3 AMATHWIOBOrO »sdupa. OTKaThle KPUCTAUIBI IPOMBIBAIOT
JTUATUIOBBIM 3(upoM U BeicymmBaioT. [lomyyator 12 v 7-n-npomwi-5 -metwmi-1,2,4-tpuazon (1,5
-c)-nupuMuuH-2(3H)-oHa B BuJe KpUCTaIOB ¢ TeMiieparypoii tuiasiaenus 173°C.

I[TPUMEP 194: 7-n-nponmi-5-metun-8-6pom-1,2,4-rpuazon(1,5-c)-nupumuaua-2(3H)-
OH.

®dopmyna (XVI): Ri=n-npomnun, R,= metmi, X=NH, Y=CO, X==Y - npocras cBs3b.

PactBop 10 r 7-n-mponun-5-metun-1,2,4-tpuazon (1,5-c)-nupumunus-2(3H)-ona,
noy4yeHHoro B npumepe 193, B 120 M1 yKCyCHO#M KUCIIOTBI, coeprkaiei 12 r anerara HaTpus,
MepeMENINBAIOT MPU KOMHATHOM Temmeparype B TeueHue 10 4, 1 K KOTOpPOMY MPHUKANBIBAIOT
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pactBop 2.6 M1 6poma B 50 MJI YKCYCHOM KHCIIOTBI. 3aTe€M pEaKIMOHHYIO CMECh KOHIICHTPUPYIOT
Mo BakyymMoM, IOTOM J00aBisitoT BoAy. OOpa3zoBaBiIMecs KpUCTaIbl  OTCACHIBAIOT,
IPOMBIBAIOT BOJOM M BBICYIIMBAIOT. TakuM 00pa3oM MoiydaroT 7 T 7-n-mpomnui-5-mMeTui-8-
opom-1,2,4-tpuazon(1,5-c)-nupumuanna-2(3H)-ona B BUAE KpPUCTAIOB C TeMIEpaTypoit
riassieHus 221°C.

[TPUMEP 195: 7-n-nponuin-5-metun-8-[(2'-nmano-oudenmn-4-mn)-metun|-1,2,4-tpuazon
-(1,5-c)-mupumunus-2(3H)-oH.

®opmyna (X): Ri=n-nponun. R,= metumn,

V= NC

X=NH, Y=CO, X==Y-npocras CBs3b.

K pactBopy 14 1 4'-Opommerun-2-immano-Oudernmwia B 60 wmin  0e3BOAHOTO
TeTparuapodypana npu KOMHATHON TeMmrepaType 100aBisioT 7.5 T aKTHBUPOBAHHOTO MOPOIITKA
nuHka. CMech mepeMennBaloT NpU KOMHATHOW TemmepaType B TeueHue 4 dacoB. 3areM K
PEaKIMOHHON cMecH JOOaBJISIOT pacTBOp 7 T 7-n-mpomwi-S-MeTwi-8-0pom-1,2,4-tpuazon(1,5-
c)-mupumuauH-2(3H)-oHa, momyyeHHoro B mpumepe 194, B 40 Mo Ge3BOJHOTO
TeTparuapodypaHa, Mocle 4ero 00aBISIOT pacTBop 527 M Tpuc-(AuOSH3UINICHAIICTOH)-
munamiaaus (¢) u 1032 v tpu-o-ronyondochuna B 30 M 6e3BogHOr0 TeTparuapodypana.
PeakimonHy0 cMech mepeMemmBarT 1 4ac mpu KOMHATHOW TeMIeparype, 3aTeM KHIATAT C
0oOpaTHBIM XOJIOAWILHUKOM 3 yaca W nepememnBaroT eme 20 4 mpy KOMHAaTHOM TeMIieparype.
[locne 3TOro B pEaKIMOHHYIO CMECh JOOABISIFOT BOAY U DKCTPArupyroT XJIOpopopMom,
MIPOMBIBAIOT BOAOH, BBICYIIIMBAIOT U BhIMapUBatoT. [lomydeHHbIi ocTaTOK XpoMaTtorpadupyror ¢
MOMOIIBI0 cMecH XJopodopm/meranoin (9/1) B kauecTBe SMOUPYIOMIETO CPEJICTBA C TIOTYUYSCHHUEM
3.95 r 7-n-nponui-5-mMetun-8-[(2'-nnano-oudennn-4-un)-metun|-1,2,4-tpuazon-(1,5-c)-
nupumMuauH-2(3H)-oHa B BuUAE KpUCTAUIOB ¢ Temmeparypou rmuiaBiaeHus 215-216°C. Oto
COEIMHEHNE UICHTUYHO TaKOBOMY Mpumepa 18.

[TPUMEP 196: 7-n-nponmn-5-runpa3uno-8-[(2'-(Terpazon-5-min)-0udeHnn-4-mi)-MeTw |
-1,2,4-tpuazon-(1,5-c)-mupumuaun-2(3H)-oH.

®opmymna (I): Ri=n-nponmi, R,= NH-NHa,,

, '
/ b
N. NH

R3= D N ~

X=NH, Y=CO, X==Y - npocras CBs3b.

PactBop 14.1 r 7-n-nponwuin-5-metuntuo-8- [(2'-(terpazon-5 -un)-oudeHmn-4-um)-MeTun|
-1,2,4-tpuazon-(4,3-c)-nupumuaun-3(2H)-ona, nomydyenHoro B mpumepe 105, u 30 wmn
rugpazunruapara B 100 Mi 2-METOKCH-DTaHOJIA KHUIATAT C OOPAaTHBIM XOJIOAMIBHUKOM B
TedeHue 3.5 4. PeakiMoHHYyI0 cMech 3aTeM KOHIIEHTPUPYIOT MOJ BaKyyMOM, TOOABJISIOT BOAY U
HeHTpanu3yoT 6apOoOTHPOBaHMEM JUOKCUAA Cepbl, 00pa30BaBIIMECS KPUCTAIbl OTCACHIBAIOT,
MIPOMBIBAIOT BOAOW M BhICymmBaroT. [lomyuator 9 r 7-n-nponun-5-runpazuno-8-[(2'-(Terpazon-
5-un)-oudenun-4-wn)-metuin|-1,2,4-rpuazon-(1,5-c)-nmupumuann-2(3H)-ona B BUIe KpUCTALIIOB
¢ Temrieparypoi riassenus 288-298°C.

DOAPMAKOJIOI'UA

I. ITpuHUHAD:

CpoJCcTBO NPOAYKTOB NMPUMEPOB K PELIENITOPaM aHTMOTEH3MHA OLIEHUBAIOT IO CIOCO0Y
CABUTa pagUOJUTaHibl, CIHEeUU(UYECKH CBSI3aHHOTO C HAAMNOYEUYHBIMU  pEHENTOpaMH
aHrnoreHsuHa Il y KpbIChL.

II. Cioco6 paboThI:
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AJMKBOTHYIO 4aCTh TOMOT€HM3aTa HAJMOYEYHUKOB KPBICHI HHKYOUPYIOT B IPUCYTCTBHH
onuoii konuentpauuu (1.5x10* momnws/mutp) (Tyr!, Me® - amrnmorensuma II), antaronucra
perenTopoB anruoTensuna Il u IByX KOHIEHTpaluii KOHKypupyromux areatos (107 Mob/nutp,
107 monw/mutp) B Teuenue 80 mun mpu 25°C.

Peakiuto 3aBepmrarorT pob6asieHueM Oydepa, 3areM OBICTPbIM (UIBTPOBAHUEM dYepe3
¢bwieTpel W3 creknoOymarn. Hecmenmdudueckyro CBSI3p  ONPEACISIFOT B TPUCYTCTBHU
aHruoreHsusa II.

[II. Pe3ynpratsr:

Pe3ynbTaThl BbIp@XEHBI, JUIS KaXJI0W M3 KOHIEHTpAlUil, B MpPOIEHTaX CJBUTa
pamuoIUraHibl, cnennGUIecKn CBSI3aHHOW C HAIOYEYHBIMH pEIenTopamMu aHrnoteHsuHa Il, u
CBEJICHBI B CIICAYIOIIYIO TaOIHUILy:

% caBUTra MapKUPOBAHHOTO JIUTAH/A TIPU KOHIICHTPAIIUU
[IpoavkT npumepa Ne 10”° Moab/mUTp 10”7 moaw/muTp
19 66 48
20 60 45
25 68 54
30 65 43
42 75 46
68 67 33
71 73 60
74 89 34
78 67 52
80 74 59
90 63 48
97 60 38
107 71 58
109 67 48
112 60 41
138 61 17
146 74 56
152 69 57
TOKCHUKOJIOI'A

[IpoayKThl OMHMCAaHHBIX MPUMEPOB IOCJIE BBEACHUS OpajlbHO O00JANAIOT OTIMYHOU
TOJIepaHTHOCTHIO. VX neranpHas mo3a 50 (JIdsy) y kpeickl cocTaBisiet Bbite 300 Mr/KT.

3akJroueHue.

[TpoayKThl ONMUCAHHBIX MPUMEPOB OONANAIOT XOPOIIMM CPOJCTBOM K pEIeNnTopam
anrnoren3uHa II. Ha 3ToM OCHOBaHMHM HMX MOXHO C YCIIEXOM HCIOJIb30BaTh B Pa3IMYHBIX
MATOJIOTUSIX, TJ€ UMeeTcs aHruoTeH3uH II, B OCOOCHHOCTH [UIsl JICYCHUS apTepHAIbHOMN
TUIIEPTOHUH, CEPJACYHON HEIOCTATOYHOCTH, 3a00JI€BaHUI apTepraIbHON CTEHKH, B 103ax 1-400
Mr opasibHO U 0.01-50 Mr BHYTpUBEHHO, B OJIMH WJIM HECKOJIBKO IPUEMOB B JCHb.

®opmy.ia nzodpereHnst
1. IlpousBoHBIE TPHA30IONUPUMUANHA 00IIeH Gopmysl (1):

R,
’/’L ,.../X:_n
NT N Yy
...Jm::\_\ JKM\ ,
R J/ N
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rae R, aBuserca Husmum ankwiom ¢ 1 - 6 atomamu yraepoaa nim Cs-C; - nuxiioankuiom, R,
ABJISIETCS aTOMOM BOJIOPOJA, HHU3IIMM AJIKWIOM ¢ 1-6 atomamu yrinepoaa, rpynmnod NH-NH,,
rpynnoi (CH,)mOR4, (CH,)mSR4, R; siBsIeTCS OTHUM U3 CIIEAYIONUX PaUKAIIOB:

a TaKkKe X TayToMepHbIe (GOpMBI U (hapMaleBTHUECKU MTPUEMIIEMbIE COJHM MPUCOEAMHEHUs, Ry
ABJIAETCS aTOMOM BOJOPOJA, HU3IINM aJKWIOM C 1-6 aTomMamu yriepoza ¥ m paBHO LIEJIOMY
yucay ot 0 o 2, rpynna —X= =Y — sBJs€TCA PaJUKaIOM, BEIOPAHHBIM CpPEIU CIEAYIOIMINX
JBYXBAJICHTHBIX PaJUKaJIOB:

~C-N—» —C—N—>
0O Ry R,

~N-C—» N=C
Ry O Ry

B KOTOpBIX Rg siBisieTcst pasukanom, BEBIOpaHHBIM B TPYIIE, COCTOAIICH U3 aToMa BOAOPOAA, --
(CH»),OH, --(CH>) ,COOH, --Ri>--, --(CH,),COOR,; R}, sBasieTcst HU3MMUM ankuwiom ¢ 1 - 6
aTOMaMH yIJepoJia U h paBHO LeioMy uuciy | mimm 2, Ro siBiseTcss aToMoM BOJOpOJa WIIH
panukanom --SH, Ri, ABisieTcs aToMoM BOJIOpPOJAa WJIM HU3MIMM aJIKWiIoMm ¢ 1 - 6 aromamu
yriaepona, R, siBisiercss paaukaaoM, BBIOpaHHBIM B TPYIIE, COCTOSINEH M3 aToMa BOAOPOJa,
HU3IIEro aKwia ¢ 1 - 6 aToMaMu yriieposaa, HU3IIEero ratonaaiikmwia ¢ 1 - 6 atomamu yriepoaa,
¢denwmna, mupuanauna, -O(CH,),OH-, -OR,,, -O(CH,),OCOR,, -SH, -SR,, -S(CH,),COOR >, -
S(CH,),OCOR,, -NR 3R 14, -NH(CH>),COOR 2, SO,NR 3R 14, (CH,),OH, (CH,),OR,, -COOH, -
COOR},, (CH2),COOH, (CH;),COOR/,, n u R}, umeroT yka3annble paHee 3HadeHusl; Ri; 1 Ry,
OJIMHAKOBBIE WJIM DPa3jIU4YHbIC, SBISIOTCS aTOMOM BOJAOPOJA WJIM HU3IIUM QJIKWIOM ¢ 1 - 6
aTOMaMH YIJIEpOAA.

2. IlpousBoanbie no m. 1 ¢popmynst 1, B koTopoit R, siBnsieTcss rpynmoi, BRIOpaHHOM
Cpeau THjIa, H-TIPOTWIa U H-OyTHIIA.

3. IIpousBonusie mo n. 1 dopmynsl 1, B kotopoit R, siBnsieTcss rpynmoii, BeIOpaHHOM
CpeIy METHJIIA, STUJIA UM METOKCUMETHUIIA.

4. IIpousBonusie 1o 1. 1 popmyisl 1, B kKoTopoii rpynna —X= =Y — sABJIsS€TCS OJHUM U3
CJIEAYIOIINX JIBYXBAJIEHTHBIX PaJUKaJIOB:

—(C—NH —» —NH—C > C NH—>

b

|
0

(¥4

—N—0C—s —N==(C—>

H CH,
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_N: (lj - _N= (F_ [
NH, NH—CH,
—N=C—: —N=_C—
| WIn |
COOCH. CHCOOCH;

WIHM UX TayTOMepHas ¢popma.

5. IlpousBognoe mo m. 1 dopmynsr 1, B kortopoir R; sBisiercss 2-(TeTpazonui-5S)-
heHnoMm.

6. [TpousBogHbIe 110 11. 1, IPECTABIISFOIIIE COO0I COSAMHCHUS:
7-n-nponui-5-mMetun-8-  [[2'-(terpazommi-5)-oudenwmn-4-wn|mernn] -1,2,4-  Ttpmazono(l,5-
c)nmupumuanH-2(3H)-oH.

7. IIpousBogubie MO M. 1 Wi 2, OTAMYAIO MU EC sl TEM, YTO OHU BbIOpaHbI Cpeu
CIICAYIOMINX MPOU3BOIHBIX:

- T-n-nponmit-5-meTmin-8-[ [ 2'-(TeTpazonmi-5) -oudennn-4-un|metun| -1,2,4-rpuazono(4,3-c) nu-
pumuauH-3 (2H)-on;

- T-n-nponmii-5-meTmiI-3-MepkanTo-8- [[2'-(Terpazonmi-5)-oudenwmn-4-un| -metwmin|-1,2,4-
tpuazouno (1,5-c)nupumunug; -7-n-nponui-S-metui-8-[[2'-(TeTpazonui-5)-oudenmnn-4-
wi|metwi]-1,2,4-rpuazono(1,5-¢) TupuMuInH;

- 7-n-niponuii-5-MeThUi-2-aMuHO-8- [[2'-(TeTpazonui-5-)-oudenmn-4-mi|mernn] -1,2,4-
Tpuazono(1,5 -c)nupumMuanH,

- 7-n-npoNmII-5-MeTHII-2-MEeTUIIaMHUHO- 8- [[2'-(TeTpazonmi-5 -)-oudenmn-4-un|merun] -1,2,4-
Tpuazono(1,5-c)mupumMuanH;

- 3TWI-7-n-iponwi-5-MeTmiI-8-[ [ 2'-(TeTpa3onui-5-)-oudenmn-4-mn metun|- 1,2 ,4-tpuazono(1,5-
C) MUPUMHIUH-2-WII-KapOOKCHIIAT;

-9TU-[ 7-n-ipormi-5-meTi-8-[ [2'-(TeTpazonui-5-)-oudenmn-4-mn merun|- 1,2 ,4-tpuazono(1,5-
C) MUPUMHIUH-2-WJI |-aleTaT;

- 7-9tun-2,5-qumetnn-8- [[2'-(Terpazonmi-5S-) oudennn-4-wi|merwin|-1,2,4-rpuazono(1,5-c)
MUPUMUJIUH;

- 7-n-0yTmi-5-metun-8- [[2'-(Terpazonui-5-)-oudenmn-4-mi|merun| -1,2,4-tpuazono(1,5-c)
nupumuanH-2(3H)-oH;

- 7-n-nponwi-5-3Tui-8- [[2'-(Terpazonwi-5)-oudenmi-4-un |merun] -1,2,4-tpuazono(1,5-c) mu-
pumuauH-2(3H)-oH;

- 7-n-nponmI-5-MeTOKCUMETHII-8- [[2'-(TeTpa3zomnmi-5-)-oudennn-4-wn|metun] -1,2,4-
tpuazono(1,5-c)mupumuana-2(3H)-oH.

8. dapmareBTHYECKass KOMITO3HUIIHS, 00Naaronasi aHTarOHUCTUYECKOH aKTUBHOCTBIO K
perentopaMm aHruoteHsuHa I, coxaepikamias akTHBHOE BelIECTBO U (apmalleBTUUECKUe
npueMJieMble J00aBKH, OTIHMYAKMIAsicsa TEM, YTO B KayeCTBE AaKTHMBHOI'O BEHIECTBA OHA
coniepkuT coequHenne Gopmynsl 1 B 3¢h(heKTUBHOM KOIHYECTBE.

CocraButens onucaHus ConobaeBa D.A.
OTBETCTBEHHBIN 32 BBIMYCK Apunos C.K.
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